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(57) Abstract: An isoxazoline derivative which is represented by the general formula: [I] wherein R 1 and R 2 represent an alkyl 
group and may be the same or different, R 3 , R\ R 5 and R 6 represent a hydrogen atom, Y represents an aromatic heterocyclic group or 
aromatic condensed heterocyclic group which has a heteroatom selected from among a nitrogen atom, ah oxygen atom and a sulfur 
atom, has five or six members, and may be substituted, and n represents an integer of 0 to 2. The isoxazoline derivative exhibits 
excellent herbicidal effect and selectivity between a crop and a weed. 
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R'XtfR'tt* RJ— Xf4A*ot\ frmm^s- C1~C10TA"*A'&* C3-C8 

R 3 S.lFR 4 fi, IH— Xte^ftoT, 7.kistJi^ C1~C10T/V^r/^X«C3~C8 
10 ^m^<h#^^bfciC3~C7^^t 0 n^^^:U, Mi-R l , R\ R^^R^i 

1 5 5 ~ 6 l©3Tf I^f p ilXl^f i^f n i^lSI:* U, -tit©. 

VX 1 ~ 4 i@cD^ b ^XJSf-.-CflKft * tb-C t> £ V n 5 ~ 8 ItlrM * ntV> 
n t± 0 ~ 2 (D&WL&TF-i'o 
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• • . :. . : .3 ......... ..v,../.... : .".*.. 

& ^^5ftf©S^ y g^ $ H7c C 1~ C lOT/V^Vl^ C 1 ~ C'4/n u T/V^/V- 

5 ^X-S^S^S-C^e/fi^^tLTtCl— ClOT/l^a^VS, Cl~C4^n T?V^5r*y 
C3~C8->^ d T/V'^^^S, C3~C8iX^ n7/^^Cl~C37;V^ 

g^$n7 v cCl~C10TyV^V^^ CI~C4/M3T/V^V5^^£, C2~C6T 
yV<{r:=:/Vg s C2~C6T/Hr— /V^^S, C2~C6X/V= 3 r^/V^ C2~C6T/V 

/l^/i^/i^^/V^ C 1~ C4/n n 7;P^;>^^7 xf g^£i¥y £ 95tiR 

$tt5ffiS^S^^ytt^^fLfcCl~C10T/V=3r/^/^=-/^^rv'^ C1~C 
15 4^n7 ' )V^;V^jVHss=^;V^ Cl~C10T7l^/l^/l^=/l^3rv-g, C1~C4 

V^Tfe iV^^/^iXS, g^tLTV^^ iV^^^/t^TS, S^^tT/TV^T 

frx v >T & J; v n m^&, g^ £;ft/CV *f & £ V ^ 7 ^ =/V^/V7 ^ = 

g&£*vrv^-C& «fcv^<^yV/i^ ^/l^^vVl^ Cl—CIOT/V-^ 
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^■eflKfeStLXV'T 1 !) ±-V\ ) % Cl~C6T->Ao$-3-->xS N Cl~C4^n T/^/W 
5 Xl^^ot, Cl~C10T/^/l-£> S^frT^Tfc iV^^^/l^ C1~C 

#/^7}€=/i^ S^ift/cv^^ iv^^y-fA-X, ci~cior/w^^;^— 

10 V\ ) 

^HT^iV^ N Cl—ClOT/W^v'S, C1~C10T^=^/V^S> C1~C10 

15 =-/V3k T^/S (^S^^m^i^l^— Xfemft^X, Cl-CIOT/V^r/^ 
Cl~C6Tv'^^ Cl~C4^o7;V^*;^=/vS, Cl^ClOTA'^/WW 

xv^'bivx) N Cl~C6T^/VS N C 1~ C4/NP 7;v^^*^jK^/vS, Cl~ 

x v % £ v n y =c j 

25 |^— X^^^>"^. Cl~eiOT/I'^l'Sl?^£;ft-CV^t i .£V\ ) 
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S&WiftMX^r ; fi^$*LfcCl~C10T /^/^£ N Cl-C^nT/V'^S, C3 

5 O^T^yg^$iX7tCl~C10T/U=i^rv'S^ Cl~C4^n T/Vn driy^ C3 
-C8-^n7/l' :3 f/^v'S, C3~C8->^ PT^ :3 r/^Cl~C3T/l'=3f/^=Jrv' 

ixfcCl~C10T/^/^^-^ Cl~C4/Nn7/^ftS, C2~C67VHr;_ 
15 Tv^^jV^—jvm, Cl~C6Ti//V^ Cl~C4^nT/V^/^/^^/l-S, « 
v^^vvKft/i'^/V'K, a^ft-cv^k iv^^-y^f/t-g. C1~C10T/V=^ 
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sfc£*va^-c*>£^ (i) )cmm<7Mv**y-yv ^mm& 0 

5 (3) 0~6f@O|H-X«^^5S-e«^^tbTV^T^ J:V^^n#Jb^«^S 
Wtatf, ^n^^jf^-, Cl~C10T/l"3r/l^ Cl~C4^n7/^S, C1~C 
10T/V = =3r$/Cl~C37VW3r/V^ C3~C8S/^ nT/V^Vl'g (^Sfi^* 3 ^^Jl 

T/V=^r->^ C3~C8iX^nT/V= 3 r/VCl~C3r/l'^-/V-^-^V^ S^l^tVTVN 
10 '"CfciV^ay 3rv^, C1~C10T/V= 3 r/^^-^ CWCIOX/I^/V^/VtJs— 

C1~C^b7A'^*A'#=A'S n C1~C10T/V3 :a rv'*/V# 

cioT/v^S"C*g^$tuTV>x i i5«J;v>) T-fcS (2) \zXBtt<D>( ytt-v-^y > 

15 (4)-R\&T*R 2 J&*x W— X»±*Jfco-C^^/V'Xt)U<tt^/H6, RV R\ R 6 

RxfR*7bs&mm*-?bz> (i) . (2) xte (3) ov^tb^iciatto^y^ 

■ft5 5MX}i6lS©^f^rnIItfe5 (1) > (2), (3)X«:(4) 

(6) t^^/'J/vi, ^yWU/H, ^yf7/p/Hs 

(7) YtK Wsy-s-'fA'^ ^7^-^-4 — f/vs, tr^y— /*-5 
— f w y y 4 — f a-s> 4y*f-T y—/v- 4 ->r tr y 5? 

25 ^-3 — f/nxis^ y ^v^-s-^A-s-e&s (6) ^fB^o^y^-^yy 
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. (8) YAK 7*7 = 3-' f^X% &&gma&3 L *7 = >'&<D2RZfi4tiL 

izm&hiz (7) te&m<Djy**wjwsmfro 

©It'^y WM&tltcCl^ClOT/^^^ ci~C4^n7/V^S, C3~C8 
^n7^^;H, C2~C6T/V^^/^s C2~C67VV= 3 r— C1~C10T 

£ v & «t v v< >- — ^a, -g^ $ tit v t> i v ^ i/ 4 /uat, 

iHUflt-T-tt 1^— Xtt ^ft o"t\ C 1~ C 10T A^/l^X ttSife § HTV t> <£ V > 7 
C1~C10T/Mr/Vg. g|fe$tuTV>"r i biVN73i=/V'S % C1~C 
20 $tL-CV^T^ <tV^^y r ^'/l'S> Cl^ClOT/I^/WVI^^/l^ C1~C4^P 

(10) ^7^-5-^;^, 1^o^7^Vi0 4fc 
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n T/l^/l^ C2~C6Ty^— C2~C6T/^— /Vg, C1~C10T^=^ 
ftf^St'^ J WM&tltc C 1~ C lOT/l^^X/^— C 1~C4a a TVl^ 

c i~ c iot/v- = ^ A^^/vak £ ftT v ^ t> <fc v ^ ^ i>/vjr* i/^ja^ 
ci~ciota^/i^ tt&^ti/rv^T^ iV^a^^Ss T^;^ C1~C 

X v > X & £ v ^7 31 — /i^ /pzJ> ~ AS-eft£fe £ ftr T & J; i ^) j&s^-f *^ L ( 7 ) 

(1 1) ^ y^r^y—;v-A — ( ^MX\ W.Wk&&a&-l y*^f/-A' 
20 S©3W5^fttt (7) |B«feO-r y^f-i/U ViP*#o 

(1 2) Y^s N ^ yf7^-;v-4-^ R^Si^a^-r yfr/- a^£> 

sftr&tfs&Kat&u*: (7) iB*^-f y^-^rf-yy ^«#o 
\zm&vtc (7) i5«o-r y^f-yy vft^o 

25 (14) tfy 5 TA^T\ WMW^a^V v^I©4TO 
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6#K:«&Lfc. (7) mmoj y**y-yv>-mmfc 0 

(15) ni5 2T*&5 (i) ~ (14) (D^Ttifrizmm^ y **D-y v ^mm 

(16) n^i-efc5 (1) ~ (14) (0^-ffl-h^Z.WM<0^ y**y-yv i/WIM 

5 Wo 

(n) n^otfcs (i) ~ (14) <D^irti^\z.mm<D4 y ^^-y v ^mm 

Wo 

(is) (i) ~ (i 7) (o^-r timz-wm.^ y**y-y d ^mmwy.nmm±. 

Cl~C10^©SEiBf4 % ^co#^r-firti,^<«^s^^W s i~i or* 

15 ^mm^koT/^/v^m u MPLtt^ ^^m. t/n, 4 y 

-?V£°;V^ n-^f^S, 4 y /f/WS; . sec - ^f-/Vl, tert-^^/l-g, n 

20 C 3~ C8^ T3 TATA'S £ f±„ ^*^^> s 3 ~ 8 <D *S>7 n T/V^r/VS^r^ U #1 

C3~C8->^ ^ T/l'^^C^CST/^/V^ (^^{^/^n^^J^^Xf^T/V^^V 
25 if^-l~4X^Cl~C3T/V^/VS-ett^$tl/T^«tV^C3~C8iy^nT^4/l' 
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n 7*13 fcVVa^A'g, 2 - */9 n fcVl-x.^A'S, 1— vzfxz yZ>V~f 
n tVvg, 2-^0^12 MAS? a 3 - ^ n ^° a tf^^ n tW2£ % ^ 

n zf^sv* =f-?v^ i/^D -<:/'?vi'pt f;uS, n v-/v^ ^vt^g 2 — ^ n n 
5 ^a^P f /V^ ^71^ 2 , 2 - o p v-^ o :/n tVP^ ^VW^> 2 — 

n iX^ n7°n tf/l^ 2,2- v^/l^o i/? n 7°n fcW^ f^S s 2 — t< 

fvVv^ cr -f a tr/wpi ^/u36 s 2,2- v 5 ^ ?-A^s9 m-fxn t'/v* ^vVg N Xft: 2 

C3~C8^ n7;^;vci~C3T/v^vSi: teu 3 ~ 8 o^o7/v 
10 ^/vaSfc <fc 9 «ft**bfcitt*'*fe 1~3 ©T/v^/vSSr^U Wfctff * n^a tiVv 
* 3vHK* 1 - n :/n tVl/xf;i/i N 2 - */# n kVl/xf/l'S, 1 - ' 

isMrf- 1-9 -TMt!fe£ftTV>5ii*3#Hfc&S 1-4 <Dm£Xn&V&$k(OT/l'*/l'&% 

h y * 5vvg, 2 , 2 --Jy/V^ru x.fvvg, 2,2,2-M)7 

20 C2~C6T/^=/VB<h«,^^2~6 0E^Xf*^^T^<>-^/^^ 
fj^tfxfn /^S> l-rn^x/WS, 2-7°n^^/^ ^fy^n^/v 
l -r/^-zi'S, 2 -^-A-S. 3 -zf^=-/^m, Xtt 2 -^xx— 

C2~C6T A**r~A'&b &tmWt& 2~ 6 <Z>i£^3U2#l!£#*OT/l' d f ^/^tr 
25 fll&fcf^^/^. 2-:/n tr=/l^ 1 -tf-fi,- 2 -7°n h'x/i/S, 2 



WO 02/062770 



PCT/JP02/01015 



2£Sr**U 0U;ttf? 3 — ^ n n- 2 — 7*o^=;vS N Xtt 2 — ? n n - 2 — rfn^=. 

'O— atSr^U fllfctf.* h^i^S, = hdrixS, n-^nzK^^^ ^'y^n'jjf^ 
v-S, tert-^h#v^ n-^hdr->S, sec-:/ h ^v-^ Xtt^T V ^ h 3rf 

2, 2-i?7A'^-ra3cb**>aE % 3^*2, 2- 2 - hp 7A^px h^fS^SrPtf 
^ a fcVl^ f dr^Sx 1 -S^ o f /l^n h ^ix^x 2 - *y? n fcVl^ 
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=r^riy) -N=S£^U M*Lfcf;* F^r^ 5 / SXIi^ fif^ ^Sf ?filf 
C 1 ~ C lOT/V^/^^-Ss C 1~ C 10T^/V^;V7 ^ ^/VS&U* C 1~ C 10 T 
(T/V^/V) -SO -3£ % (T/V^/l') - S 0 2 -S£^ U #i)?Ltf ^ f-fls*?*^ 

-S, £**U M^^T-trh^riy^ y°nt t^^/i^r ^y/nft^t 
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• . 13 ... ". . .;; V':'-.—- . •"- 

^) -CO-S, {^nT/^}V) -S-S, -SO r il: 
C 1 ~ C n T JV-^jV-fr ;Vfc=.)VJr*t iy^^Tj- C 1~ C 4^ n TA-^V^;* /Utii = 

TfciV^ ^O-y-Y^^rixS, (g&£*VCl>T 1 k«fcl\) ^O^/l/^^yHj? 
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3£©£*Jff-7-teFI— XfiiUftoT, Cl~C10T^^Sv C1~C67^S, CI 

wis-?, m*K*Rxmnm*i>*b&mt£m#Lzti& i ^^fni^tt 

5 & 6 I©^f^r p 3E£ £ fit, 0Kitf^f n & 1 i>* '& 3 fl^-f 5 

io 7y ^ ~/vae* t° n v t° ^ y y a-s, -f y^t/y /uk, -r y ^ r 
y y ^-dr-^ y y f-r y y A-ak 5 ^y y tr y tr y ^ 

^rf-^T y y ^atxtt^-T s?t y y /VSSr^tf 5 r £ So 

/uat, -r^Ky^at, -^y^-y-yy^s, ^yw/u/n, -oy-r 5^ 
yy^g v -<^y-r y^y y/i-s. ^^yfr^y/vi, ^y^/p/H, 

^ogt^s^as, (M&£tix^Ti>£^) ^M^um^*£JUZ (tttfed 

■»JK^»tJ«^JD!t«»fe»te»R*^5^i3ll(^% 1 ~3ffl^-T5 5~6 
A©g£r^U iitf7!);i/S, t'nD;^ tf^yyA-^ -Yy^r 

25 -y-y y a«> ^ytr/y ^f-y y /H, y y /H, $ *v y A-ae* 
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fc° V v?/H, tr y m-fr&s ¥ V 5: f7 ^=/uat, h U T&=.fr£ s 

hVT-sv ^iJ-^ry* y /vlxfifr^ry y /w*Sr#rr * t #-ct s„- 
mi®JifF^$tu5^^fi, — [i] sr^rs-fb^Ki&v^T, tk^s, ^ 
7$*cisfrmx\nT K;mm&z:<Dmm*K&&.-r5>m&\z.s tjib t&Jit> u< « 

^ y !)a§o7;v* y ^Ji^vM^^^^Ax^/v^^^oT/^ y ± 

R 3 , R\ R B S.t^R 6 ^7hmil J f--efe 9 , 

"dy^—fr-A-^frm (ZsZU&MO 3®RTfi 5 tiLfos ^o^JK^ T/l^A' 
/NB7^/Ht 7^3^^7/v^i, i/^D7;v^i, TVl^^S, 

/^v^S. T/i^i'^g, 7^^/1/7^*-;^, 7->^S^ ap7/V^;V 

¥i*m—x&Mft^xTfr*frmT*m&£tiT^xi>M $k Htci^^TK^ 
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15 I^li^-XI^I^c•r7/^^^Sl?ft$^^tv^T^ ) £vV) as, KKiiteteTkSlf 
gl1-5o ) > 

. ^ y^-^y— a-4— - ovm (jfeas©3ffiRtj5 5ffi», ^oyvjs^ ta^a 

20 /^aTA^/l^ T^a^f^T/l'^S, ^n7;^|, XAradri'g, 

/sp7;l/3=3rv'S,T/l'Wti > XA^A^A^—Als* 7i/;VS, ap7;V 

>fyf7 y — A- 4 - - f Ag (iS© 3 5ftliyNP Pl/m** 7* A=*r A^ 

25 ✓NaTA^f-AX* 7;^3^-/7/i/^/i/S, i/^n7^^S, TAa^f ^26, 
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*fem-xtemte'oXT;i'*;umxm.mtstix^x^M imm-rz. ) , 

try 5 — ivug (5£&o4#*3 < fcTjt6ftfi, /M^^yjif, t/u^a* v . 

Me r^^/VS Et ; 

P r : n -7°n tVl^S P r - i ; . : 4 V/n tVl^S 

P r - c : vzfn f/W^ B u : n — ^^vV2£ 

B u - i : i s o -r/^/Vg B u - s : s e c —-f^-A^ 
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Bu — t:tert — Zff-fV^ B u — c : */9 u T^^WS 
Pen : n — sO"f-/u£ P e n — c : 9 s9 n^i/^vl^ 

Hex : n — ^^ri/^S H e x — c : */& n^^i/^S 

Ph : 37 a: — 

5 X, (4-C1) Ph©^S»4-^nn7x-;H, 3-Hex|±3- 



WO 02/062770 



PCT/JP02/01015 



*1 













R 2 R 3 R 4 
















R 1 - 


-X- 

J 






00 

R 

e \ 
*pb \ 


tj23 














s 




"S(0)s- 


_X (/ 




















R 5 






E 1 


R 2 


R 8 


R 4 


11 


XL 


T?6 

X\- 


£J* 


R22 


R 28 


T?24 

IV 


Me 


Me 


H 


H 


2 


XT 
XI 


TT 
Xl 


0 
0 


Me 


XT 

Xl 


XT 
XX 


Me 


Me 


H 


H 


2 


TT 
±1 


XT 
±1 


Q 


CI 


Me 

1Y1C 


TT 

ii 


Me 


Me 


H 


H 


2 


TT 

Jll 


TT 
Xl 


Q 
O 


H 
11 


TT 

11 


Mp 
ivie 


Me 


Me 


H 


H 


2 


TT 

n 


TT 

Xl 


O 


d 


H 
11 


H 
n 


Me 


Me 


H 


H 


2 


TT 
XI 


TT 
Xl 


O 


H 


H 


CI 

V-»l 


Me 


Me 


H 


H 


2 


Xl 


TT 
Xl 


Q 
O 


CI 


CI 


CI 


Me 


Me 


H 


H 


2 


TT 
XT 


XT 
Xl 


Q 
O 


OMe 

V/1V1C 


TT 
11 


TT 

Xl 


Me 


Me 


H 


H 


2 


TT 
XI 


TT 
±1 


Q 

D 


OEt 

v_/u u 


TT 
ii 


TT 

JUL 


Me 


Me 


H 


H 


2 


TT 
XX 


TT 
±1 


a 
0 


OCR Fa 


11 


TT 


Me 


Me 


H 


H 


2 


TT 
Xl 


TT 
±1 


0 
0 


y viizi ii 


H 
11 


TT 

11 


Me 


Me 


H 


H 


2 


TT 
Xl 


XT 
±1 


U 


H 
n 


11 


TT 
ii 


Me 


Me 


H 


H 


2 


XT 


XT 
XX 




TT 
11 


TT 
11 


v> \— V-// wivie 


Me 


Me 


H 


H 


2 


TT 
Xl 


XT 
XX 


JNlvie 


Me 


11 


IYLg 


Me 


" Me 


H 


H 


2 


TT 
Xl 


XT 
Xl 


JNJYle 


Me 




CTT«>C6=fy> OMp 


Me 


Me 


H 


H 


2 


TT 
XT 


TT 
XX 


TvTTV/fr-v 

iNivie 


Me 




nTToP^n^oT^.f 


Me 


Me 


H 


H 


2 


TT 
Xl 


TT 
±1 


iNivie 


Me 


Me 

1V1C 


lYiC 


Me 


Me 


H 


H 


2 


TT 
Xl 


XT 
XX 


JNx^n 


OMe 


TT " 

11 


TT 

ii 


Me 


Me 


H 


H 


2 


TT 
Xl 


XT 

xl 


TvTT>"U 

XNirJui 


OEt 


TT 
11 


TT 

ii 


Me 


Me 


H 


H 


2 


TT 
Xl 


XT 

xl 


JNJrn 


win z 


11 


TT 

11 


H 


H 


H 


H 


2 


TT 

xl 


TT 
XX 


c 
0 


OCHF9 


1 


TT 
ii 


Me 


H 


H 


H 


2 


TT 

H 


TT ■ 

H 


s 


Will 2# 


XT 

.1 


XT 

Xl 


Mp 

AY1C7 




Mp 


TT 
ii 


o 


H 


H 


s 


V/OX1X2 


TT 
Xl 


TT 
Xl 


Me 


Me 


H 


H 


2 


Me 


H 


s 


0CHF2 


H 


H 


Me 


Me 


H 


H 


2 


Et 


H 


s 


OCHP2 


H 


H 


Me 


Me 


H 


H 


2 


Pr-i 


H 


s 


OCHF2 


H 


H 


Me 


Me 


H 


H 


2 


Me 


Me 


s 


0CHF2 


H 


H 


Me 


Et 


H 


H 


2 


H 


H 


s 


0CHF2 


H 


H 


Et 


Et 


H 


H 


2 


H 


H 


s 


6CHF2 


H 


H 


Me 


Pr-i 


H 


H 


2 


H 


H 


s 


0CHF2 


H 


H 


Me 


Pr 


H 


H 


2 


H 


H 


s 


0CHF2 


H 


H 


Me 


Pr-c 


H 


H 


2 


H 


H 


S 1 


0CHF2 : 


E 


B 


Me 


CBbPr-c 


H 


H 


2 


H 


H 


S ( 


DCHF 2 


B 


B 


-(CHzV 


H 


H 


2 


H 


H 


S ( 


31 < 


21 < 


21 



WO 02/062770 



PCT/JP02/01015 



20 ; ; 





(CH2>3- 


H 


TT 


2 


TT 

XX 


TT 

H 


ri 
S 


CI 


/TI 

CI 


/Tl 

CI 




(CH2>4- 


H 


TT 

H 


2 


TT 

H 


TT 

H 


s 


CI 


/Tl 

CI 


CI 




(CH2>6- 


H 


TT 

H 


2 


TT 


TT 

H 


at 
S 


/TI 

Gl 


/TI 

Gl 


/Tl 

CI 


TT 

H 


-(CH: 




XT 

H 


2 


TT 

H 


TT 

H 


s 


CI 


CI 


CI 




-(CHji)4- 


TT 


2 


TT 

H 


TT 

H 


s 


/Tl 

CI 


/Tl 

CI 


CI 


TT 


-(CH2V 


TT 

H 


2 


TT 

H 


TT 

H 


Ci 

s 


/Tl 

CI 


/Tl 

CI 


/""IT 

CI 


TT 


-(CHjjV 


TT 

XI 


2 


TT 

r± 


TT 


Ci 
O 


CI 


CI 


/TI 

CI 


TV 

Me 


TV It * 

Me 


TT 

H 


TT 


1 


TT 

XX 


TT 

H 


CI 

S 


tv /r _ 

Me 


TT 

H 


TT 

H 


Me 


T» /T 

Me 


TT 

H 


TT 

H 


1 


TT 

H 


TT 

H 


s 


/TI 

CI 


TV JT 

Me 


TT 

H 


"TV /r^ 

Me 


Me 


TT 

H 


TT 

H 


1 


TT 

id 


TT 

H 


s 


TT 

H 


TT 

H 


TV K 

Me 


Me 


Me 


TT 

xl 


XT 

xl 


1 


XT 
XX 


XT 
XX 


0 


CI 


TT 


TT 

H 


TV /T ~ 

Me 


TV 

Me 


TT 

id 


TT 

H 


1 


TT 

H 


TT 

H 


s 


TT 

H 


TT 

H 


CI 


Me 


TV >T_ 

Me 


TT 

rL 


TT 

xi 


1 


TT 

XX 


TT 

XX 


CI 

s 


/Tl 

CI 


CI 


CI 


Me 


Me 


TT 
±1 


TT 


1 


TT 


TT 

H 


s 


OMe 


TT 

H 


TT 

H 


Me 


Me 


rr 
±1 


TT 


1 


TT 


TT 

H 


CI 

s 


OEt 


TT 

H 


TT 

H 


Me 


Me 


TT 

XI 


H 


1 


H 


H 


s 


OCHF2 


H 


H 


Me 


Me 


TT 

H 


TT 

H 


1 


TT 

H 


TT 

H 


s 


OCH2PI1 


H 


H 


Me 


Me 


H 


TT 

H 


1 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

H 


H 


TV K 

Me 


TV IT 

Me 


TT 

H 


TT 

H 


1 


TT 

H 


TT 

H 


vP 


H 


TT 

H 


C(=0)0Me 


TV — 

Me 


TV /T_ 

Me 


TT 

H 


TT 


1 


TT • 

XX 


TT 

H 


TvTTV iT 

NMe 


TV JT_ 

Me 


TT 

H 


TV It 

Me 


Me 


tv vr^ 

Me 


TT 

H 


TT 


1 


TT ■ 

H 


TT 

H 


"V TTV JT 

NMe 


Tl JT 

Me 


C(=0;OMe 


/TTT r^f /T\/TTV /T 

CH2CC=0;OMe 


TV A"— 

Me 


Me 


TT 

H 


TT 

H 


1 


TT 


TT 

H 


TvTTV iT 

NMe 


tv >r_ 

Me 


C0=O;OEt 


/-ITT /-</ r~\\ /^vTTi) 

CH2CC=0;OEt 


Me 


Me 


TT 


TT 

XX 


1 


XT 
XX 


TT 

XX 


TvTTV K ^ 

NMe 


TV 

Me 


TV IT 

Me 


TV JF 

Me 


Me 


Me 


TT 


TT 

XI 


1 


TT 
XX 


TT 

XX 


XTTVL 

NFn 


/TTV /T^ 

OMe 


TT 

H 


TT 

H 


TV yr 

Me 


Me' 


XT 
±1 


TT 

id 


1 


XT 
XX 


XT 

xl 


Nirh 




TT 

H 


TT 

H 


Me 


Me 


XT 

i± 


TT 

H 


1 


TT 

H 


TT 

H 


XTTVL 

NPh 


/T iTT'T T 71 
OCHF2 


TT 

H 


TT 

H 


TT 

H 


H 


TT 

H 


TT 

H 


1 


TT 

H 


TT 

H 


CI 

S 


OCHF2 


TT 

H 


TT 

H 


TV K 

Me 


H 


H 


TT 

H 


1 


TT 

H 


TT 

H 


s 


OCHF2 


TT 

H 


TT 

H 


IV IT 

Me 


H 


Me 


TT 

H 


1 


TT 

H 


H 


s 


OCHF2 


TT 

H 


H 


TV JT 

Me 


Me 


H 


TT 

H 


1 


Me 


H 


s 


OCHF2 


H 


H 


Me 


Me 


H 


TT 

H 


1 


Et 


H 


s 


OCHF2 


H 


H 


Me 


Me 


H 


TT 
±1 


1 


T** • 

Fr-i 


TT 
±1 


rt 
O 


OCHF2 


TT 

H 


TT 
.1 


Me 


Me 


H 


TT 

XX 


1 


Me 


TV /r 

Me 


s 


OCECF2 


TT 

XX 


TT 


Me 


Et 


H 


TT 

H 


1 


TT 

H 


TT 

H 


S 


OCHF2 


TT 

H 


TT 

H 


Et 


Et 


H 


H 


1 


H 


H 


s 


OCHF2 


H 


H 


Me 


Pr-i 


H 


H 


1 


H 


H 


s 


OCHF2 


H 


H 


Me 


Pr 


H 


H 


1 


H 


H 


s 


OCHF2 


H 


H 


Me 


Pr-c 


H 


H 


1 


H 


H 


s 


OCHF2 


H 


H 


Me 


CEbPr-c 


H 


H 


1 


H 


H 


s 


0CHF2 


H 


H 


-(CHz)2- 


H 


H 


1 


H 


H 


s 


CI 


CI 


d 


-(CHzJa- 


H 


H 


1 


H 


H' 


s 


CI 


CI 


CI 


-(CH2)4- 


H 


H 


1 


H 


H 


s 


CI 


CI 


CI 



WO 02/062770 



PCT/JP02/01015 



21 





(CH2>6- 


1 H 


H 


1 


H 


TT 

H 


S 


CI 


CI 


CI 


H 


-(CH2)s- 


H 


1 


H 


H 


S 


CI 


CI 


CI 


TT 

H 




H 


1 


H 


H 


s 


CI 


CI 


CI 


H 


-(CEQe- 


H 


1 


H 


H 


s 


CI 


CI 


CI 


TT 


-(CH2) 6 - 


TT 

H 


1 


TT 

H 


TT 

H 


s 


CI 


CI 


CI 


TV A" _ 

Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


H 


H 


TV JT 

Me 


Me 


H 


H 


0 


H 


H 


s 


CI 


Me 


H 


T\ /r 

Me 


Me 


H 


TT 

H 


0 


TT 

H 


TT 

H 


s 


H 


H 


Me 


Me 


Me 


H 


TT 

H 


0 


TT 

H 


TT 

H 


s 


CI 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


s 


H 


H 


CI 


Me 


Me 


H 


H 


0 


H 


H 


s 


CI 


CI 


CI 


TV jr 

Me 


Me 


H 


H 


0 


H 


H 


s 


OMe 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


s 


OEt 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


s 


OCHF2 


H 


H 


TV JT 

Me 


Me 


H 


Et 


0 


H 


H 


s 


OCH2PI1 


H 


H 


IV /T 

Me 


Me 


H 


H 


0 


H 


H 


o 


H 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


o 


H 


H 


C(=0)0Me 


tv /r - 

Me 


Me 


H 


TT 

H 


0 


H 


H 


NMe 


Me 


H 


Me 


tv /r 

Me 


Me 


H 


H 


0 


H 


H 


NMe 


Me 


C(=0)OMe 


CH2C(=0)OMe 


Me 


Me 


H 


TT 

H 


0 


H 


H 


NMe 


Me 


C(=0)OEt 


CH2C(=0)OEt 


TV JT 

Me 


Me 


H 


H 


0 


H 


H 


NMe 


Me 


Me 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPh 


QMe 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


NPh 


OEt 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


NPh 


OCHF2 


H 


H 


TT 

H 


H 


H 


H 


0 


H 


H 


S 


OCHF2 


H 


H 


Me 


H 


H 


H 


0 


H 


H 


S 


OCHF2 


H 


H 


Me 


H 


Me 


H 


0 


H 


H 


S 


OCHF2 


H 


H 


Me 


Me 


H 


H 


0 


Me 


H 


S 


OCHF2 


H 


H 


Me 


Me 


H 


H 


0 


Et 


H 


s 


OCHF2 


H 


H 


-»v re ■ 

Me 


Me 


H 


TT 

H 


0 


T> 

Pr-i 


H 


s 


OCHF2 


H 


H 


Me 


Me 


H 


TT 

H 


0 


Me 


Me 


s 


OCHF2 


H 


H 


Me 


Et 


H 


TT 

H 


0 


TT 

H 


H 


s 


OCHF2 


H 


H 


Et 


Et 


H 


H 


0 


H 


H 


s 


OCHF2 


H 


H 


Me 


Pr-i 


H 


TT 
XI 


A 

u 


xi 


TT 
Xl 


O 

o 


L^L/xlr2 


TT 

dL 


TT 

i± 


Me 


Pr 


H 


H 


0 


H 


H 


s 


OCHF2 


H 


H 


Me 


Pr-c 


H 


H 


0 


H 


H 


s 


OCHF2 


H 


H 


Me 


CBbPr-c 


H 


H 


0 


H 


H 


s 


OCHF2 


H 


H 


-( 


CH2) 2 - 


H 


H 


0 


H 


H 


s 


CI 


CI 


d 


-(CH2)s- 


H 


H 


0 


H 


H 


s 


CI 


CI 


CI 


-(CH2>4- 


H 


H 


0 


H 


H 


s 


CI 


CI 


CI 


-(CHa>6- 


H 


H 


0 


H 


H 


S i 


CI i 


CI ' 


CI 


H| 


-(CBb) 


8" 


H 


0 


H 


H 


s < 


CI 1 


CI « 


CI 



WO 02/062770 



PCT/JP02/01015 



22 



H 


-(CH2>4- 


H 


0 


H 


H 


S 


Cl 


ci 


ci 


H 


-(CH2>5- 


H 


0 


H 


H 


S 


ci 


ci 


ci 


H 


<CHz 


>e- 


H 


0 


H 


H 


s 


Cl 


ci 


Cl 


Me 


Et 


H 


H 


2 


H 


H 


s 


H 


H 


H 


Me 


Et 


H 


H 


2 


H 


H 


0 


H 


H 


H 


Me 


Et 


H 


H 


2 


H 


H 


NH 


H 


H 


H 



^2 



R 2 R 3 R 4 

R 5 



27 



XL 


"R2 


T>3 
XV 


XV 


n 


XV 


XL 


72 
Li 


"P25 
Xv 


*R26 


"P27 


Me 


Me 


H 


H 


2 


H 


H 


S 


H 


H 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


H 


OMe 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


Cl 


H 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


a 


Me 


Me 


H 


H 


2 


H 


H 


s 


Cl 


Me 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


NHMe 


Me 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


N(Me) 2 


Me 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


NHC(=0)Me 


Me 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


NHC(=0)Ph 


Me 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


NHSOzMe 


Me 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


NHSO2PI1 


Me 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


Me 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=0)OMe 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=0)OEt 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=0)OPh 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


CN 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=0)NHMe 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=0)Me 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=0)Et 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=0)Pr-i 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=0)Pr 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=0)CF 8 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


C(=NOMe)Me 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Ph 


C(=0)Me 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Ph 


C(=NOMe)Me 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


OMe 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


OEt 


H 



WO 02/062770 



PCT/JP02/01015 



23 



Me 


Me 


H 


H 


2 


H 


H 


S 


CPs 


OPr-i 


H 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFa 


OPr-i 


H 


Mp 


Mo 

1VJ.C 


rr 
n 


TT 

XX 


0 
& 


TT 

n 


TT 
XI 


q 


ur 8 


KJ\^ n r2 


TT 


TV/To 

ivie 


TV/To 

ivie 


XT 
XX 


TT 
XX 


0 


TT 

JCL 


tj 
XI 


Q 
O 


n 
01 


ivie 


TT 
Jl 


Me 


Me 


XX 


H 
XX 


2 


XX 


TT 

XX 


g 


CI 


Mp 

J.VXC 


Mp 


Me 


Me 


H 


H 


2 


H 


H 


s 


CI 


C(=0)OMe 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


s 


CI 


CN 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


s 


Cl 


C(=0)NHMe 


d 


XVJ.C 




XI 


TT 
XX 


9 


TT 
XX 


TT 

XX 


G 
0 




w v — w/ in vivtey 2 


n 


Me 


TV 

Me 


TJ 

Jbi 


TT 
11 




TT 
±1 


TT 

±± 


C! 
b 


Ol 


C(=0;Me 


Cl 


Me 


AAV 

Me 


TT 
±1 


TT 
±1 


2 


TT 


TT 
±1 


b 


Ol 




d 


Tiff** 

Me 


TV /T„ 

Me 


TT 
±1 


TT 
±1 


2 


TT 
±1 


TT 
±1 


b 


Cl 


C(.=u;Pr-i 


Cl 


Me 


Me 


TT 
H 


TT 

rl 


2 


TT 

±i 


TT 

rl 


0 


L/l 


Cl.=0;Pr 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


s 


Cl 


C(=0)CF 8 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


s 


Cl 


C(=N0Me)Me 


ci 


Me 


Me 


H 


H 


2 


H 


H 


0 


H 


H 


H 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


H 


Cl 


H 


H 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


H 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


H 


Me 


H 


2 


H 


H 


s 


Cl 


Cl 


ci 


Me 


Me 


H 


H 


2 


Me 


H 


s 


Cl 


Cl 


a 


Me 


Me 


H 


H 


2 


Et 


H 


s 


Cl 


a 


Cl 


Me 


Me 


TT 
±1 


TT 
±1 


0 


Pr~i 


TT 
H 


b 


Ol 


Ol 


Ol 


Me 


Me 


H 


H 


2 


Me 


Me 


s 


Cl 


Cl 


Cl 


Me 


Et 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


Et 


Et ! 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


Pr-i 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


Pr 


XX 


TT 

XX 


0 


XX 


IT 

XX 






Cl 




Me 


Pr-c 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


CHiPr- 
c 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


-(CHzV 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


■((ZELds- 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


-(CHzh- 


H 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


<CBdr 


XT 
Xx 


TT 
±1 




TT 
±1 


TT 
±1 


b 


L>L 


La. 


Cl 


H 


-(CHa) 


8" 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


H 


-(CHss) 


4" 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


H 


-(CH2) 


5* 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


H 


-(CHa) 


6- 


H 


2 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


s 


H 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


s 


H 


OMe 


H 


Me 


Me 


H 


H 


1 


H 


H 


s 


Cl 


H 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


s 


Cl 


Me : 


H 



WO 02/062770 



PCT/JP02/01015 



24 



Me 


Me 


H 


H 


1 


H 


H 


s 


NHMe 


Me 


H 




Mp 

lVZfcJ 


TT 
XX 


XX 


i 

X 


XX 


TT 


a 

w 




Me 


H 

XX 


Me 


Tiff* 

Me 


TT 

Jb± 


TT 
±1 


1 


TT 


TT 
xl 


c 
o 


"MTT r* (—Hi iTV/Ta 


ivie 


TT 
XX 


Me 


Me 


TT 
X± 


TT 

id 


1 


TT 
XI 


TT 

XX 


b 


XTTT r* (—C\\ T>"k 


Me 


TT 
XX 


Me 


Me 


H 


H 


1 


TT 

H 


TT 

H 


s 


NHSOzMe 


TV IF 

Me 


TT 

H 


Me 


Me 


H 


H 


1 


H 


H 


s 


NHSO2PI1 


Me 


H 


Me 


Me 


H 


H 


1 


H 


H 


s 


Me 


Me 


Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


Me 


C(=0)0Me 


Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


Me 


f «->. \ / — y -r—\ . 

C(=0)0Et 


Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


Me 


C(=0)0Ph 


Me 


Me 


Me 


H 


H 


1 


TT 

H 


TT 

H 


s 


Me 


CN 


TV A"-. 

Me 


Up 


Up 

ivxe 


XT 
XX 


XX 


1 
X 


TT 

XX 


TT 

XX 


G 

o 




C(=0)NTTMe 


Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


Me 


C(=0)Me 


Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


Me 


C(=0)Et 


Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


Me 


C(=0)Pr-i 


Me 


Me 


Me 


TT 

H 


XT 

H 


1 


TT 

JET 


TT 

H 


s 


TV ;r 

Me 


C^OJPr 


Me 


Me 


Me 


TT 
±1 


TT 
±± 


1 


TT 
XX 


TT 
XX 


b 


Me 


r\( T?« 

LA— U;Ux8 


Me 


Me 


Me 


H 


H 


1 


TT 

H 


TT 

H 


s 


TV IF — 

Me 


CC=NOMe;Me 


Tl IF ~ 

Me 


Me 


Me 


H 


H 


1 


TT 

H 


TT 

H 


s 


Til- 

Ph 


CC=0;Me 


TV IF _ 

Me 


TV if 

Me 


Me 


TT 

H 


TT 

H 


1 


TT 

H 


TT 

H 


s 


Pn 


/-"I / Tv Tf\TA R IF ^ 


Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


CF3 


OMe 


H 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


OEt 


H 


Me 


Me 


H 


H 


1 


H 


H 


s 


CF 3 


OPr-i 


H 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


OPr-i 


H 


TV IF 

Me 


TV JT 

Me 


TTT 

H 


TT 

H 


1 


TT 


TT 


b 


Or s 


/*\/*TT TTil 

UUxxT2 


TT 
il 


Me 


Me 


H 


H 


1 


H 


H 


s 


i~vt 
Cl 


TV IF 

Me 


TT 

H 


ta vr.» 

Me 


TV /T~ 

Me 


TT 

ti 


TT 
±1 


1 


TT 
XX 


TT 
±1 


b 




Me 


TV/To 

ivie 


TV/To 


ivie 


TT 
XX 


TT 

XX 


1 

X 


TT 
XX 


TT 
XX 


a 
o 


m 


n(=0)OMe 


Cl 


TV/To 

ivie 


ivxe 


TT 

XX 


TT 

XX 


X 


TT 

Jlx 


TT 

XX . 


Q 
O 




him 


ffl 


ivie 


ivie 


TT 

XX 


TT 

XX 


1 
X 


TT 

XX 


TT 
XX 


e 
o 


m 


\_/ v, — W/X\ XXI Vic 


Cl 


TV JT 

Me 


Me 


TT 

H 


TT 

H 


1 


TT 


TT 

xi 


b 


01 


UV^U'JNUVLe^ . 


Ul 


Me 


Me 


H 


H 


1 


H 


H 


S 


CI 


C(=0)Me 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


s 


Cl 


C(=0)Et 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


s 


CI 


C(=0)Pr-i 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


s 


Cl 


C(=0)Pr 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


s 1 


Cl 


C(=0)CFs 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


S ! 


Cl 


C(=N0Me)Me 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


o ! 


H 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


o 


Me 


H 


Cl 


H 


H 


H 


H 


1 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


H 


H 


H 


1 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


H 


Me 


H 


1 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


Me 


H 


H 


1 


Me 


H 


s 


Cl 


Cl 


Cl 


Me 


Me 


H 


H 


1 


Et 


H 


s 


a 


Cl 


Cl 


Me 


Me 


H 


H 


1 


Pr-i 


H 


s 


Cl 


Cl 


Cl 



WO 02/062770 



PCT/JP02/01015 



25 



Me 


Me 


H 


H 


1 


Me 


i Me 


iS 


CI 


Cl 


Cl 


Me 


Et 


H 


H 


1 


H 


H 


S 


CI 


a 


Cl 


Et 


Et 


H 


H 


1 


H 


H 


S 


CI 


a 


a 


Me 


Pr-i 


TT 

XX 


TT 

r. 


1 


H 


TT 


s 


CI 


Cl 


Cl 


Me 


Pr 


H 


H 


1 


H 


H 


s 


CI 


Cl 


Cl 


Me 


Pr-c 


H 


H 


1 


H 


H 


s 


CI 


Cl 


Cl 


Me 


CH2Pr- 
c 


H 


H 


1 


H 


H 


s 


a 


Cl 


Cl 


-(CH2>2- 


H 


TT 
t. 


1 


TT 

H 


TT 

Id 




CI 


Cl 


Cl 


-(CEQDs- 


H 


H 


1 


H 


H 


s 


CI 


Cl 


a 




H 


H 


1 


H 


H 


s 


CI 


Cl 


a 


-(CH2>6- 


H 


H 


1 

X 


H 


H 

XX 




CI 






H 


-(CH2)a- 


H 


1 


H 


H 


s 


ci 


a 


Cl 


H 


"(CH2)4- 


H 


1 


H 


H 


s 


a 


Cl 


a 


TT 

• XX 


<CHa>r 


H 


l 


H 


H 


s 


a 


Cl 


a 


TT 

H 


<CHs>r 


H 


1 


H 


H 


s 


Cl 


Cl 


Cl 


TV JT 

Me 


Me 


H 


H 


0 


H 


H 


s 


H 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


s 


H 


OMe 


H 


Me 


Me 


H 


H 


0 


H 


H 


s 


Cl 


H 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


s 


Cl 


Cl 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


s 


Cl 


Me 


H 


Me 


Me 


H 


H 


0 


H 


H 


s 


NHMe 


Me 


H 


Me 


Me 


H 


H 


0 


H 


H 


s 


N(Me) 2 


Me 


H 


Me 


Me 


H 


H 


0 


H 


H 


s . 


NHC(=0)Me 


Me 


H 


Me 


Me 


H 


H 


0 


H 


H 


s 


NHC(=0)Ph 


Me 


H 


Me 


Me 


H 


H 


o 


H 


H 


s 


vJFTSOsMe 


Me 


H 

XX 


Me 


Me 


H 


TT 


u 


TT 
±1 


TT 
±1 




TvTTTO/^k yyu 
NtL&Uzrll 


Me 


TT 

H 


Me 


Me 


H 


TT 

H 


0 


TT 

H 


H 


s 


TV It 

Me 


Me 


Me 


Me 


Me 


H 


TT 




TT 

XjL 


Xx 


c 
o 


ivie 


ov^u/uivie 


..vie 


Me 


Me 


H 


H 


o 


TT 


H 

XX 


s 


Me 




xvxe 


Me 


Me 


H 


H 


o 


H 


XX 


s 


Me 




vie 


Me 


Me 


H 


H 


o 


H 


H 


s 


Me 


CN 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


C(=0)NHMe ! 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


C(=0)Me 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


C(=0)Et 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


C(=0)Pr-i 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


C(=0)Pr 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s . 


Me 


C(=0)CF s 3 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s : 


Me 


C(=N0Me)Me ] 


Me 


Me 


Me 


H 


H 


0 


H 


H ■ 


s . 


Ph 


C(=0)Me 3 


Me 


Me 


Me 


H 


H 


0 


H 


H i 


s : 


Ph i 


D(=NOMe)Me ] 


Me 


Me 


Me 


H 


H 


0 


H 


H ! 


3 < 


CFs ( 


DMe ] 


a 


Me 


Me 


H 


H 


0 


H 


H I 


3 < 


CFa ( 


DEt ] 




Me 


Me 


H 


H 


0 


H 


H i 


3 < 


CFs < 


DPr-i ] 


3 



WO 02/062770 



PCT/JP02/01015 



26 



Me 


Me 


H 


H 


0 


H 


H 


S 


CFa 


OPr-i 


H 


Me 


Me 


H 


H 


0 


H 


H 


S 


CFb 


0CHF 2 


H 


Me 


Me 


H 


H 


o 


H 


H 


s 


Cl 


Me 


H 


Me 


Me 


H 


H 


0 


H 


H 


S 


Cl 


Me 


Me 


Me 


Me 


H 


H 


0 


H 


H 


S 


CI 


C(=0)0Me 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


s 


CI 


CN 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


s 


Cl 


C(=0)NHMe 


Ci 


Me 


Me 


H 


H 


0 


H 


H 


s 


CI 


C(=0)N(Me) 2 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


s 


CI 


C(=0)Me 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


s 


CI 


C(=0)Et 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


s 


CI 


C(=0)Pr-i 


Cl 


Me 


Me 


H 


H 


o 


H 


H 


s 


CI 


C(=0)Pr 


Cl 


TV/To 


TV/To 
ivxe 


XT 
XX 


XX 




XT 
XX 


XT 
XX 




ca 


C(=0)CFa 




TV If ^ 

Me 


Me 


TT 
±1 


TT 

XX 


0 


TT 

i± 


TT 
XX 


c« 

b 


Ui 


r*\( 7\TOT\/r^TV/r/-* 

\J\r- JN UMe^iVie 




Me 


TV IT 

Me 


TT 

xx 


TT 

XX 


0 


TT 

rl 


TT 

XX 


u 


TT 
XX 


TT 
XX 


TT 
XX 


Me 


Tk IT _ 

Me 


TT 

XX 


TT 

XX 


0 


TT 

xl 


TT 

XX 


u 


Me 


TT 
XX 




xi 


TT 


±1 


TT 
±1 


0 


TT 

H 


TT 
XX 


b 


Ul 


rv\ 
Ui 


Ox 


Tk JT ^ 

Me 


TT 

H 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

XX 


S 


Lfi 


rvi 
01 


r~ri 
Ul 


TV. K ^ 

Me 


TT 

xl 


TV IT ^. 

Me 


TT 

XX 


0 


TT 

XX 


±1 


b 


Lrl 


r\\ 
Ul 


rn 
Ul 


Me 


. Me 


H 


H 


0 


Me 


H 


s 


Cl 


ci 


Cl 


Me 


TV IS* 

Me 


TT 

XX 


TT 
XX 


0 


Jbt 


XT 
XX 


Q 

o 




ox 




Me 


Me 


H 


H 


0 


Pr-i 


H 


s 


Cl 


ci 


Cl 


Me 


Me 


H 


H 


0 


Me 


Me 


s 


CI 


Cl 


Cl 


Me 


Et 


H 


H 


0 


H 


H 


s 


Cl 


a 


Cl 


Et 


Et 


H 


H 


0 


H 


H 


s 


CI 


Cl 


Cl 


Me 


Pr-i 






n 

w 


H 

IX 


H 


s 


CI 


Cl 


Cl 


Me 


Pr 


H 


H 


0 


H 


H 


s 


CI 


a 


Cl 


Me 


Pr-c 


H 


H 


0 


H 


H 


s 


CI 


Cl 


Cl 


Me 


CH2Pir 
c 


H 


H 


0 


H 


H 


s 


CI 


Cl 


ci 


•(CH2) 2 - 


H 


H 


o 


H 


H 


s 


CI 


Cl 


Cl 


-(CHjDs- 


H 


H 


0 


H 


H 


s 


CI 


Cl 


Cl 


-(CHzh- 


H 


H 


0 


H 


H 


s 


CI 


Cl 


Cl 


-(CHaJs- 


H 


H 


0 


H 


H 


s 


CI 


ci 


ci 


H 


-(CH2>8- 


H 


0 


H 


H 


s 


CI 


Cl 


Cl 


H 


-(CHs)*- 


H 


0 


H 


H 


s 


CI 


Cl 


ci 


H 


-(CH2>5- 


H 


0 


H 


H 


s 


CI 


Cl 


Cl 


H 


-(CH2>6" 


H 


0 


H 


H 


s 


CI 


Cl 


Cl 



WO 02/062770 



PCT/JP02/01015 



27 



fx 3 



E 2 R 3 R 4 



R 



29 



f>N 

r 5 / 

•A 30 



R 



28 





R* 


R* 


R< 


n 


R 6 


R 6 


R 29 


R 28 




Me 


Me 


H 


H 


2 


H 


H 


Cl 


H 




a 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


H 




Cl 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


H 




ochfz 


Me 


Me 


H 


H 


2 


H 


H 


Me 


H 




Cl 


Me 


Me 


H 


H 


2 


H 


H 


Me 


H 




0CHF2 


Me 


Me 


H 


H 


2 


H 


H 


CHF2 


H 




a 


Me 


Me 


H 


H 


2 


H 


H 


CHF2 


H 




0CHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


H 




F 


Me 


Me 


H 


H 


2 


H 


H 


CF 8 


H 


1. , - 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


H 




OMe, 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


H 




OEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


H 




OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


H 




CN 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


H 




Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


Me 




Cl 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 




Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 




F 


Me 


Me 


H 


H 


2 


H 


H 


F 


Me 




Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 




Cl 


Me 


Me 


H 


H 


2 


H 


H 


ci 


Me 




Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 




OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Me 




Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 




OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 




Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 




CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Me 




Me 


Me 


Me 


H 


H 


2 


H 


h : 


Et 


Me 




F 


Me ] 


Me 


H 


H 


2 


H 


h ; 


P 


Me 




Et 


Me ! 


Me 


H 


H 


2 


H 


H ] 


Et ] 


Me 




Cl 



R30 



WO 02/062770 



PCT/JP02/01015 



. 28 . ; 



Me 


Me 


H 


H 


2 


H 


H 


ci 


Me 


Et 


Me 


Me 


H 


H 


2 


H 


H 


Et 


Me 


OMe 


Me 


Me • 


H 


H 


2 


H 


H 


OMe 


Me 


Et 


Me 


Me 


H 


H 


2 


H 


H 


Et 


Me 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


Et 


Me 


Me 


H 


H 


2 


H 


H 


Et 


Me 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Me 


Et 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Me 


F 


Me 


Me 


H 


H 


2 


H 


H 


F 


Me 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Me 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Me 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Me 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Me 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Me 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN . . 


Me . 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Bu-t 


Me 


F 


Me 


Me 


H 


H 


2 


H 


H 


F . 


Me 


Bu-t 


Me 


Me 


H 


H 


2 


H 


H 


Bu-t 


Me 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 


Bu-t 


Me 


Me 


H 


H 


2 


H 


H 


Bu-t 


Me 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Me 


Bu-t 


Me 


Me 


H 


H 


2 


H 


H 


Bu-t 


Me 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


Bu-t 


Me 


Me 


H 


H 


2 


H 


H 


Bu-t 


Me 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Me 


Bu-t 


Me 


Me 


H 


H 


2 


H 


H 


CEjsOMe 


Me 


F 


Me 


Me 


H 


H 


2 


H 


H 


F 


Me 


CH20Me 


Me 


Me 


H 


H 


2 


H 


H 


C&sOMe 


Me 


CI 


Me 


Me 


H 


H 


2 


H 


H 


Cl- 


Me 


CH20Me 


Me 


Me 


H 


H 


2 


H 


H 


cmoue 


Me 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Me 


CH20Me 


Me 


Me 


H 


H 


2 


H 


H 


CEbOMe 


Me 


OCHF2 


Me : 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


CEfeOMe 


Me 3 


Me 


H 


H 


2 


H 


H 


CEfeOMe 


Me 


CN 


Me J 


Me . 


H 


H 


2 


H 


H 


CN j 


Me 


DBfeOMe 


Me ] 


Me 


H 


H 


2 


H 


H I 


31 3 


Me < 


01 



WO 02/062770 



PCT/JP02/01015 



29 



Me 


Me 


H 


H 


2 


H 


H 


CHF 2 


Me. 


ci 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 


CHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


H 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


F 


Me 


Me 


H 


H 


2 


H 


H 


F 


Me 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


a 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 


0CHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Me 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Me 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Me 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


H 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


a 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Br 


Me 


Me 


H 


H 


2 


H 


H 


Br . 


Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


I 


Me 


Me 


H 


H 


2 


H 


H 


I 


Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me ; : 


F 


Me 


Me 


H 


H 


2 


H 


H 


F 


Me "> 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OH 


Me 


Me 


H 


H 


2 


H 


H 


OH 


Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


OEt 


Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me : 


OPr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OPr 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OBirt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OBu-s 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OBu-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OBu 


Me 


Me 


H 


H 


2 


H 


H 


CFs : 


Me 


D(2-Pen) 


Me! 


Me 


H 


H 


2 


H 


H i 


CFs 1 


Me < 


D(3-Pen) 


Me i 


Me 


H 


H 


2 


H 


H < 


CFs 3 


Me < 


DPen-n 


Me] 


Me 


H 


H 


2 


H 


H ( 


3Fs I 


Me < 


D(2-Hex) 


Me] 


Me 


H 


H 


2 


H 


H ( 


JFb 1 


Me ( 


D(3-Hex> 



WO 02/062770 



PCT/JP02/01015 



xvxe 


Mo 

lYXe 


TT 


XX 


Z 


TT 
XX 


TT 
XX 




xvie 


ivie 


TT 


TT 
XX 


Z 


TT 
XX 


TT 
XX 


f 1 U"_ 

ors 


ivxe 


Mo 
me 


XT 
XI 


TT 
XX 


9 
Z 


TT 
XX 


TT 
XX 


ors 


TV/To 
ivxe 


Mo 

ivie 


TT 
XI 


TT 
XX 


o 


TT 


TT 
XX 


OX 8 


Mo 
XYie 


Mo 

ivie 


TT 
XX 


TT 
XX 


9 

Z 


TT 
XX 


TT 
XX 


{TV 

ox s 


Tv/To 
±Yie 


ivxe 


XX 


TT 
XX 


o 

Z 


TT 

-LA 


TT 
XT. 


ox a 


TV/To 

ivxe 


ivie 


TT 
XX 


TT 
XX 


O 
Z 


TT 

XX 


TT 

XX 


vr 8 


TV/To 

ivie 


Mo 


TT 

XX 


TT 
XX 


9 
Z 


TT 
XX 


TT 

XX 


vP 8 


Mo 

xvxe 


Mo 

iYie 


TT 
XX 


TT 
XX 


9 
Z 


TT 
XX 


TT 
XI 


wr 8 


Mo 

ivxe 


Ma 

ivxe 


TT 
XX 


TT 
XX 


9 
Z 


TT 
XX 


TT 

XX 


ur 3 


TV/To 
XYXe 


Mo 

ivie 


XX 


TT 
XX 


9 
Z 


TT 

XI 


TT 
XX 


Of 1h h'o 


Mo 

xvxe 


Mo 

ivxe 


TT 
XX 


TT 
XX 


9 

Z 


TT 


TT 

n 


OX 3 


TV/To 

ivie 


Mo 

ivxe 


TT 
XX 


TT 
XX 


9 
Z 


TT 

XX 


TT 

XX 


v oxn o.n r z 


Mo 

ivie 


Mo 

ivie 


TT 
XX 


TT 
XX 


9 

Z 


TT 
XX 


TT 
XX 


OX 3 


Mo 

ivxe 


Mr* 

ivxe 


TT 
XX 


TT 
XX 


9 
Z 


TT 
XX 


TT 
XX 


OfTTT©fTRo 

uun2^r 3 


TV/To 

ivxe 


Mo 

ivxe 


TT 
XI 


TT 
XX 


9 
Z 


TT 
XX 


TT 

XT. 


ox 3 


"TV/To 

xvxe 


Mo 

ivxe 


TT 

XX 


TT 

XX 


9 
z 


TT 

XX 


TT 




Mo 

ivxe 


Mo 

ivie 


TT 
XX 


TT 
XX 


9 
z 


TT 

XX 


TT 

XX 


OX 3 


Mo 

ivxe 


ivxe 


TT 
XX 


TT 
XX 


9 
Z 


TT 
XX 


TT 

XX 


OX 3 


TV/To 

ivxe 


Mo 

ivie 


TT 
XX 


TT 
XX 


9 
Z 


TT 
XX 


TT 

XX 


OX. 8 


ivxe 


Mo 

ivxe 


TT 
XX 


TT 
XI 


9 
Z 


TT 
XX 


TT 

XX 


OX 3 


ivxe 


Mo 

ivxe 


TT 
XX 


TT 
XX 


9 
z 


TT 
XX 


TT 
XX 


OX 3 


ivxe 


Mo 

ivxe 


TT 
XX 


TT 
XX 


9 
Z 


TT 

XX 


TT 

XX 


OX 3 


TV/To 

xvxe 


Mo 

ivxe 


TT 
XX 


TT 
XX 


9 
Z 


TT 

XX 


TT 

XX 


OX 3 


TV/To 

ivxe 


Mo 

ivxe 


TT 
XX 


TT 
£1 


9 
z 


TT 

XX 


TT 

XX 


Ox O 


TV/To 

ivxe 


Mo 

ivie 


TT 
XX 


TT 
XX 


9 
Z 


TT 

XX 


TT 

XX 


OX 3 


ivxe 


Me. 

ivxe 


TT 
XX 


TT 
XX 


9 
Z 


TT 

XX 


TT 
XX 


OX 3 


TV/To 

xvxe 


Mo 

jvxe 


TT 
XX 


TT 
XX 


9 
Z 


TT 
XX 


TT 
XX 


OX 3 


ivxe 


ivxe 


TT 
XX 


TT 
XX 


9 
Z 


TT 
XX 


TT 
XX 


OX 8 


TV K « 

Me 


ivie 


TT 

XX 


TT 
XX 


9 

z 


TT 
XX 


TT 
XX 


OX 8 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 



30 



Me 


OHex-n 


Me 


OPen-c 


Me 


OHex-c 


Me 


OCH2P1-C 


Me 


OCH2BU-C 


Me 


OCHzPerrc 


Me 


0CH2Hex-c 


Me 


0CH2CH=CHs 


Me 


0CH2C=CH 


Me 


OCHF2 


Me 


CF3 


Me 


OCH2CHF2 


Me 


CFs 


Me 


OCH2CF8 


Me 


CFs 


Me 


OCH2CN 


Me 


0CH2CC=O)OEt 


Me 


OCH(Me)C(=0)OEt 


Me 


OCH2C(=0)NH2 


Me • 


0Cxl2C(=O)NHMe 


Me 


OCH2C(=0)NCMe) 2 


Me 


OCH2PI1 


Me 


OPh 


Me 


0(2-Cl)Ph 


Me 


0(2-Br)Ph 


Me 


0(2-F)Ph 


Me 


0(2-Me)Ph 


Me 


0(2-0Me)Ph 


Me 


0(2-NO2)Ph 


Me 


0(2-CN)Pli 


Me 


0(2-C(=O)OMe)Ph 


Me 


0(3-Cl)Ph 


Me 


0(3-Br)Ph 


Me 


0(3-F)Pii 


Me 


0(3-Me)Ph 


Me 


0(3-0Me)Ph 


Me 


0(3-N02)Ph 


Me 


0(3-CiSDPh 



WO 02/062770 



PCT/JP02/01015 



31 



Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


0(3-C(=0)OMe)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


0(4-CDPh 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


0(4-Br)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


0(4-F)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


0(4-Me)Pli 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


0(4-OMe)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


0(4-N02>Pli 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


0(4-CN)Pli 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


O(4-C(=O)0Me)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OC(=0)Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OC(=0)Et 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OC(=0)CH2Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me ' ' 


0C(=O)CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs . 


Me 


OC(=0)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OS02Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OSOaEt 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


OSO2CH2PI1 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OSO2CF8 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


OS02Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


S02Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


S02Et 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SPr 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


SOPr 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


S0 2 Pr 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


SPr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


SOPr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 


S02Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SBirt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOBu-t 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOzBirt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SO2CHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SCFs 



WO 02/062770 



PCT/JP02/01015 



32 



Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Me 


SOCFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SO2CF3 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SPh 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOli 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


S02P11 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SCHzPh 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOCHsiPh 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SO2CH2PI1 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SCH2C(=O)0Et 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOCH2C(=0)OEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SO 2 CH2C(=0)0Et 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SCH(Me)C(=0)OEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOCHCMe)C(=0)OEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SO 2 CH(Me)C(=0)OEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SCH2C(=0)NH2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOCHsC(=0)NH2 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Me 


S02CH2C(=0)NH2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SCH2C(=0)NHMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOCH2C(=0)NHMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


S0 2 CH2C(=0)NHMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SCEfeC<=0)NCMe) 2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


SOCH2C(=0)N<Me) 2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


S0 2 CH2C(=0)NCMe) 2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NH2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NHMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


N(Me) 2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NHC(=0)Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


N(Me)C(=0)Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NHSOsMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NOSfcOSOsMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NHSO2CHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NCMe)S0 2 CHF 2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NHSO2CF3 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


N(Me)S0 2 CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NHPh 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


NCMe)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Me 


CFs 



WO 02/062770 



PCT/JP02/01015 



33 



Me 


' Me 


H 


H 


2 


H 


H 


CFs 


Me 




C(=0)OMe 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




C(=0)OPr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 




C(=0)OCH2Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




C(=0)OPh 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




C(=0)NHa 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




C(=0)NHMe 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Me 




C(=0)N(Me) 2 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




C(=0)Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 




C(=0)CFa 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




C(=0)CH2Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




C(=0)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 




CFa 


Me 


Me 


H 


H 


2 


H 


H. 


CFs 


Me 




Et 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




Pr 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




CHaOMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 




CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




CHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


Me 




Pli 


Me 


Me 


H 


H 


2 


H 


H 


CF2CF3 


Me 




CI 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Me 




F 


Me 


Me 


H 


H 


2 


H 


H 


F 


Me 




CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Me 




CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 




CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Me 




CN 


Me 


Me 


H 


H 


2 


H 


H 


COOMe 


Me 




F 


Me 


Me 


H 


H 


2 


H 


H 


F 


Me 




COOMe 


Me 


Me 


H 


H 


2 


H 


H 


COOMe 


Me 




CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 




COOMe 


me 


Me 


TT 

Jti 


XT 
XI 


o 


±1 


XT 


S02Me 


Me 




CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 




S02Me 


Me: 


Me 


H 


H 


2 


H 


h : 


Ph 1 


Me 




Me 


Me ! 


Me 


H 


H 


2 


H 


H ] 


Ph 3 


Me 




CI 


Me: 


Me 


H 


H 


2 


H 


H 3 


Ph 3 


Me 


I 


DEt 


Me j 


Me 


H 


H 


2 


H 


H 3 


?h I 


Vie 


• < 


DFs 


Me ] 


Me 


H 


H 


2 


H 


H 3 


?h 1 


Vie 


3 


?h 


Me] 


Me 


»i 


H 


2 


H 


H 1 


Vie ] 


2t 


< 


3CHF 2 



WO 02/062770 



PCT/JP02/01015 



-34 . ; 



Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Et 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Et 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Et 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Et 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Et 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Et 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Et 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


CI . 


Et 


CI 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Et 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Et 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Et 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Et 


F 


Me 


Me 


H 


H 


2 


H 


H 


F 


Et 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Et 


CI 


Me 


Me 


H 


H 


2 


H 


H 


a 


Et 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CF3 


Et 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Et 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Et 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


OEt 


Et 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Et 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Et 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Et 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Et 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Et 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Et 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Pr-i 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Pr-i 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Pr-i 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Pr-i 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Pr-i 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Pr-i 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Pr-i 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Pr-i 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Pr-i 


CI 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Pr-i 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Pr-i 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Pr-i 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr-i 


F 



WO 02/062770 



35 



PCT/JP02/01015 



Me 


Me 


H 


H 


2 


H 


H 


F 


Pr-i 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr-i 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Pr-i 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr-i 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Pr-i 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr-i 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


OEt 


Pr-i 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr-i 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF 2 


Pr-i 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CF 8 


Pr-i 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Pr-i 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Pr-i 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Pr-i 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Pr 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Pr 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Pr 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Pr 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Pr 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Pr 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Pr 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


Pr 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Pr 


CI 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Pr 


CI 


Me 


Me 


H 


H 


2 


H 


H 


ci 


Pr 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


0CHF2 


Pr 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr 


F 


Me 


Me 


H 


H 


2 


H 


H 


F 


Pr 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Pr 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Pr 


CFs 


Me : 


Me 


H 


H 


2 


H 


H 


CFs 


Pr 


OEt 


Me ! 


Me 


H . 


H 


2 


H 


H 


OEt 


Pr 


CFs 


Me : 


Me 


H 


H 


2 


H 


H 


CFs 


Pr 


OCHF2 


Me ] 


Me 


H 


H 


2 


H 


H ( 


3CHF 2 


Pr 


CFs 


Me j 


Me 


H 


H 


2 


H 


H ( 


CFs j 


P* < 


CN 


Me 1 


Me 


H 


H 


2 


H 


H < 


ZJN ] 


?T ( 


CFs 


Mel 


Me 


H 


H 


2 


H 


H ( 


3Fs ] 


Pr • 3 


Me 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


2 


H 


H 


Me 


Pr 


CFa 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Bu-t 


F 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Bu-t 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Bu-t 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Bu-t 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Bu-t 


Cl 


Jyie 


T\ /T _ 

Me 


XT 


XT 

ri 


2 


H 


T*T 

H 


OCHFa 


Bu-t 


Cl 


ivie 


ivie 


XT 


XT 

xi 


Z 


TT 
Xl 


XT 

xl 


OGHFa 


XJ 


OCHFa 


iVLe 


jvte 


T_T 

JdL 


XT 

xi 


o 
Z 


XT 

xi 


XT 


OJC3 


Bu-t 


XT 


SYLe 


iVLe 


TT 
±1 


XT 

x± 




XT 
±1 


XT 

xi 


CFa 


XJU't 


Xn 


JVLe 


JVLe 


XT 


XT 
Xl 


Z 


XT 

xl 


XT 

xi 




TJ „ _X 


Cl 


JVLe 


Me 


XT 

JdL 


XT 

xl 


2 


XT 


TT 

H 


Cl 


Bu-t 


CFa 


jyie 


Me 


XT 


XT 

Jri 


o 
z 


XT 

xi 


XT 

xi 


CF3 


Bu-t 


OMe 


TV/To 


ivie 


XT 
±1 


XT 

xl 


Z 


XT 

Jd 


XT 

Jtt 


UMe 


Jtsu-t 


CF8 


Me 


Me 


XT 
±1 


XT 

xi 


o 
Z 


XT 

xl 


XT 
Xl 


CPs 


Jdu*x 


UHit 


iVLe 


Me 


XT 

Jti 


XT 

xl 


Z 


XT 
Xl 


XT 

xi 


UJit 


X5U t 


CFa 


ivie 


Me 


XT 

xi 


XT 

xl 


Z 


TT 
Xl 


XT 

xl 


CFa 


"D — -J- 

X>U"t 


OCHF2 


JVLe 


Me 


XT 

JrL 


XT 

ri 


o 
Z 


XT 

xi 


XT 

xi 


Cra 


Bu*t 


CN 


JVLe 


TV/I*** 

Me 


XT 
±1 


XT 

xi 


Z 


TT 

xi 


XT 

xi 


CFa 


Bu"t 


Me 


TV/To 

ivie 


ivie 


Xl 


Xl 


Z 


TT 

Jti 


XT 

xl 


Me 


JdU t 


Or a 


ivie 


Me 


XT 


XT 

Jti 


z 


XT 
xl 


XT 

xl 


CFs 


Bu"8 


Ol 


IVLe 


Me 


XT 
±1 


XT 

xi 


Z 


XT 
Xl 


XT 
±1 




Bu-s 


CF8 


"Ma 

iu.e 


TV/To 

Me 


TT 
Xl 


TT 
Xl 


z 


XT 
Xl 


XT 
xl 


CF3 


Bu*i 


Ol 


iVLe 


Me 


XT 


XT 
Xl 


o 
Z 


XT 
Xl 


XT 

xi 


Ol 


Bu*i 




JVLe 


TV/To. 

Me 


XT 
JtL 


XT 
Xl 


z 


XT 

JtL 


XT 
Xl 


CFs 


JdU 




ivie 


TV/To 
ivie 


TT 


TT 
XI 


o 

z 


TT 
XL 


TT 
XI 




JDU 


OJC 3 


iVLe 


Me 


XT 
Xl 


TT 
Xl 


Z 


XT 

Jti 


XT 
Xl 


V-rXS 


i ivietJiyiD utyi 




iv /r a. 
IVLe 


Me 


XT 


XT 
Xl 


Z 


XT 
±1 


XT 
Xl 


rrt 
Oi 


"1 TVjT. .11. . ill 1 j _ 1 

1 Metnylbutyl 


CFs 


ivie 


Me 


XT 
±1 


XT 
Xl 


z 


XT 
Xl 


XT 

xi 


CFs 


1 JjitnyipropyL 


tvi 


JVLe 


Me 


XT 
XL 


XT 

xl 


o 

z 


XT 

Jti 


XT 

xi 


Lrl 


1-Jcitnylpropyl 


CFa 


Me 


Me 


H 


H 


2 


Jj 




CVR9 


1 -Pp-nrvl 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


Cl 


1-Pentyl 


CFa 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


l-Methylpentyl 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


Cl 


1-Methylpentyl 


CFa 


Me 


Me 


H 


H 


2 


H 


H 


CFa 


2-Ethylbutyl 


Cl 


Me ". 


Me 


H 


H 


2 


H 


H 


Cl 


2-Ethylbutyl 


CFa 


Me! 


Me 


H 


H 


2 


H 


H 


CFa 


3 , 3 -Dimethylbutyl < 


Cl 


Me! 


Me 


H 


H 


2 


H 


H ( 


Cl 


3,3-DimetliyIbutyl < 


CFa 



WO 02/062770 



PCT/JP02/01015 



37 



Me 


Me 


H 


H 


2 


H 


H 


CFs 


1-Hexyl 


CI 


Me 


Me 


H 


H 


2 


H 


H 


ci 


1-Hexyl 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


1-Heptyl 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


1-Heptyl 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


1-Octyl 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


1-Octyl 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2PI1 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2PI1 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr-c 


F 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr-c 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CFs . 


Pr-c 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pr-c 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pen-c 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Pen-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Hex-c 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Hex-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CBkPr-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHFz 


CH2Pr-c 


Me 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2Pr-c 


CI 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


CH2Pr-c 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI ' 


CBkPr-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


CH2Pr-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2Pr-c 


F 


Me 


Me 


H 


H 


2 


H 


H 


F 


CH2Pr-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2Pr-c 


CI 


Me 


Me 


H 


H 


2 


H 


' H 


CI 


C&jPr-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2Pr-c 


OH 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2P1-C 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


CH2Pr-c 


CFs 


Me 


Me ! 


H 


H 


2 


H 


H 


CFs 


CHsPr-c \ 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


OEt 


CHkPr-c - 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHzPr-c 


OPr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2Prx 


OPr 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2Pr-c 


OBu-t 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2Pr-c 


OCEkPr-c 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


d&Pr-c 


OCH2BU-C 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHaPr-c 


OPen-c 



WO 02/062770 



PCT/JP02/01015 



38 



Me 


Me 


H 


H 


2 


H 


H 


CFs 


CEsPr-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCBF2 


CHaPr-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2Pr-c 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


CHsPr-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHsPr-c 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CHzPr-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


1-cyclopropylethyl 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


1 -cyclopropylethyl 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2(2-Methylcyclapropy]) 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2(2-MethylcyclopropyD 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHsfe 2-Dimethvlcvelnnro 

pyD 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2(2,2-Dimethylcyclopro 

pyO 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2 (2 * Chloro cy clopropy 1) 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2 (2 -ChlorocyclopropyO 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


I ■ U of O 0 -Tit r> r>l r\~mr*xrr* 1 nnwin 

yO 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2(2,2-Dichlorocycloprop 
yl) 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2(2-FluorocyclopropyD 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CEkfe-FluorocyclopropyD 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHi(2, 2-Difluorocycloprop 

yl) 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2(2 t 2 -Di&uoTocyclopTop 

y» 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CEbBu-c 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2BU-C 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHsPen-c 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2Pen-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CEbHex-c 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CBbHex-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2CH2PT-C 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CHzCBbPr-c 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2CHMDH2 


CI 


Me 


Me 


H 


H 


2 


H 


H 


a 


CH2CHM3H2 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2CH=CHC1 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2CH=CHC1 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CH2CSCH 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


CH2C=CH 


Me 


Me 


Me 


H 


H 


2 


H 


H 


ci 


CH2CCH 


CI 


Me 


Me 


H 


H 


2 


H 


H 


0CHF2 


ClfcC^CH 


CI 



WO 02/062770 



PCT/JP02/01015 



39 



Me 


Me 


H 


H 


2 


H 


H 


ci 


CH2C=CH 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


0CHF2 


CHsC^CH 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CPs 


CH2C=CH 


F 


Me 


Me 


H 


H 


2 


H 


H 


F 


CH2C=CH 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CPs 


CH2C=CH 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CEbC^CH 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2C=CH 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


CH2C=CH 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2C=CH 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


OBt 


CH2C=CH 


CF3 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2C=CH 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


CEbC^CH 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CF 8 


CH2C=CH 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


CHaCsCH 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2C=CH 


Me 


Me 


Me 


H 


H 


2 


H 


H- 


Me 


CH2C=CH 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHMeC=CH 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CHMeC=CH 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2C=CMe 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2C=CMe 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CHF 2 


F 


Me 


Me 


H 


H 


2 


H 


H 


F 


CHF 2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CHF2 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CHF 2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CHF 2 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


CHF 2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CHF2 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


CHF2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CHF2 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


CHF2 


Me 


Me 


Me • 


H 


H 


2 


H 


H 


Me 


CHF2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Et 


CHF2 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CHF2 


Et 


Me! 


Me 


H 


H 


2 


H 


h : 


Et 


CHF2 ' 


Et 


Me* 


Me 


H 


H 


2 


H 


h : 


Pr-i 


CHF2 


& 


Me j 


Me 


H 


H 


2 


H 


H < 


31 


CJHF2 ] 


Pr-i 


Mel 


Me 


H 


H 


2 


H 


H 1 


31 


CHF2 


21 


Me] 


Me 


H 


H 


2 


H 


H ( 


DCHF2 < 


3HF2 ( 


31 



WO 02/062770 



PCT/JP02/01015 



40 



Me 


Me 


H 


H 


2 


H 


H 


CI 


CHF2 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHFs 


CHF2 


OCHFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHF2 


CI 


TV /TV 

Me 


Me 


H 


H 


2 


H 


H 


CI 


CHF2 


CFs 


Me 


Me 


XT 
XX 


TT 

XX 


o 

Z 


TT 
XX 


XT 
XX 


CFs 


CHF2 


TP 

r 


Me 


Me 


XT 

JUL 


XT 
XX 


Z 


XT 
XX 


XT 
XX 


TP 

r 


CHF2 


Or s 


lvie 


JVLe 


XT 
±1 


TT 

XX 


Z 


XT 
XX 


XT 
XX 


Or 8 


oxxr 2 


vjivie 


TV/To 

ivie 


ivie 


TT 
±1 


XT 
XX 


o 
Z 


XT 
XX 


XT 
XX 


OMe 


CHF2 


or 8 


TV 

ivie 


ivie 


TT 
XX 


XT 
Xl 


Z 


TT 
XX 


XT 
XX 


Or 3 


CHF2 


OXLit 


iVLe 


ivie 


XT 
±1 


XT 
XX 


Z 


XT 
XX 


XT 
XX 


OiLX 


CHF2 


ox 1 s 


IVLe 


Me 


XT 

ri 


XT 
XX 




XT 
XX 


XT 
XX 


or 3 


CHF2 


0 , OXXJt , 2 


Me 


Me 


XT 

XX 


TT 
XX 


Z 


XT 
XX 


XT 
XX 


OUxir 2 


L/Xir 2 


pi?,. 

OX 1 3 


Me 


Me 


TT 

ri 


TT 
XX 


is 


TT 
XX 


TT 
XX 


CFs 


CHF2 


OiN 


Me 


TV JT~ 

Me 


TT 


TT 

XX 


2 


TT 
XX 


TT 
XX 


ON 


CHF2 


/TCI 

Or 3 


Me 


Me 


TT 
XI 


TT 
XX 


o 


TT 
XX 


TT 
XX 


CFs 


CHF2 


Me 


Me 


Me 


XT 
XX 


TT 
XX 


o 
Z 


XT 
XX 


XT 
XX 


Me 


CHF2 


OX* 8 


Me 


Me 


XT 
XX 


TT 

XX 


Z 


XT 
XX 


XT 
XX 


Or 8 


HTT HT7 T .1 

0£X20xxr 2 


Ol 


Me 


Me 


TT 


TT 

XX 


2 


TT 
XX 


TT 

XX 


Ol 


Oxx20xxr 2 


Or 8 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2CF8 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2CF3 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2OH 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2OH 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CxljsOMe 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


CH20Me 


Me 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH20Me 


CI 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


CH20Me 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


/TTT /"Nil /r_ 

CH20Me 


OCHFs 


Me 


Me 


XT 
±1 


XT 
XX 


o 
Z 


XT 
XX 


TT 

XX 


OCHF2 


OXX20Me 


ooxxr 2 


Me 


Me 


XT 
XI 


XT 
XX 


o 

Z 


XT 
XX 


XT 

XX 


CFs 




X* 


Me 


Me 


XT 
XI 


XT 
±1 


o 
Z 


TT 

XX 


XT 

XX 


r 


oxx20UVLe 


or 8 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHsOMe 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CHaOMe 


CFs . 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH20Me 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe . 


CH20Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


G&OMe 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


OEt 


CEbOMe 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH20Me 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


CH20Me 


CFs 



WO 02/062770 



PCT/JP02/01015 



41 / 



Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CHssOMe 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CN 


CHsOMe 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHsOMe 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


CEsOMe 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CF3 


CHzOEt 


a 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CHsOEt 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2CH2OH 


a 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2CH2OH 


CF3 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHsCBbOMe 


a 


Me 


Me 


H 


H 


2 


H 


H 


a 


CH2CH20Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHsCHsOEt 


a 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2CH20Et 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CEfeNHMe 


a 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CHsNHMe 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CHsN(Me) 2 


CI 


Me 


Me 


H 


H 


2 


H 


H 


a 


CH2N(Me) 2 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2N(Me)C(=0)Me 


CI 


Me 


Me 


H 


H 


2 


H 


H 


ci 


CHsN(Me)C(=0)Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2N(Me)C(=0)CF 8 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2N(Me)C(=0)CFs 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2NCMe)S02Me 


a 


Me 


Me 


H 


H 


2 


H 


H 


ci 


CH2N(Me)S02Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2N(Me)S0 2 CHF2 


CI 


Me 


Me 


H 


H 


2 


H 


H 


ci 


CH2N0Me)SO2CHF 2 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2N(Me)S0 2 CFs 


CI 


Me 


Me 


H 


H 


2 


H 


H 




CH2N(Me)S0 2 CF3 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2SMe 


CI 


Me 


Me 


H 


H 


2 


H 


H 


ci 


CBzSMe 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2S02Me 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH2S02Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CH2CH2SMe 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CHsCHzSMe 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


CBzCHsiSOMe 


CI 


Me 


Me 


H 


H 


2 


H 


H 




CHsCHiSO^e 


CFs 


Me. 


Me 


H 


H 


2 


H 


H 


CFs 


CHsCN 


a 


Me 


Me 


H 


H 


2 


H 


H ( 


31 


CH2CN 


CFs 


Me! 


Me 


H 


H 


2 


H 


H ( 


DFs 


CH2C(=0)OMe 


01 


Mel 


Me 


H 


H 


2 


H 


H < 


31 1 


3H2C(=Q)OMe ( 


3Fs 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


2 


H 


H 


CPs 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


ci 


Me 


Me 


H 


H 


2 


H 


H 


CPs 


Me 


Me 


H 


H 


2 


H 


H 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CF3 


Me 


Me 


H 


H 


2 


H 


H 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CPs 


Me 


Me 


H 


H 


2 


H 


H 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 


Me 


H 


H 


2 


H 


H 


Et 


Me 


Me 


H 


H 


2 


H 


H 


Et 


Me 


Me 


H 


H 


2 


H 


H 


Et 


Me 


Me 


H 


H 


2 


H 


H 


Et 


Me 


Me 


H 


H 


2 


H 


H 


Pr 


Me 


Me 


H 


H 


2 


H 


H 


Pr 


Me 


Me 


H 


H 


2 


H 


H 


Pr 


Me 


Me . 


H 


H 


2 


H 


H 


Pr 


Me 


Me 


H 


H 


2 


H 


H 


Piri 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


Bu-t 



42 



CH2C(=0)0Et 


Cl 


CH2C(=0)OEt 


CFs 


CHCMe)C(=O)0Me 


Cl 


CH(Me)C(=0)OMe 


CFs 


CCMe>2C(=0)OMe 


Cl 


C(Me)2C(=0)OMe 


CFa 


CH2C(=0)NH2 


Cl 


CH2C(=0)NH2 


CFs 


CH2C(=0)NHMe 


Cl 


CH2C(=0)NHMe 


CFs 


CH2C(=0)N(Me)2 


Cl 


CH2C(=0)N(Me) 2 


CFs 


CH2C(=0)Me 


Cl 


CH2C(=0)Me 


CFs 


CH2C(=NOMe)Me 


Cl 


CH2C(=NOMe)Me 


CFs 


CH2C(=0)CF 3 


Cl 


CH2C(=0)CFs 


CF 3 


CH2CH2C(=0)Me 


Cl 


CHsCH2C(=0)Me 


CFs 


Pli 


Me 


Ph 


F 


Ph 


ci 


Ph 


OCHF2 


Ph 


CN 


Ph 


F 


Ph 


Cl 


Ph 


OCHF2 


Ph 


CN 


Ph 


F 


Ph 


Cl 


Ph 


OCHF2 


Ph 


CN 


Ph 


F 


Ph 


Cl 


Ph 


OCHF2 


Ph 


CN 


Ph 


Cl 



WO 02/062770 



PCT/JP02/01015 



43, 



Me 


i Me 


H 


H 


2 


H 


H 


CHsOMe 


Ph 




CI 


Me 


i Me 


H 


H 


2 


H 


H 


a 


Ph 




CI 


Me 


Me 


H 


H 


2 


H 


H 


OCHFz 


Ph 




a 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Ph 




ochfs 


Me 


Me 


H 


H 


2 


H 


H 


CHF 2 


Ph 




Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




H 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




Me 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Ph 




CF 8 


Me 


Me 


H 


H 


2 


H 


H 


CF3 


Ph 




Et 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




CHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




F 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




Cl 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Ph 




CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OH 


Me 


Me 


H 


H 


2 


H 


H 


OH 


Ph 




CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OMe 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


Ph 




CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


''- 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


OEt 


Ph 




CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OPr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OPr 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OBu-t 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OCH2P1-C 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OCH2CH=CH2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OCH2C=CH 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 


Ph 




CFs 


Me 


Me 


. H 


H 


2 


H 


H 


CFs 


Ph 


• 


OCH2CHF2 


Me . 


Me 


TT 

H 


H 


2 


H 


H 


CFs 


Ph 




OCH2CF3 


Me: 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 




OCH2C(=0)OMe 


Me ] 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


< 


DCHCMe)C(=0)OMe 


Me 3 


Me 


H 


H 


2 


H 


H < 


JFb ] 


Ph 




3C(Me) 2 C(=0)OMe 


Me 3 


Me 


H 


H 


2 


H 


H i 


ZJFs ] 


Ph 


( 


3C(=0)Me 


Me] 


Me 


H 


H 


2 


H 


H < 


IJFs ] 


?h 


< 


DC(=0)Et 


Me] 


Me 


H 


H 


2 


H 


H ( 


UFs 3 


?b 


( 


3C(=0)CH2Ph 


Mel 


Vie 


H 


H 


2 


H 


H ( 


UFs ] 


?h 


( 


DC(=0)CFs 



wo 



02/062770 



PCT/JP02/01015 



44 



Me 


Me 


H 


H 


2 


H 


H 


CFa 


Ph 


OC(=0)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


OSCfcMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


OSOsjEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


OSOsCHzPh 


Me 


Me 


H 


H 


2 


H 


H 


CF 8 


Ph 


OSO2CF3 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


0SO2Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SOMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


S02Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SOEt 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


S02Et 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SPr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SOPr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SOaPr-i 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SPr 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SOPr 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SOzPr 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SBu-t 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SOBu-t 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SOzBu-t 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SOCHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


SO2CHF2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


NH2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


NHMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


N(Me) 2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


NHC(=0)Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


NCMe)C(=0)Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


NHSOzMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


N(Me)S02Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


NHSO2CF3 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


N(Me)S0 2 CFs 


Me 


Me 


H 


H 


2 


H 


H 


CFs . 


Ph 


NHPh 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


N(Me)Ph 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


CN 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


C(=0)Me 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


C(=Q)OMe 



wo 



02/062770 



45 



PCT/JP02/01015 



Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


C(=0)NH2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


C(=0)NHMe 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


C(=0)NCMe) 2 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pli 


Tmidazol-l-yl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


Pyrazol-l-yl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


1,2,4-TriazoM-yl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


l,2,4-Triazol'4-yl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


IetrazoM-yl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


Ietrazol-5-yl 


Me 


Me 

xvxts 


H 

X-L 


H 


2 


H 


H 


CF<* 


Ph 


(4,6*Bimetioxypyrimidiii-2-yl 
)oxy 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Ph 


(a fi-TVimeffao v v 0 vi*imi din* 2*vl 
)sulfbnyl 


Me 


Me 


H 


H 


2 


H 


H 


CF2CF3 


Ph 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-CDPh 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-F)Ph 


CI 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-OMe)Ph 


a 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-Me)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-N0 2 )Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-CN)Ph . 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-C(=0)Me)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-C(=0)OMe)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-C(=0)OEt)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-C(=0)OPH)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-C(=0)NH2>Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-C(=0)NHMe)Ph 


a 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(2-C(=0)NMez)Ph 


a 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-Cl)Ph 


a 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-F)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-OMe)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-Me)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-N02)Ph 


a 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-CN)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-C(=0)Me)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(S-C(=0)OMe)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-C(=0)OEt)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-C(=0)OPr-i)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-C(=0)NH2)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3-C(=0)NHMe)Ph 


Cl 



WO 02/062770 



PCT/JP02/01015 



- - - 46 - - 



Me 


Me 


H 


H 


2 


H 


H 


CFs 


(3*C(=0)NMe2)Pii 


ci 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-CDPh 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-F)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-0Me)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-Me)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-N02>Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-CN)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-C(=0)Me)Pii 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-C(=0)0Me)Pii 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-C(=0)0EtiPli 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-C(=0)0PH)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-C(=0)NH2)Ph 


Cl 


Me 


Me' 


H 


H 


2 


H 


H 


CFs 


(4-C(=0)NHMe)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


(4-C(=0)NMe2)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Pynnidin-2-yl 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


4,6-Dimethoxypyrmidin-2"yl 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Thiophen-2-yl 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


Furan-2-yl 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


S02Me 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


SOsEt 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


S02Pr-i 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


SOsCHsPh 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


SO2CHF2 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


SOsCFs 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


SO2PI1 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)Me 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)Et 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)Pr-i 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)Bu-t 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)CH2Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)CH2C1 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)CHCl2 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)CF 8 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)OMe 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)OPli 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)OCH2Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)NHMe 


Cl 



WO 02/062770 



PCT/JP02/01015 



47 



Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)N(Me>2 


a 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


C(=0)NHPh 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


NH2 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


ci 


-(GHsfeO* 


Me 


Me 


H 


H 


2 


H 


H 


CI 


-(CHjDbO 


Me 


Me 


H 


H 


2 


H 


H 


a 


-(CHji)sS- 


Me 


Me 


H 


H 


2 


H 


H 


a 


-(CH2>sS02- 


Me 


Me 


H 


H 


2 


He 


H 


CFa 


-(CH2>2<> 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


-(CH2>sO- 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


-(CH2)sS- 


Me 


Me 


H 


H 


2 


H 


H 


CFs 


-(CH2)sS02- 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


. -(CH2>4- 


Me 


Me 


H 


H 


2 


H 


H 


OCHF2 ; 


-(CH2)4 : 


H. 


H 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 


Me 


H 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 


Me 


H 


Me 


H 


2 


H 


H 


CF3 


Me 


Cl 


Me 


Me : 


Me 


H 


2 


H 


H 


CFs 


Me 


Cl 


Me 


Me 


H 


H 


2 


Me 


H 


CFs 


Me 


Cl 


Me 


Me 


H 


H 


2 


Et 


H 


CFs 


Me 


Cl 


Me 


Me 


H 


H 


2 


Pr-i 


H 


CFs 


Me 


Cl 


Me 


Me 


H 


H 


2 


Me 


Me 


CFs 


Me 


Cl 


Me 


Et 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 


Et 


Et 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 


Me 


Pr-i 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 


Me 


Pr 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 


Me 


Pr-c 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 


Me 


CHoPr-c 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 


-(GHz>s- 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 


-(CHsV 


H 


H 


2 


H 


H 


CFs 


Me . 


Cl 


-(CH2)4- 


H 


H 


2 


H 


H 


CFs 


Me 


Cl 




H 


H 


2 


H 


H 


CFs 


Me 


Cl 


H 


-(CHa>8- 


H 


2 


H 


H 


CFs 


Me 


Cl 


H 


<CBz>4- 


H 


2 


H 


H 


CFs : 


Me 


Cl 


H 


-(CH2> 6 - 


H 


2 


H 


H 


CFs J 


Me 


Cl 


H 


-(CH2>6- 


H 


2 


H 


H 


CFs 1 


Me 


Cl 


Mel 


Me 


H 


H 


1 


H 


H 1 


31 ] 


a 


Cl 


Mel 


Me 


H 


H 


1 


H 


H < 


DCHFs ] 


a 


Cl 



WO 02/062770 



PCT/JP02/01015 



48 



Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


H 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CHF2 


H 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


H 


F 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


H 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


H 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


H 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


H 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


H 


CN 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


H 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Et 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


Et 


Me 


Me 


H 


H 


1 


H 


H 


Pr-i 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI , . 


Me 


Pr-i 


Me 


Me 


H 


H 


1 


H 


H 


Bu-t 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


Bu-t 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CHF2 


Me 


ci 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


CHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Me 


H 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Me 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


H 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


F 


Me 


Me 


H 


H 


1 


H 


H 


F 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OH 


Me 


Me 


H 


H 


1 


H 


H 


OH 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


OEt 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OPr-i 



WO 02/062770 



PCT/JP02/01015 



49 



Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OPr 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OBu-t 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OBus 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OBu-i 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OBu 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


0(2-Pen) 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


0(3-Pen) 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OPen-n 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


0(2-Hex) 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


0(3-Hex) 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OHex-11 


Me 


Me 


H 


H 


1 


H 


H 


CFs ■ 


Me 


OPen-c 


Me 


Me 


H 


H 


1 


H. 


H 


CFs . 


Me " 


OHex-c 


Me 


Me - 


H 


H 


1 


H 


H 


CFs 


Me 


OCHsPr-c 


Me 


Me 


H 


H 


1 


H 


H 


CF3 


Me 


OCH2B11-C 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCEfePen-c 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCH2Hex-c 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCH2CH=CH2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCH 2 C=CH 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCH2CHF2 


Me 


Me 


H 


H 


1 


H 


H 


2 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCEbCFs 


Me 


Me 


H 


H 


1 


H 


H 


OCH2CF3 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me - - 


OCH2CN 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCH2C(=0)OEt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCHCMe)C(=0)OEt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCH2C(=0)NH2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCH2C(=0)NHMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCH2C(=0)N(Me) 2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OCHaPh 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


OPh 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


0(2-CDPh 


Me 


Me . 


H 


H 


1 


H 


H 


CFs 


Me 


0(2-Br)Pli 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


0(2-F)Ph 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


0(2-Me)Ph 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me . 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 



- 50 



H 


CFs 


Me 


H 


CF 3 


Me 


H 


CPs 


Me 


H 


CFs 


Me 


H 


CF 3 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs . . 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CF 3 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 


H 


CFs 


Me 



0(2-OMe)Ph 

0(2-N02>Pli 

0(2-CN)Pk 

OC2-C(=0)OMe)Ph 

0(3-Cl)Pli 

0(3-Br)Ph 

0(3-F)Ph 

0(3-Me)Ph 

0(3-OMe)Ph 

0(3-N02)Ph 

0(3-CN)PIi 

0(3-C(=O)0Me)Ph 

0(4-C])Ph 

0(4-Br)Ph 

0(4-F)Ph 

0(4-Me)Pii 

0(4-OMe)Ph 

0(4-NO2)Ph 

0(4-CN)Ph 

0(4-C(=O)OMe)Ph 

0C(=O)Me 

0C(=O)Et 

0C(=O)CH2Ph 

0C(=O)CFs 

OC(=0)Ph 

OS02Me 

OS02Et 

OSO2CH2PI1 

OSO2CFS 

OS0 2 Ph 

SMe 

S02Me 

SBt 

SOzEt 

SPr 

S02Pr 

SPr-i 

S02Pr-i 



WO 02/062770 



PCT/JP02/01015 



51 



Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SBu-t 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SOjjBu-t 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


S0 2 CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SCFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SO2CF3 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SPh 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SO2PI1 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SCEfePh 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


S0 2 CH2Ph 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SCH2C(0)OEt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


S0 2 CH2C(=0)OEt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SCHCMe)C(=0)OEt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SOsCH(Me)C(=0)OEt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SCH2C(=0)NH2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


S0 2 CH2C(=0)NH2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SCH2C(=0)NHMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


S0 2 CH2C(=0)NHMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


SCH2C(=0)N(Me) 2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


S0 2 CH2C(=0)NCMe)2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


NH2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


NHMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me I 


N(Me) 2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


NHC(=0)Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


N(Me)C(=0)Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me . 


NHSOgMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


N(Me)S02Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me ! 


NHSO2CHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


N(Me)S0 2 CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


NHS0 2 CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


NCMe)S0 2 CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


NHPh 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


NCMe)Ph 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


CN 


Me 


Me 


H 


H 


1 


H 


H 


CN 


Me 


CFs 


Me 


Me 


H 


H 


i 


H 


H 


CFs 


Me 


C(=0)OMe 


Me 


Me 


H 


H 


l 


H 


H 


CFs 


Me 


C(=0)OCH2Pli 


Me 


Me 


H 


H 


l 


H 


H 


CFs 


Me 


C(=0)OPh 



WO 02/062770 



PCT/JP02/01015 



52 



Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


C(=0)NH2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


C(=0)NHMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


C(=0)N(Me>2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


C(=0)Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


C(=0)CFs 


Me 


Me 


H 


H 


.1 


- H 


H 


CFs 


Me 




Me 


Me 


H 


H 


1 


H 


H 


CFs 


ft yr 

Me 




Me 


Me 


H 


H 


1 


H 


H 


CFs . 


ft /r _ 

Me 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Me 


ft yr 

Me 


CFs 


Me 


Me 


TT 

H 




1 


TT 

H 


TT 
H 


CFs 


Me 


JClt 


Me 


Me 


TT 

xi 


TT 


1 


TT 


TT 

H 


CFs 


Me 


T> * 

rn 


Me 


Me 


TT 

H 


TT 

H 


1 


TT 

H 


TT 

H 


CFs 


Me 


irr 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


Ox±2\JMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


CHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


Ph 


Me 


Me 


H 


H 


1 


H 


H 


CFsCFs 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


Ph 


Me 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Ph 


Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


Ph 


Me 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


Ph 


Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Ph 


Me 


Ph 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Et 


CI 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Et 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Et 


0CHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Et 


0CHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs: . 


Et 


TP 

F 


Me 


Me 


H 


H 


1 


H 


H 


F 


Et 


CF3 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Et 


Ol 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Et 


Or 3 


JVJL6 


1VLB 


XX 

n. 


TT 
XX 


i 

X 


TT 

XX 


XT 

XX 


wj? 3 


Et 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


Et 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Et 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


OEfr 


Et 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Et 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHFs 


Et 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Et 


CN 


Me 


Me 


H 


H 


1 


H 


H 


CN 


Et 


CFs 



WO 02/062770 



PCT/JP02/01015 



53 



Me 


Me 


H 


H 


1 


H 


H 


CFs 


Et 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Et 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Pr-i 


CI 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Pr-i 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Pr-i 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Pr-i 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr-i 


F 


Me 


Me 


H 


H 


1 


H 


H 


F 


Pr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr-i 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Pr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr-i 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


Pr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr-i 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


OEt 


Pr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pari 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Pri 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr-i 


CN 


Me 


Me j 


H 


H 


1 


H 


H 


CN 


Pr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr-i 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Pr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Pr 


CI 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Pr 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Pr 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Pr 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr 


F 


Me 


Me 


H. 


H 


1 


H 


H 


F 


Pr 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Pr 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


Pr 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


OEt 


Pr 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Pr 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pr . , 


CN 


Me' 


Me 


H 


H 


1 


H 


H 


CN 


Pr 


CFs 


Me : 


Me 


H 


H 


1 


H 


H 


CFs 


Pr 3 


Me 


Me ! 


Me 


H 


H 


1 


H 


H ] 


VLe ] 


Pr 


CFs 



WO 02/062770 



PCT/JP02/01015 



54 



Me 


Me 


H 


H 


1 


H 


H 


CI 


Bu-t 


CI 


Me 


Me 


H 


H 


1 


H 


H 


OCHFz 


Bu-t 


a 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Bu-t 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CF3 


Bu-t 


H 


Me 


Me 


H 


H 


1 


H 


H 


CF 3 


Bu-t 


F 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Bu-t 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


Bu-t 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Bu-t 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


Bu-t 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Bu-t 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


OEt 


Bu-t 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CF3 


Bu-t 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs . 


Bu-t 


CN 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Bu-t 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Bu-t 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Bu-s 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


Bu-s 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Bu-i 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


Bu-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Bu 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


Bu 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


1-Methylbutyl 


CI 


Me 


Me 


H 


H 


1 


H 


H 


a 


1-Methylbutyl 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


1-Ethylpropyl 


CI 


Me 


Me 


H 


H 


1 


H 


H 


a 


1-Ethylpropyl 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


1-Pentyl 


CI 


Me 


Me 


H 


H 


1 


H 


H 


a 


1-Pentyl 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


1-Methylpentyl 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


1-Methylpentyl 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


2-Ethylbutyl 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


2-EthyIbutyl 


CFs 


Me 


Me 


H 


H. 


1 


H 


H 


CFs 


3,3-Dimethylbutyl 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


3,3-Dimethylbutyl 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CF 3 


1-Hexyl 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


1-Hexyl 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


1-Heptyl 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


1-Heptyl 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


1-Octyl 


ci 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


Me 


H 


H 


1 


H 


H 


OCHFs 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Ti/T_ 

JVLe 


Me 




TT 

H 


1 


H 


H 


OCHF2 


Me 


TV /r_ 

Me 


TT 

H 


TT 

H 


1 


H 


H 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


F 


TV >r_ 

Me 


TV *■ _ 

Me 


H 


H 


1 


H 


H 


CFs 


> 

Me 


Me 


H 


H 


1 


H 


H 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


TV yr 

Me 


H 


H 


1 


H 


H 


CF3 


JVLe 


Me 


TT 

xi 


TT 

XX 


1 


H 


H 


CFs 


ivle 


Me 


TT 

xi 


TT 
X± 


1 


H 


H 


OMe 


> /r_ 

JVLe 


Me 


TT 
±1 


TT 

xi 


1 


TT 

H 


H 


CFa 


JVLe 


Me 


TT 


TT 

XX 


1 


TT 


H 


OEt 


Jvxe 


Me 


TT 
±1 


TT 

XX 


l 


TT 


TT 

H 


CFs 


Me 


Me 


TT 

xi 


TT 

XX 


1 


H 


H 


CFs 


Me 


TV >r ^ 

Me 


TT 

H 


TT 

H 


1 


H 


H 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


TV/To 

ivie 


Me 


XT 
Xi 


TT 

xi 


l 


TT 

xi 


TT 
XX 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CN 


Me : 


Me 


H 


H 


1 


H 


H 


CFs 


Me j 


Me 


H 


H 


1 


H 


H ] 


Me 


Me 1 


Me . 


H 


H 


1 


H 


H ( 


ZJFa 


Me ] 


Me 


H 


H 


1 


H 


H ( 


31 


Me ] 


Me 


H 


H 


1 


H 


H ( 


IPs 



55 



1-Octyl 


CFs 


CH2PI1 


a 


CEbPh 


CFs 


Pr-c 


ci 


Pen-c 


CI 


Pen-c 


CFs 


Hex-c 


CI 


Hex-c 


CFs 


CHaPr-c 


CI 


CHsPr-c 


a 


CH2P1-C 


OCHF2 


CH2Pr-c ; 


OCHF2 


CH2XVC . 


F 


CHjjPr-c • , 


CFs 


CHzPr-c . 


CI 


CH2Pr-c 


CFs 


CH2Pr-c . 


CN 


CHsPr-c . 


OH 


CH2xVc 


OMe 


CH2Pr-c . 


CFs 


CHzPr-c 


OEt 


CHsPr-c 


CFs 


CEkPr-c 


OPr-i 


CH2Pr-c 


OPr 


CEfePr-c 1 


OBirt 


CBkPr-c 


QCEbPr-c 


Cxx2Pr-c 


OCH2BU-C 


CBzPr-c 


OPen-c 


CHzPirc 


OCHF2 


CH2Pr-c 


CFs 


CH2Pr-c • 


CN 


CHsPr-c 


CFs ■ 


CHsPr-c * ] 


Me 


CEbPr-c 


CF 3 


1-cyclopropylethyl 1 


31 


1-cyclopropylethyl ( 


DF 3 


Cxx2(2-Methyl-cydopropyl ( 


31 



WO 02/062770 



PCT/JP02/01015 



-56 



XVj.tr 


-IVJLc 


XT 

-CL 


XT 


i 

X 


XT 
XX 


XT 

Jul 


m 


CH2(2 -Methyl- cyclop ropyl 
) 


fTP© 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHz(2,2 -Dime thyl*cyclopr 
opyl) 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2<2,2-I>imethyhcyclopr 
opyl) 


CFs 


Me 


Me 


H 


H 


1 


H. 


H 


CFs 


CH2(2-Cliloro-cyclop ropyl) 


a 


JVLe 


Me 


XT 
±1 


TT 

i± 


1 


TT 

a 


TT 


OI 


L/H2UI onioro -cyclopropyjj 


Or 8 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH^(2,2'Dk^iloro-cyclopro 

pyl) 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2(2,2-DicHoro-cycK>pro 

pyl) 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2(2-Fluoro-cyclopropyD 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2(2-Fluoro-cyclopropyl) 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CF 8 


CH2(2,2-Difluoro*cyclopro 
pyl) 


CI 


ivie 


Me 


XT 


XT 


1 


XT 


XT 


pi 


CH2C2, 2-Difluoro-cyclopro 

pyl) 


or s 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2BU-C 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CHsjBu-c 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2Pen-c 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


CEsPerrc 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CF 3 


CEbHex-c 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CHzTTex-c 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CH2Pr-c 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CEbCHsiPr-c 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CH=CHs 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2CH=CH2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CF 3 


CH2CH=CHC1 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2CH=CHC1 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2C=CH 


CI 


Me 


Me 


H 


H 


i 


H 


H 


OCHF2 


CH2C=CH 


CI 


Me 


Me 


H 


H 


l 


H 


H 


CI 


CH2C=CH 


OCHF2 


Me 


Me 


H 


H 


l 


H 


H 


OCHF2 


CH2C=CH 


OCHF2 


Me 


Me 


H 


H 


l 


H 


H 


CFs 


CH2C=CH 


F 


Me 


Me 


H 


H 


i 


H 


H 


F 


CH2C=CH 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


CFs 


CH2C-CH 


CI 


Me 


Me 


H 


H 


l 


H 


H 


CI 


CH2C=CH 


CFs 


Me 


Me 


H 


H 


i 


H 


H 


CFs 


CH2C=CH 


OMe 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


CH2C=CH 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


CFs 


CH2C=CH 


OEt 


Me 


Me 


H 


H 


l 


H 


H 


OEt 


CEbC=CH 


CFs 


Me 


Me 


H 


H 


l 


H 




CFs 


CH2C=CH 


OCHF2 



WO 02/062770 



PCT/JP02/01015 



57 



Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


CH2C=CH 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C=CH 


CN 


Me 


Me 


H 


H 


1 


H 


H 


CN 


CH2C=CH 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C-CH 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Me 


CEbC=CH 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHMeC =CH 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CHMeC^CH 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C=CMe 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2C=CMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CHF 2 


CI 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


CHF 2 


CI 


Me 


Me 


H 


H 


1 


H 


H 


a 


CHF 2 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


0CHF2 


CHF2 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFb 


CHF 2 


CI 


Me 


Me 


H 


H 


1 


H 


H 


a 


CHF 2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHF 2 


F 


Me 


Me 


H 


H 


1 


H 


H 


F 


CHF 2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHF 2 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


CHF 2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHF 2 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


OEt 


CHF 2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHF 2 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


CHF 2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHF 2 


CN 


Me 


Me 


H 


H 


1 


H 


H 


CN 


CHF 2 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHF2 


Me. 


Me 


Me 


H 


H 


1 


H 


H 


Me 


CHF 2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


CHF 2 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CHF2 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Et 


CHF 2 ! 


CI 


Me 1 


Me 


H 


H 


1 


H 


H 


ci 


CHF 2 


Et 


Mel 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CHF2 


CI 


Mel 


Me 


H 


H 


1 


H 


H 


CI 


CH2CHF2 


CFs 


Me] 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CF3 


CI 


Me 3 


Me 


H 


H 


1 


H 


H < 


31 ( 


2H2CF3 ( 


DFs 


Me] 


Me 


H 


H 


1 


H 


H 1 


3Fs ( 


3H2OH < 


31 


Me] 


Me 


H 


H 


1 


H 


H ( 


31 < 


DH2OH < 


DFs 


Mel 


SSb 


H 


H 


1 


H 


H < 


21 < 


JEzOMe x < 





WO 02/062770 



PCT/JP02/01015 



58 



Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


CEbOMe 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CBbOMe 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


CHsOMe 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CEsOMe 


F 


Me 


Me 


H 


H 


1 


H 


H 


F 


CHsOMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHsOMe 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH20Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHsOMe 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


CHzOMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CJBbOMe 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


OEt 


CHaOMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CF3 


CHsOMe 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF2 


CHsOMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CEfeOMe 


CN 


Me 


Me 


H 


H 


1 


H 


H 


CN 


CH20Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH20Me 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Me 


CHsOMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFa 


CHzOEt 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CHiOEt 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CH2OH 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2CH2OH 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CEbCHjjOMe 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2CH20Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CH20Et 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CEbCHsOEt 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CEfeNHMe 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CHssNHMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2N(Me)s 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2NCMe>2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2NCMe)C(=0)Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2N(Me)C(=0)Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2N(Me)C(=0)CF 8 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2NCMe)C(=0)CFs 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2NCMe)S02Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2NCMe)S02Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CHzNCMe)S02CHF2 


a 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2N(Me)S0 2 CHF2 


CFa 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2NCMe)S02CFs 


CI 



WO 02/062770 



PCT/JP02/01015 



59 



Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2N(Me)S02CFs 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2SMe 


a 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CHaSMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFa 


CH2S02Me 


a 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2S02Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CH2SMe 


ci 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2CH*SMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CHj>S02Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2CH2S02Me 


CF3 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CN 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2CN 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C(=O)0Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2C(=0)OMe. 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C(=0)OEt 


ci 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2C(=0)OEt 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH(Me)C(=0)OMe 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH(Me)C(=0)OMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


C(Me) 2 C(=0)OMe 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


C(Me) 2 C(=0)OMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C(=0>NH2 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2C(=0)NH2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C(=0)NHMe 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


CH2C(=0)NHMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C(=0)NCMe) 2 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2C(=0)N(Me) 2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C(=0)Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


CH2C(=0)Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C(=NOMe)Me 


CI 


Me 


Me 


H 


H 


1 


H 


H 


ci 


CH2C(=NOMe)Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2C(=OXCFs 1 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2C(=0)CF3 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


CH2CH 2 C(=0)Me 


ci 


Me 


Me 


H 


H 


1 


H 


H 


CI 


CH2CH2C(=0)Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Ph 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


Et 


Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


Pr 


Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


Pr-i 


Ph 


CI 



WO 02/062770 



PCT/JP02/01015 



"60 



Me 


Me 


H 


H 


1 


H 


H 


Bu-t 


Ph 


ci 


Me 


Me 


H 


H 


1 


H- 


H 


CHsOMe 


Ph 


ci 


Me 


Me 


H 


H 


1 


H 


H 


CI 


Ph 


Cl 


Me 


Me 


H 


H 


1 


• H 


H 


OCHFt 


Ph 


Cl 


Me 


Me 


H 


H 




H 


H 


OCHF 2 


Ph 


0CHF2 


Me 


Me 


H 


H 


1 


H 


H 


CHF2 


Ph 


Cl 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


H 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


Me 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Ph 


CF3 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


Et 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


Pr-i 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


CHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


F 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


Cl 


Me 


Me 


H 


H 




H 


H 


CI. 


Ph 


CFs 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


OH 


Me 


Me 


H 


H 




H 


H 


OH 


Ph 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


Ph 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CF3 


Ph 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


OEt 


Ph 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


CF3 


Ph 


OPr-i 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OPr 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OBu-t 


Me 


Me 


H 


H 


1 


H 


H 


CFs 




OCEkPr-c 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OCHsCH^CHz 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OCH2C=CH 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


OCHF 2 


Ph 


CFs 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


OCH2CHF2 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


OCH2CF3 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


OCH2C(=0)OMe 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


OCH(Me)C(=0)OMe 


Me 


Me 


H 


H 




H 


H 


CFs 




OCCMe) 2 C(=0)OMe . 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


OC(=0)Me 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


OC(=0)Et 


Me 


Me 


H 


H 




H 


H 


CFs 


Ph 


0C(=0)CH2Ph 



WO 02/062770 



PCT/JP02/01015 



61 



Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OC(=0)CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OC(=0)Ph 


Me 


Me 


H 


H 


X 


H 


H 


CF 3 


Ph ' 


OS02Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OSOjjEt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 




OSO2CH2PI1 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OSO2CF3 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


OS02Ph 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


SMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


S02Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


SBt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


SOssEt 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


SPr-i 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


SOzPr-i 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph \ 


SPr 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


S02Pr 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


SBu-t 


Me 


Me 


H 


H 


1 


H 


H 


CFs 




S02Bu-t 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


SCHF2 ■ 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


SO2CHF2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


NH2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


NHMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


N(Meh 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


NHC(=0)Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


NCMe)C(=0)Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


NHS02Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


N(Me)S02Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


NHSO2CF3 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


N(Me)S0 2 CFs 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


NHPh 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


NCMe)Ph 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


CN 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


C(=0)Me 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


C(=0)OMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


C(=0)NH2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


C(=0)NHMe 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


C(=0)N(Me)2 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


EmidazoM-yl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


PyrazoM-yl 



WO 02/062770 



PCT/JP02/01015 



62 



Me 


Me 


H 


H 


1 


H 


H 


CF3 


Ph 


1, 2, 4-lxiazoM-yl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


I,2,4-Triazol-4-yl 


Me 


Me 


H 


H 


1 


H 


H 


CF3 


Ph 


Tetrazol-l-yl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Ph 


Tetrazol-5-yl 


JLY-lc 




fx 


tr 

XX 


T 
± 


TJ 

XJ. 


XT 

XJ. 


V-/X 1 3 


Jrn 


(4, 6-DimethoxypyriTTi i din -2 ~yl 
)oxy 


Me 


Me 


H 


H 


I 


H 


H 


CFs 


Ph 


\4, d i^TTietiioxypyrirniciiTt A yi 
)snlfonyl 


Me 


Me 


H 


H 


1 


H 


H 


CF2CF3 


Ph 


& 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


<2-Cl)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-F)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-OMe)Ph 


CI 


Me 


Me • 


H 


H 


1 


H 


H 


CFs 


(2-Me)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-N02)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-CN)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-C(=0)Me)Ph 


CI 


Me 


Me 


E 


H 


Is 


H 


H 


CFs 


(2-C(=0)OMe)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-C(=0)OEt)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-C(=O)OPr-0Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-C(=0)NH2)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-C(=0)NHMe)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(2-C(=0)mie2)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-CDPh 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-F)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-OMe)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-Me)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-N02)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-CN)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-C(=0)Me)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-C(=0)OMe)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-C(=0)OEt)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-C(=O)0Pr-i)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-C(=0)NEi2)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-C(=0)lNHMe)Ph 


a 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(3-C(=0)NMe2)Ph 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4-CDPh | 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4-F)Ph 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4-OMe)Ph 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4-Me)Ph 


Cl 



WO 02/062770 



PCT/JP02/01015 



63 



Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4*N02)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4-CN)P]i 


CI 


"H IT 

Me 


Me 


H 


H 


1 


H 


H 


CFa 


(4-C(=0)Me)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4-C(=0)0Me)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4-C(=0)pEt)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFa 


(4-C(=0)0Pr-i)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4.C(=0)NH2)Pli 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4-C(^)NHMe)Ph 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


(4-C(=0)NMe 2 )Pia 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


Pyrmidin*2-yl 


CI 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


4,6-Dimethoxypyrmidin-2-yl 


CI 


Me 


Me 


XT 
±1 


XT 


1 


XT 
XX 


TT 

rl 


Urs 


Thiophen-2-yl 


CI 


Me 


Me 


XT 

xi 


XT 
XI 


1 


TT 

XX 


TT 

H 


CFs 


Furarr2-yl 


d 


TV A"^ 

Me 


TV 

Me 


XT 

xi 


TT 

xl 


1 


TT 

H 


TT 

H 


CFs 


SOsMe 


CI 


Me 


Me 


XT 


TT 

H 


1 


TT 

H 


TT 

H 


CFs 


S02Et 


CI 


Me 


Me 


XT 
XI 


XT 

xl 


1 


XT 


TT 

H 


CFs 


ri r\ Ti_ • 


CI 


TV A - - 

lVLe 


Me 


XT 
±1 


XT 
Xl 


1 


XT 
XX 


XT 

xi 


/""IT? 

Ox's 


0/"V /TTT TYl_ 

bt>20xx2Pn 


CI 


Me 


Me 


XT 

xi 


XT 

ri 


1 


TT 
XX 


XT 

XX 


Or 3 


SO2CXXF2 


CI 


JVLe 


lVLe 


XT 


XT 
Xl 


1 


XT 
XX 


XT 
Xl 


Or 3 


SO2CFS 


CI 


ivie 


ivie 


XT 
Xl 


XT 
Xl 


1 


XT 
Xl 


XT 
Xl 


Or 8 


0/"\_TJl» 
oU2X*Il 


/"IT 

CI 


JVLe 


Me 


XT 
Xl 


XT 
Xl 


1 


XT 
Xl 


XT 
XX 


Or s 


0^=vJ;Me . 


/■"IT 

CI 


TV /To 

JMe 


Me 


XT 
Xl 


XT 


1 


XT 
XX 


XT 
XX 


OX 1 3 


Ov— UJJ&t 


Cl 


Me 


Me 


XT 
Xl 


XT 
XT 


1 


TT 

XX 


TT 

XX 


CFs 


Cl==0;Pr-i 


Cl 


Me 


TV 

Me 


TT 

XI 


TT 


1 


TT 

H 


H 


CFs 


C(=0)Bu"t 


Cl 


Me 


Me 


XT 
Xl 


XT 

rl 


1 


XT 

xi 


XT 
XX 


CFs 


iT^/ /-x\TkT 

C(=o;Pn 


Cl 


Me 


Me 


XT 
Xl 


XT 

rl 


1 


XT 
XX 


XT 
XX 


CFs 


/" /-\\ /-"ITT T»l_ 

Ct.MJJCxxsPri 


Cl 


Me 


TV /T 

Me 


XT 
Xl 


TT 

rl 


1 


TT 

XX 


XT 

xi 


/in 

CFs 


Cv=0>Cri2CI 


/ti 

Cl 


Me 


Me 


XT 
Xl 


XT 

rl 


1 


XT 
XX 


XT 
XX 


/TIT* 

Or s 


0(=vJ;OxiOl2 


Cl 


ivie 


iVLe 


XT 
XI 


XT 

xx 


1 
1 


XT 
XX 


XT 
XX 


Or 8 


0\=LVOrs 


01 


JVLe 


iVLe 


XT 
XI 


XT 
XI 


X 


XT 
XX 


XT 

Xi 


Or 8 


C(=0)0Me 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


C(=0)0Ph 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


C(=0)OCH2Pli 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


C(=0)NHMe 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


C(=0)NCMe)2 . 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


CFs 


C(=0)NHPh 


Cl 


Me 


Me 


H 


H 


1 


11 


H 


CFs 


NH2 


Cl 


Me 


Me 


H 


H 


1 


H 


H 


CI 


•(CXX2)20- 


Me 


Me 


H 


H 


1 


H 


H 


CI 


•(CH2)sO- 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


i 


H 


H 


rn 

Cl 




•(CH2>aS- 


JVLe 


Me 


XT 
±1 


XT 


i 


TT 

xl 


TT 
XT 


Cl 




-(CH^sSGV 


SMe 


JVLe 


XT 
XT 


TT 


i 


TT 

xl 


TT 
Xl 


/"XT? 

Gxs 




-(CB&hO- 


ivie 


JVLe 


TT 
Xl 


XT 


i 


TT 
Xl 


TT 

xl 


CFs 




-(CHzJsO- 


ivxe 


JVLe 


XT 


TT 

xl 


l 


TT 
Xl 


TT 

xl 


CFa 




-(CH2)aS- 


ivie 


ivxe 


H 


XT 
Xl 


X 


XT 
Xl 


XT 
Xl 


ox 8 




•(CH^sSOg- 


Ma 
jyie 


ivie 


H 


TT 
XX 


1 


XT 
XX 


XT 
XL 


\JVfL& 




-(CH2V 


ivxe 


ivie 


H 


XT 
Xl 


1 


XT 
XX 


XT 
xl 


\JL/XU?2 




-(CHsV 


XT 

±1 


±1 


H 


TT 
XL 


1 
1 


TT 
±1 


XT 


Grs 


JVLe 




CI 


JVLe 


TT 

±1 


H 


TT 

jn 


X 


XT 
XX 


XT 
XX 


CFs 


JVLe 




CI 


jvie 


XT 
xl 


Me 


XT 
±1 


X 


XT 
Xl 


XT 

xl 


OX3 


Jvie 




CI 


1YJL6 


ivie 


Me 


XT 
XL 


X 


XT 
Xx 


XT 
Xl 


ur8 


TV/To 

ivie 




/TT 
OI 


ivie 


JVLe 


H 


[ 


TT 
Xl 


1 


JVLe 


XT 

xl 


Or 3 


xvie 




Gl 


ivie 


Me 


H 


XT 
Xl 


1 


Xut 


XT 

xl 


ox's 


JVLe 




CI 


JVLe 


Me 


H 


TT 

x± 


i 
1 


Pr*i 


XT 

xl 


n?« 
ox s 


JVLe 




GI 


Me 


Me 


H 




TT 

xl 


1 


JVLe 


JVLe 


CFa 


JVLe 




CI 


Me 


Et 


H 


XT 

xl 


1 


XT 

XX 


XT 

ri 


CFs 


ivie 




Cl 


Et 


Et 


H 




XT 
Xl 


1 


XT 
XX 


XT 
XX 


GX8 


ivie 




Gl 


Me 


Pr-i 


H 




TT 
XI 


X 


TT 
XI 


XT 

XX 


O Vis 

OX 3 


TV/To 
1 vie 




CI 


Me 


Pr 


H 




XT 
XX 


1 

X 


XT 

XX 


TT 

XX 


PTTo 


Mp 




GI 


Me 


Pr-c 


H 




XT 


1 

X 


XT 

XX 


TT 

XX 


wf 3 


AVJ.C 




Gl 


Me 


CHiPr-c 


H 




XT 
XX 


X 


XX 


XT 
XX 


v>X* g 


Mo 




CI 


-<CH2>2- 


H 




TT 

XX 


X 


XT 

XX 


TT 

XX 


fTFTo 
ox a 


Ma 
xvxt? 




CI 


-(CH2>3- 


H 


XT 
XX 


1 

X 


TT 

XX 


XT 
XX 


V/f 8 


Mp 

XVAc 




CI 


-(CH2V 


H 


H 


X 


TT 

XX 


XT 
XX 


ur 3 


Mp 
XVlc 




CI 


<CE*)s- 


H 


H 


X 


XT 

XX 


XT 
XX 


OX8 


Mp 

ivie 




CI 


H 


-(CHsDs- 




H 


J. 


XT 
Xl 


XT 
±1 


OX'S 


ivie 




CI 


H 






H 


X 


XT 
XI 


XT 

xl 


0x3 


ivie 




CI 


H 


-(CHz)b- 




H 


1 
X 


TT 
XI 


XT 
XX 


/TIT- 
OX3 


xvie 




CI 


H 


-(CH2)6- 




H 


1 


H 


H 


CFb 


Me 




CI 


Me 


Me 


H 


: 


a 


0 


H 


H 


CI 


H 




ci 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


H 




Cl 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


H 




0CHF2 


Me 


Me 


H 


H 


0 


H 


H 


CHF2 


H 




Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


H 




F 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


H 




Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


H 




OMe 



WO 02/062770 



PCT/JP02/01015 



65 



Me 


Me 


H 


H 


0 


H 


H 


CFa 


H 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


H 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


H 


CN 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


H 


Me 


Me 


Me 


H 


H 


0 


H 


H 


H 


Me 


ci 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


ci 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Et 


Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


Et 


Me 


Me 


H 


H 


0 


H 


H 


Pr-i 


Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


Bu-t 


Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


Bu-t 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CHF 2 


Me . 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


CHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Me 


H 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


a 


Me 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


0CHF2 


Me 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Me 


H 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


CF 8 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Me I 


F 


Me 


Me 


H 


H 


0 


H 


H 


F 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Me 


OH 


Me 


Me 


H 


H 


0 


H 


H 


OH 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Me 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Me 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


OEt 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Me 


OPr-i 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Me 


OPr 


Me - 


Me 


H 


H 


0 


H 


H < 


CF 8 ] 


Me i 


OBu-t 


Me 3 


Me 


H 


H 


0 


H 


H < 


□Fa ] 


Me ( 


DBu-s 


Me \ 


Me 


H 


H 


0 


H 


H < 


UFa ] 


Me < 


SBu-i 


Me ] 


Me | 


H 


H 


0 


H 


H < 


3F 8 ] 


Me < 


DBu 



WO 02/062770 



PCT/JP02/01015 



66 ' 



Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(2-Pen> 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(3-Pen) 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Me 


OPen-n 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(2-Hex) 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(3-Hex) 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OHex-n 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OPen-c 


Me 


Me 


H 


H 


.0 


H 


H 


CFs 


Me 


OHex-c 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCHzPr-c 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCHsBu-c 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCHzPeirc 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCHsHex-c 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH2CH=CH2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH2C*CH 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHFss 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH2CHF2 


Me 


Me 


H 


H 


0 


H 


H 


2 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH2CF8 


Me 


Me 


H 


H 


0 


H 


H 


OCH2CF8 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH2CN 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


Me j 


OCH2C(=0)OEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH(Me)C(=0)OEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH 2 C(=0)NH2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH2C(=0)NHMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH2C(=0)N(Me) 2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OCH2PI1 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(2-Cl)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(2-Br)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(2-F)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(2-Me)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0<2~OMe)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(2-N02>Pli 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(2-CN)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(2-C(=O)OMe)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(3-CJ)Ph 



WO 02/062770 



PCT/JP02/01015 



67 



Me 


Me 


H 


H 


0 


H 


H 


CPs 


Me 


0(3-Br)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


Me 


0(3-F)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(3-Me)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


Me 


0(3-OMe)PIi 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(3-N02)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


Me 


0<3-CN)Pli 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(3-C(=0)OMe)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(4-CDPli 


Me 


Me - 


H 


H 


0 


H 


H 


CFs 


Me 


0(4-Br)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(4-F)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(4-Me)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(4-OMe)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(4-N0 2 )Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(4-CN)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


0(4-C(=0)OMe)PIi 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OC(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OC(=0)Et 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OC(=0)CH2Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OC(=0)CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OC(=0)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OS02Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OSOsEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OSO2CH2PI1 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OSO2CFS 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


OS02Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SOaMe 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


Me 


SEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SOjjEt 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


Me 


SPr 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


S02Pr 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SPr-i 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


S02Pr-i 


Me] 


Me 


H 


H 


0 


H 


H 


cf 3 : 


Me 


3Bu-t 


Me] 


Me 


H 


H 


0 


H 


H ( 


CFs ] 


Me 




Me] 


Me 


H 


H 


0 


H 


H < 


CFs ] 


Me I 


3CHF 2 


Mel 


Me 


H 


H 


0 


H 


H ( 


CFs ] 


Vie £ 


3O2CHF2 


Me] 


Me 


H 


H 


0 


H 


H ( 


CFs 3 


Me i 


3CFs 



wo 



02/062770 



PCT/JP02/01015 



68 



Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SOsCFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SPh 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SO2PI1 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SCH2PI1 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SO2CH2PI1 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SCH2C(=0)OEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


S0 2 CH2C(=0)OEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SCH(Me)C(=0)OEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


S0 2 CH(Me)C(=0)OEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SCH2C(=0)NH2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


S0 2 CH2C(=O)NH2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SCHsC(=0)MHMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


S0 2 CHsC(=0)NHMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


SCH2C(=0)N(Me)o 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


S0 2 CH2C(=0)N(Me) 2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


NH2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


NHMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


N(Me> 2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


NHC(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


NCMe)C(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


NHSOzMe 


Me 


Me j 


H 


H 


0 


H 


H 


CFs 


Me 


N(Me)S02Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


NHSO2CHF2 


Me 


Me \ 


H 


H 


0 


H 


H 


CFs 


Me 


N(Me)S0 2 CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


NHSO 2 0Fs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


NCMe)S0 2 CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


NHPh 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


N(Me)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


CN 


Me 


Me 


H 


H 


0 


H 


H 


CN 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


C(=0)OMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


C(=0)OCH2Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


C(=0)OPh 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


C(=0)NH2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


C0=O)NHMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


C(=0)N(Me) 2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


C(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


CF a 


Me 


C(=0)CFs 



WO 02/062770 



PCT/JP02/01015 



69 



Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


C(=0)CH2Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


C(=0)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


Me 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Et 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Pr 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


CH20Me 


Me 


Me- 


H 


H 


0 


H 


H 


CFs 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Ph 


Me 


Me 


H 


H 


0 


H 


H 


CF2CF3 


Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


Ph 


Me 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Ph 


Me 


ci 


Me 


Me 


H 


H 


0 


H 


H 


Ph 


Me 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


Ph 


Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Ph 


Me 


Ph 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Bt 


CI 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Et 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Et 


0CHF2 


Me 


Me 


H 


H 


0 


H 


H 


0CHF2 . 


Et 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Et 


F 


Me 


Me 


H 


H 


0 


H 


H 


F 


Et 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Et 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Et 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Et 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


Et 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Et 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


OEt 


Et 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Et 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Et 


CFs 


Me 


Me j 


H 


H 


0 


H 


H 


CFs 


Et 


CN 


Me 


Me 


H 


H 


0 


H 


H 


CN 


Et 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Et 


Me 


Me 


Me 


H 


H 


0 


H 


H 1 


Me : 


Et 


CFs 


Me! 


Me 


H 


H 


0 


H 


H 


a 


Pr-i 


CI 


Me; 


Me 


H 


H 


0 


H 


H < 


DCHF 2 3 


?r-i ( 


31 


Me] 


Me 


H 


H 


0 


H 


H ( 


31 ] 


Pr-i i 


DCHF2 



WO 02/062770 



PCT/JP02/010I5 



70 



Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Pri 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


Pr-i 


F 


Me 


Me 


H 


H 


0 


H 


H 


F 


Pr-i 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


Pri 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Pr-i 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


Pri 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


Pr-i 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


Pr-i 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


OEt 


Pr-i 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pr-i 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Pr-i 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pr-i 


CN 


Me 


Me 


H 


H 


0 


H 


H 


CN 


Pr-i 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


Pri 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Pr-i 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Pr 


CI 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Pr 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Pr 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Pr 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pr 


F 


Me 


Me 


H 


H 


0 


H 


H 


F 


Pr 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pr 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Pr 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pr 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


Pr 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pr 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


OEt 


Pr 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pr 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Pr 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pr 


CN 


Me 


Me 


H 


H 


0 


H 


H 


CN 


Pr 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pr 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Pr 


CFa 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Birt 


CI 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Bu-t 


CI 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Bu-t 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Bu-t 


H 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Bu-t 


F 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


Me 


H 


H 


0 


H 


H 


GF3 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


CPs 


Me 


Me 


H 


H 


0 


H 


H 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CPs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


ci 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


ci 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


ci 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


Me 


Me 


H 


H 


0 


H 


H 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


ci 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


ci 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


Me 


Me 


H 


H 


0 


H 


H 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 



71 



Bu-t 


Cl 


T> -1 

Bxrt 


CFs 




OMe 


±su-t 


CFs 




Uiirt 


BUt 


Ox's 


X>M h 


OCHF2 


J5U"t 


OJN 


JtStrt 


Me 




Or 3 


Bu'S 


Ol 


flu s 


Or 3 


J3U1 


01 


B U 1 • 


Or s 




Ol 




3 


± ivieuoyiDucyj. 


01 


1 -TV/To fVi -rrl V» ti -Krl 


Or 8 


x Ja unyipropyi 


01 


1 "ib tuyipr opyi 


Or 3 


1'jrentyl 


Ol 


l'irentyl 


CFs 


1 " JVLetHylp eutyl 


r-ri 
OI 


1 "Methylpentyl 


Or s 


£t JiiuiiyjJDTityl 


Ol 


O -T? -Ml Trill -.-.-J-n-! 


OJ? 3 


0,0 JL/inieLnyiDTiTyi 


01 


0, rf UiraetxiyJDUtyJ 


Or 8 


1-riexyl 


Ol 


1-Hexyl 


Oi*8 


1-Heptyl 


Cl 


1-Heptyl • 


CFs 


1-Octyl 


Cl 


1-Octyl 


CFs 


CH2PI1 


Cl 


CH2PI1 


CFs 


Pr-c 


Cl 


Pen-c 


Cl 



WO 02/062770 



PCT/JP02/01015 



" . 72 



Me 


Me 


H 


H 


0 


H 


H 


CI 


Pen*c 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Hex-c 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Hexx 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2Pr-c 


CI 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


CHzPr-c 


CI 


Me 


Me 


H 


H 


0 


H 


H 


ci 


CSzPr-c 


0CHF2 


Me 


Me 


H 


H 


0 


H 


H 


0CHF2 


CHzPrc 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHePtc 


F 


Me 


Me 


H 


H 


0 


H 


H 


F 


CHePt-c 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2Prc 


CI 


Me 


Me 


H 


H 


0 


H 


H 


a 


CHzPr-c 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHzPr-c 


CN 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHsPr-c 


OH 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHsPr-c 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


CHzPr-c 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2P1-C 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


OEt 


CH2P1-C 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHzPr-c 


OPr-i 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2P1-C 


OPr 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHsPr-c 


OBtrt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHzPr-c 


OCHzPr-c 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2IVC 


OCHzBu-c 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHzPr-c 


OPen-c 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHzPr-c 


OCHF2 


Me 


Me . 


H 


H 


0 


H 


H 


OCHF2 


CH2Pr-c 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHsjPr-c 


CN 


iVJ-c 


Mo 
ivie 


XT 

JuL 


XT 
n 


o 


XT 

Jul 


XT 

XX 


CN 


CEbPr'c 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2Prc 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Me 


CHzPr-c 


CFs 


Me 


Me 


H 


H . 


0 


H 


H 


CFs 


1 -cydopropylethyl 


a 


Me 


Me 


H 


H 


0 


H 


H 


CI 


1-cyclopropylethyl 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2(2-Methyl-cyclopropyl 
) 


a 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2(2-Metliyl-cyclopropyl 
) 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2(2,2-Dimethyl-cyclopr 
opyl) 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Cli2(2 J 2-Dimethyl-cyclopr 
opyl) 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2(2-Chloro-cyclopropyl) 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2(2- Chloro-cyclopropyl) 


CFs 



0 
0 

0 
0 
0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 

0 



PCT/JP02/01015 

73 



H 
H 
H 


H 
H 
H 


CFs 

CI 

CFs 


CH2(2,2-Dichloro-cyclopro 

pyl) 

CH2(2,2-Dichloro*cyclopro 
pyD 

CH2 (2 *Fluoro" cyclopropyl) 


CI 

CFs 
CI 


H 
H 

H 
H 


H 

TT 

H 
H 


CI 

ur 3 

CI 
CFs 


CIk(2-Fluoro*cyclopropyl) 
CH2(2,2*DifLuoro-cyclopro 

pyl) 

CEbBu-c 


CF3 

ox 

CFs 
CI 


H 


H 


CI 


CH2BU-C 


CFs 


H 


H 


CFs 


CIKPen-c 


CI 


H 


H 


CI 


CEkPen-c 


CFs 


H 


H 


CFs 


CHzHex-c 


CI 


H 


H 


CI 


CHzHex-c 


CFs 


H 


H 


CFs 


CH2CH2Pr-c 


CI 


H 


H 


CI 


CH2CH2P1-C 


CFs 


H 


H 


CFs 


CHzCH^CHz 


a 


H 


H 


CI 


CH2CH=CH2 


CFs 


H 


H 


CFs 


CEbCH=CHCl 


CI 


H 


H 


CI 


CH2CH=CHC1 


CFs 


H 


H 


CI 


CH2C=CH 


CI 


H 


H 


OCHF2 


CH2C=CH 


CI 


H 


H 


ci 


CH2C = CH 


OCHF2 


H 


H 


0CHF2 


CH2C=CH 


OCHF2 


H 


H 


CFs 


CHzCsCH 


F 


H 


H 


F 


CH2C=CH 


CFs 


H 


H 


CFs 


CH2CSCH 


CI- 


H 


H 


a 


CH2C=CH 


CFs 


H 


H 


CFs 


CBbC=CH - 


OMe 


H 


H 


OMe 


CH2CSCH 


CFs 


H 


H 


CFs 


CH2C22CH 


OEt 


H 


H 


OEt 


CHgC^CH 


CFs 


H 


H 


CF 3 


CH2C=CH - 


OCHF2 


H 


H 


OCHF2 


CH 2 C=CH 


CFs 


H 


H 


CFs 


CH2C-CH 


CN 


H 


H 


CN 


CH2C=CH 


CFs 


H 


H 


CF 8 


CH2C=CH 


Me 


H 


H 


Me 


CBbC=CH 


CFs 


H 


H 


CF3 


CH2CSCH 


CI 



WO 02/062770 



PCT/JP02/01015 



74 " v * *. "• 



Me 


Me 


H 


H 


0 


H 


H 


ca 


CH2C=CH 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2C=CMe 


a 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2C=CMe 


CF 3 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CHF2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


CHF2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CHF2 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


CHF 2 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHF2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CHF2 


CFa 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHF 2 


F 


Me 


Me 


H 


H 


0 


H 


H 


F 


CHF 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


CHF2 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


CHF 2 


CFa 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


CHF 2 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


OEt 


CHF 2 


CFa 


Me 


Me . 


H 


H 


0 


H 


H 


CFa 


CHF2 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


CHF 2 


CFa 


Me 


Me 


H 


H 


0 


H 


H 


CFa . 


CHF 2 


CN 


Me 


Me 


H 


H 


0 


H 


H 


CN 


CHF 2 


CF3 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


CHF2 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Me 


CHF 2 


CFa 


Me 


Me 


H 


H 


0 


H 


H 


Me 


CHF2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CHF 2 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Et 


CHF2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CHF 2 


Et 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


CH2CHF2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2CHF2 


CFa 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


CifcCFa 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2CF3 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


CH2OH 


CI 


Me 


Me 


H 


H 


0 


H 


H 


Ql 


CH2OH 


CFa 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH20Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


CEbOMe 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH20Me 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


CH20Me 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


CH20Me 


F 


Me 


Me 


H 


H 


0 


H 


H 


F 


CEbOMe 


CFa 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


CH20Me 


CI 



WO 02/062770 



PCT/JP02/01015 



75 



Me 


Me ' 


H 


H 


0 


H 


H 


CI 


CH20Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHsOMe 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


CHssOMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHsOMe 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


OEt 


CH20Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CEbOMe 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF 2 


CHsOMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


COB^OMe 


CN 


Me 


Me 


H 


H 


0 


H 


H 


CN 


CEfeOMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CBkOMe 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Me 


CH20Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH20Et 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH20Et 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2CH2OH 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2CH2OH 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2CH20Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CHsCIfcOMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CEzCHzOEt 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CEkdfcOEt 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2NHMe" 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CHsNHMe. 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2N(Me>2 . 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2N(Me) 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2N(Me)C(=0)Me 


ci 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2N(Me)C(=0)Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2N<Me)C(=0)CFs 


CI 


Me 


Me" 


H 


H 


0 


H 


H 


CI 


CH2NCMe)C(=0)CFs 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2N(Me)S02Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


ci 


CH2N(Me)S02Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2N(Me)S0 2 CHF 2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2NCMe)S0 2 CHF2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH 2 N(Me)S0 2 CFs 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2N(Me)S0 2 CFs 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CEbSMe 


d 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CEbSMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2S02Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2S02Me 


CFs 


Me '. 


Me 


H 


H 


0 


H 


H 


CFs 


CEbCHsiSMe ( 


31 



WO 02/062770 



PCT/JP02/01015 



*:T6 v.* /. 



Me 


Me 


H 


H 


0 


H 


H 


CI 


CHsCEfeSMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CHzCBkSOzMe 


ci 


Me 


Me 


H 


H 


0 


H 


H 


ci 


CHsCBkSOzMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2CN 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2CN 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2C(=0)OMe 


ci 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2C(=0)OMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


CH2C(=0)OEt 


CI 


Me 


Me 


H 


H 


0 


H 


H 


ci 


CH2C(=0)OEt 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH(Me)C(=0)OMe 


CI 


Me 


Me 


H 


H 


0 


H 


H 


ci 


CH(Me)C(=0)OMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(Me) 2 C(=0)OMe 


CI 


Me 


Me 


H 


H 


0 


H 


H 


ci 


C(Me) 2 C(=0)OMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2C(=0)NH2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2C(=0)NH2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2C(=0)NHMe 


CI 


Me 


Me 


H 


H 


0 


H 


H 


a 


CH2C(=0)NHMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2C(=0)N(Me) 2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2C(=0)N(Me) 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2C(=0)Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


ci 


CH2C(=0)Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2C(=NOMe)Me 


ci 


Me 


Me 


H 


H 


0 


H 


H 


a 


CH2C(=NOMe)Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2C(=0)CFs 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2C(=0)CFs 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


CH2CH2C(=0)Me 


ci 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CH2CH2C(=0)Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Ph 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


Et 


Ph 


01 


Me 


Me 


H 


H 


0 


H 


H 


Pr 


Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


Pr-i 


Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


Bu-t 


Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CHsOMe 


Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


OCHF2 


Ph 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


CHF2 


Ph 


CI 



WO 02/062770 



PCT/JP02/01015 



77 



Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


H 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pli 


Me 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Ph 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


Et 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


CF 8 


Ph 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


F 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CI 




CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OH 


Me 


Me 


H 


H 


0 


H 


H 


OH 


Pt 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


Ph 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


OEt 


Ph 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pk 


OPr-i 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OPr 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph . 


OBu-t 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OCHzPr-c 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OCH2CH=CHz 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OCH2C=CH 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


OCHF 2 


Ph 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pk 


OCH2CHF2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OCH2CF3 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OCH2C(=0)OMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OCH(Me)C(=0)OMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OC(Me) 2 C(=0)OMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OC(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OC(=0)Et 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


0C(=0)CH2Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OC(=0)CFs 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OC(=0)Ph 


Me" 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OS02Me 


Me . 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OS02Et 


Me : 


Me 


H 


H 


0 


H 


H 


CFs : 


Ph 


0SO2CH2Ph 


Me; 


Me 


H 


H 


0 


H 


H 


CFs ; 


Ph 


OSOsCFs 



WO 02/062770 



PCT/JP02/01015 



• • 78 



Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


OSOsPh 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


Ph 


SMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


S02Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


SEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


SOzEt 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


SPri 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


S02Pri 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


Ph 


SPr 


Me 


Me 


H 


H 


0 


H 


TT 

H 


CFs 


Ph 


SOaPr 


Me 


TV /r _ 

Me 


TT 

H 


H 


0 


TT 

H 


TT 

H 


CFS 


Ph 


SBu-t 


Me 


Me 


TT 

xi 


TT 

H 


0 


TT 

H 


TT 
XI 


OFS 


TJT_ 

Ph 


S02Bu-t 


Me 


TV /T_ 

Me 


TT 

H 


H 


0 


TT 

H 


TT 

H 


CFs 


Ph 


SCHF2 


Me 


Me 


H 


H 


0 


H 


TT 

H 


CFs 


Ph 


SO2CHF2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


NH2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


NHMe 


Me 


Me 


H 


H 


0 


H 


H 


C?3 


Ph 


N(Me>2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


NHCC=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


N(Me)C(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


NHSOsMe 


Me 


Me . 


H 


H 


0 


H 


T_T 


CFs 


Ph 


NCMe^SOaMe 


Me 


Me 


TT 

H 


H 


0 


TT 

H 


TT 

XI 


CFs 


TVl_ 

Ph 


NHSO2CFS 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph j 


NCMeJSCteCFs 


Me 


Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 


CFs 


Ph 


NHPh 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


NCMe)Ph 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


CN 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


C(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


C(=0)OMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


C(=0)NH2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


C(=0)NHMe 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


C(=0)N(Me>2 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


Imidazol-l-yl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 




PyrazoM-yl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


1,2,4-Triazol-l-yl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


l,2,4-lriazol-4-yl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


letrazoM-yl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


letrazol-5-yl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Ph 


(4,6-Dimetho33^yrirnidin-2-yl 
'oxy 



WO 02/062770 



PCT/JP02/01015 



79 



Me 
Me 


Me 
Me 


H 

H 


H 
H 


0 
0 


H 
H 


H 
H 


CFs 

CF2CF3 


Pli 
Ph 


(4, 6-DimetHoxypyrimi din*2-yl 
)sul£onyl 

CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-CDPIi 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CF S 


(2-F)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-0Me)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-Me)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


(2-N02)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-CN)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-C(=0)Me)Pii 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-C(=0)0Me)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-C(=0)0Et)Ph 


CI 


Me 


Me 


H 


H 


0 


H* 


H 


CFs 


(2-C(=0)OPr-i)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-C(=0)NH2)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-C(=0)NHMe)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(2-C(=0)NMe2)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-CDPh 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-F)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-0Me)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-Me)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-N02>Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-CN)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


(3-C(=0)Me)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-C(=0)0Me)Ph 


CI 


Me 


Me 


H 


H 


0 


H' 


H 


CFs 


(3-C(=0)0Et)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


(3-C(=0)0Pr-i)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-C(=0)NH2)Pli 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-C(=0)NHMe)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(3-C(=0)NMe 2 )Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFa 


(4-CDPh 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(4-F)Ph 


CI 


Me. 


Me 


H 


H 


0 


H 


H 


CFs 


(4-0Me)Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(4-Me)Pli 


CI 


Me : 


Me 


H 


H 


0 


H 


H 


CFs 


(4-N02)Ph 


CI 


Me 3 


Me 


H 


H 


0 


H 


H < 


CFs 


:4-C^DPh 


CI 


Me 3 


Me 


H 


H 


0 


H 


H < 


CFs 


:4-C(=0)Me)Ph 


CI 


Me] 


Me 


H 


H 


0 


H 


H i 


CFs ( 


;4-C(=0)0Me)Ph < 


CI 


Me J 


Me . 


H 


H 


0 


H 


H ( 


CFs 


:4-C(=0)0E^Ph 


CI 



WO 02/062770 



PCT/JP02/01015 



80 



Me 


Me 


H 


H 


0 


H 


H 


CFs 


(4-C(=O)0Pr-i)Pb 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(4-C(=0)NH2>Ph 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 




CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


(4-C(=0)NMe2)Pli 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Pyrmidin-2-yl 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


4,6-Dimethoxypyrmidin-2-yl 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Thioplien-2-yl 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


Furan-2-yl 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


S02Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


SOzEt 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


S02Pr-i 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


SO2CH2PI1 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


SO2CHF2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


SO2CFS 


a 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


SOzPh 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)Me 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)Et 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)Pr-i 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)Bu-t 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)Ph 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)CH2Ph 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)CH2C1 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CF3 


C(=0)CHCl2 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)CFs 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)OMe 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)0Ph 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)0CHzPh 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)NHMe 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)N(Me) 2 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


C(=0)NHPh 


Cl 


ivie 


TV/To 


rr 

Jul 


TT 
Jd 


u 


XT 
XI 


XT 

n 


O.T 3 


NH2 


Cl 


Me 


Me 


H 


H 


0 


H 


H 


CI 


-(CH2>20- 


Me 


Me 


H 


H 


0 


H 


H 


CI 


•(CH2)sO- 


Me 


Me 


H 


H 


0 


H 


H. 


ci 


•(CH^sS- 


Me 


Me 


H 


H 


0 


H 


H 


CI 


-(CH2)sS0 2 - 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


•(CH2)20* 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


-(CE&DsO- 


Me 


Me 


H 


H 


0 


H 


H 


CFs 


-(CH2)sS- 



WO 02/062770 



PCT/JP02/01015 



81 





Mp 


XT 

n 


XT 
XI 


U 


XT 

XX 


XT 
xl 


UJDS 




•(CH2>sS02- 


Mp 

XkXc 


Me 


XT 
XX 


XT 
XX 


u 


XT 
XX 


XT 

XX 


L^ivxe 




•(CHs) 4 - 


Mp 


Mp 


XT 

XI 


XT 

n 


u 


XT 
XX 


XT 

XX 


L^OXJ-T 2 




-(Cxl2)4- 


XT 
XI 


XT 


TT 

XX 


XT 


U 


XT 
xl 


XT 
XX 


CF a 


xVie 




ci 


Mo 

XYXC 


XT 
XI 


XX 


XT 
XX 


n 
u 


XT 

XX 


XT 

XX 


Ur 3 


xvxe 




Cl 


Mp 

XYXc 


XT 
XX 


Me 

IVXC 


XX 


u 


XT 
Xx 


XT 
Xx 


or 3 


jvxe 




en 


Mp 

XYXC 


Mp 

XYltJ 


Me 


TT 


n 


TT 


XT 
Xx 


uX 8 






Cl 


Me 


Me 


H 


xj 


n 


Mp 

XYXC 


TT 

XX 


u£ 3 


Mp 

xvxe 




Cl 


Me 


Me 


XT 

XX 


XT 
XX 


n 




XT 
XX 


ur 3 


Mo 

xvxe 




Cl 


Me 


Me 


H 


XT 

XX 


n 

V/ 


111 


XT 
XX 


or 8 


Mp 

xvxe 




Cl 


Me 


Me 


H 




0 


Me 


Me 


CFs 


Me 




Cl 


Me 


Bt 


H 


H 


0 


H 


H 


CF3 


Me 




Cl 


Et 


Et 


H 


H 




H 


H 


CF» 

vyx a 


Mp 

ivxe 




Cl 


Me 


Pr-i 


H 


TT 

XX 


0 


TT 

XX 


TT 

XX 




Mp 

xvie 




Cl 


Me 


Pr 


H 


H 


0 


H 


H 




Mp 




Cl 


Me 


Pr-c 


H 


H 


0 


H 


TT 

XX 


or a 


Mp 
XYXo 






Me 


CHsPr-c 


H 


H 


0 


H 


H 


or a 


Mp 




Cl 


-(CHssV 


H 




0 


H 


XT 

XX 


ox? a 


Mp 




Cl 


-(CHs)s- 


H 


H 


0 


H 


H 


CFs 


Me 




Cl 


■(CH2)4- 


H 


H 


0 


H 


H 


CFs 


Me 




Cl 


•(CHssJs- 


H 


H 


0 


H 


H 


CFs 


Me 




Cl 


H 


•(CH2>3- 


H 


0 


H 


H 


CFs 


Me 




Cl 


H 


-(CH2) 


4- 


H 


0 


H 


H 


CFs 


Me "I 




a 


H 


-(CH2>5- 


H 


0 


H 


H 


CFs 


Me 




Cl 


H 


-(CH2) 


6* 


H 


0 


H 


H 


CFs 


Me 




Cl 


Me 


Et 


H 


H 


2 


H 


H 


H 


H 




H . . . 



WO 02/062770 



PCT/JP02/01015 



82 



^4 



R 2 R s R 4 



N "S(0)h-C 




Rl 


R 2 


R 3 


R 4 




R 6 


R 6 


Z s 


RSI 


RS2 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


F 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


CI 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


o 


Me 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


OPr-i 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


o 


Me 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


Me 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


CN 


Me 


Me 


H 


H 


2 


H 


H 


0 


OCHF2 


F 


Me 


Me 


H 


H 


2 


H 


H 


0 


OCHF2 


CI 


Me 


Me 


H 


H 


2 


H 


H 


0 


OCHF2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


0 


OCHF2 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


0 


OCHF2 


CN 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


F 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


ci 


Me 


Me 


H 


H 


2 


H 


H 


o 


CFs 


OMe 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


o 


CF 3 


OPr-i 


Me 


Me 


H 


H 


2 


H 


H 


o 


CFs 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


SMe 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


SOMe 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


S02Me 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


SEt 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


SOEt 


Me 


Me 


H 


H 


2 


H. 


H 


0 


CFs 


S02Et 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


SPr-i 


Me 


Me 


H 


H 


2 


H 


H 


o 


CFs 


SOPr-i 


Me 


Me 


H 


H 


2 


H 


H 


o 


CFs 


S02Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


SPh 


Me 


Me 


H 


H 


2 


H 


H 


0 


CFs 


SOPh 



WO 02/062770 



PCT/JP02/01015 



83 



Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H 


O 


Me 


Me 


H 


H 


2 H 


H 


O 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H . 


O 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H 


O 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H 


2 H 


H 


0 


Me 


Me 


H 


H . 


2 H 


H 


0 


Me 


Me 


H 


H . 


2 H 


H . 


0 


Me 


Me 


H 


H : 


2 H 


H : 


O 


Me 


Me 


H 


H : 


I H 


H 


0 


Me 


Me 


H 


H : 


I H 


H • 


O 


Me 


Me 


H 


H 5 


I H 


H 


0 


Me 


Me 


H 


H i 


I H 


H 1 


0 


Me 


Me 


H 


H i 


I H 


H 


0 


Me 


Me 


H 


H I 


I H 


H 


o 


Me 


Me 


H 


H I 


I H 


H 


0 


Me 


Me 


H 


H 2 


! H 


H 


o 


Me 


Me 


H 


H 5 


! H 


H . 


o 


Me 


Me 


H 


H 2 


: H 


H 


o 


Me 


Me 


H 


H 2 


H 


H 


o 


Me 


Me 


H 


H 2 


H 


H 


o 


Me 


Me 


H 


H 2 


H 


H 


o 


Me 


Me 


H 


H 2 


H 


H 


o 


H 


H 


H 


H 2 


H 


H 


0 


Me 


H 


H 


H 2 


H 


H 


0 


Me 


H 


Me 


H 2 


H 


H 


0 


Me 


Me 


Me 


H 2 


H 


H . 


0 


Me 


Me 


H 


H 2 


Me 


H i 


D 


Me 


Me 


H 


H 2 


Et 


H ( 


0 


Me 


Me 


H 


H 2 


Pr-i 


H ( 


D 


Me 


Me 


H 


H 2 


Me 


Me < 


3 


Me 


Et 


H 


H 2 


H 


H X 


D 


Et 


Et 


H 


H 2 


H 


H ( 


D 


Me 


Pr-i 


H 


H 2 


H 


H ( 


J 



CF 8 


S02Ph 


CFs 


. SCHF2 


CFs 


SOCHF2 


CFs 


SO2CHF2 


CFs 


SCFs 


CFs 


SOCFs 


CFs 


SO2CF3 


CFs 


NH2 


CF 3 


NHC(=0)Me 


CFs 


NHC(=0)Ph 


CF 3 


NHC(=0)CH2Ph 


CFs 


NHC(=0)CFs 


CFs 


NHSO-2Me 


CFs 


NHSOsPh 


CFs 


NHSO2CHF2 


CFs 


MHSO2CF3 


CFs 


NHMe 


CFs 


NHPh 


CFs 


N(Me)C(=0)Me 


CF 3 


N(Me)C(=0)Ph 


CFs 


N(Me)C(=0)CH2Ph 


CFs 


N(Me)C(=0)CFs 


CFs 


N(Me)S02Me 


CFs 


N(Me)S02Ph 


CFs 


N(Me)S0 2 CHF2 


CFs 


N(Me)S0 2 CFs 


CFs 


N(Me) 2 


CFs 


N(Me)Pli 


CFs 


Me 


CFs 


CFs 


CFs 


CN 


Ph 


Me 


CFs 


Me 


CFs 


Me 


CFs 


Me 


CFs 


Me 


CFs 


Me 


CFs 


Me 


CFs ] 


Me- 


CFs ] 


Me 


CFs ] 


Me 


CFs 1 


Me 


CFs 1 


Vie 



WO 02/062770 



PCT/JP02/01015 



84 



Me 


Pr 


H 


H 


2 


H 


H 


0 


CFs 


Me 


Me 


Pr-c 


H 


H 


2 


H 


H 


O 


CF3 


Me 


Me 


CHzPr-c 


H 


H 


2 


H 


H 


0 


CFs 


Me 


-(CH2>2* 


H 


H 


2 


H 


H 


0 


CFs 


Me 


-(CHsDs- 


H 


H 


2 


H 


H 


0 


CFs 


Me 


-(CH2>4- 


H 


H 


2 


H 


H 


0 


CFs 


Me 


-(CH2> 6 - 


H 


H 


2 


H • 


H 


0 


CFs 


Me 


H 


-(CHzV 


H 


2 


H 


H 


0 


CFs 


Me 


H 


-(CHz) 


4" 


H 


2 


H 


H 


0 


CFs 


Me 


H 


-(CH2) 


r 


XT 
XX 


9 




■a 

XX 




f"VR« 


Me 


H 


-(CH2) 


er 


TT 
XI 


2 


TT 

XI 


rj 

xi 


U 


L>va 


Me 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


F 


Me 


Me 


H 


H 


2 


H 


H 


S 


Me 


CI 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


OMe 


Me 


Me 


H 


H 


2 




H 


s 


Me 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


s 


Me 


OPr-i 


Me 


Me 


H 


H . 


2 


TT 

H 


TT 

H 


Ci 

s 


Me 


OPn 


Me 


Me 


H 


H 


2 


TT 

H 


TT 

H 


s 


TV jr 

Me 


CX/^TTTJl 
OCHF2 


Me 


Me 


H 


XX 

H 


2 


TT 

H 


TT 

H 


s 


C1C1TJC 
OCHF2 


xn 

F 


Me 


Me 


H 


XX 

H 


2 


TT 


XT 

H 


s 


OCHF2 


CI 


Me 


Me 


H 


TT 

H 


2 


TT 

H 


TT 

H 


s 


OCHF2 


Me 


Me 


Me 


H 


H 


2 


XT 

H 


XT 

H 


CI 

s 


OCHF2 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


CI 

s 


O.CHF2 


CN 


Me 


Me 


H 


H 


2 


H 


TT 

H 


s 


CFs 


xn 

F 


Me 


Me 


H 


H 


2 


H 


TT 

H 


ct 

s 




CI 


Me 


Me 


H 


H 


2 


H 


H 


CI 

s 


CFs 


c»n it 

OMe 


Me 


Me 


H 


H 


2 


XT 

H 


XT 

H 


CI 

s 


CFs 


OEt 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


OPh 


Me 


Me 


H 


H 


2 


H 


XT 

H 


CI 

s 


CFs . . 


OCHF2 


Me 


Me 


H 


TT 

H 


2 


XT 

H 


TT 

H 


c» 

s 


CFs 


SMe 


Me 


Me 


H 


H 


2 


TT 

H 


TT 

H 


CI 

s 


CFs 


SOMe 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


S02Me 


Me 


Me 


H 


TT 

H 


2 


H 


XT 

H 


CI 

s 


CFs 


SEt 


Me 


Me 


H 


TT 
A 


9 


XT 
XI 


XT 
XI 


Q 


OX 3 


QOT?f 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


SOsEt 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


SPr-i 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


SOPr-i 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


S02Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


SPh 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


SOPh 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


SO2PI1 


Me 


Me 


H 


H 


2 


H 


H 


s 


CFs 


SCHF 2 



WO 02/062770 



PCT/JP02/01015 



85 



ayxg 


Tv/rp 


TT 

XX 


XT 

XX 


O 
£t 


XT 

XX 


XT 
XX 


G 


Or 3 


oUOxTr2 


Me 


XVXC 


TT 

XX 


XX 


o 


XT 

XX 


XT 
XT 


G 
D 




oO20xTr 2 


iyxc 


Mp 
xvxe 


XT 

XX 


XT 

XX 


o 


XT 

XT 


XT 
XT 


O 

o 


CP3 


bOr 3 


Mp 

IYXC 


Mp 
xyxc 


XT 
XX 


XT 
XI 


9 


XT 
XX 


XT 
XT 


c 
o 


Or 3 


G/^IP1P 

oUOr s 


Me 


Mp 
xvxe 


TT 

XX 


XT 

XX 


9 


TT 

XX 


XT 
XT 


Q 


Or s 


oO^aOrs 


Me 


Mp 
xvxe 


XT 

XX 


TT 

XX 


9 


XT 
Xx 


TT 
XT 


G 


PTiV 

or 8 


XTXTn 

XNXT2 


Me 

XYXC 


Mp 

XVXC 


TT 

XX 


XT 

XX 


9 


TT 
Xx 


XT 
XT 


G 


rip. 
Or 8 


JNxtOv— Oy xvxe 


Me 


Me 


XT 

XX 


TT 

XX 


9 


TT 

XX 


XT 
XT 


G 


or 3 


XTXT n f—f~\\ X3"U 


Me 


Me 

XYXC 


XX 


XX 


9 


XT 

XX 


TT 

XT 


G 
O 


or 3 


XTTTP ^— P\ r , XT^X>"k 

xNxxO^ — \J) Ox±2ir Jx 


Me 


Me 


H 


H 


2 


H 

XX 


TT 

XX 


G 


PTPo 
ur 3 


XNXTOv— o/or 3 


Me 


Me 


H 


H 


2 


H 


XT 

XX 


G 


or 3 


X\ XT 0 VJ2iVXe 


Me 


Me 


H 


H 


2 


H 


H 


s 


vi 8 


XN XXO 02Xr XT 


Me 


Me 


H 


H 


2 


H 


TT 

XX 


G 
kj 


L/f 3 


TsTTTCSnoPTTTTo 
X\ XT O 02 OxTJ? 2 


Me 


Me 


H 


H 


2 


H 


TT 

XX 


Q 


or 8 


XTTTCjnoPTro 
XNXT0O20r 8 


Me 


Me 

xvxe 


XT 

XX 


TT 

XX 


9 


XT 

XX 


TT 

XT 


G 
0 


or 3 


XT LJ 

xxJLTxvxe 


Mp 

XYXC 


Mp 

XVXC 


TT 

XX 


XX 

XX 


9 


XT 
XX 


TT 
XT 


G 


ptt« 
or s 


JNxTl^XX 


Mp 

XYXC 


Mp 
xvxe 


pr 

XX 


XT 
XX 


9 


XT 
XX 


XT 
IT 


G 


ft XT' 

or s 


iNUVie;Ov— UJMe 


Me 

XYXC 


Mp 

XYXC 


XX 


TT 

XX 


9 


TT 

XX 


TT 
XT 


G 


PTPo 

or 3 


IN UVxey Ov— OJ Jrii 


Mp 

XYXC 


Mp 

XYXC 


XT 


TT 

XX 


9 


TT 

XI 


TT 
XT 


G 


or 3 


IN UVLe; Ov=U; OxT2ir Jx 


Mp 


Mp 

XVXC 


TT 

XX 


TT 

XX 


9 


XT 
XI 


TT 
XT 


G 


or 3 


xNUVxe/ov— U/Or 3 


Me 

XYXC 


Mp 
xvxe 


XT 

XX 


TT 

XX 


9 


TT 

XX 


TT 
XT 


G 


PTPo 

or s 


IN UViejoU2xVle 


Me 


Me 


TT 

XX 


XX 


9 


TT 

XX 


TT 

XT 


Q 
D 


PTPo 

or s 


X\ UVX ej 0 U2rH 


Me 


Me 


XX 


TT 

XX 


2 


TT 

XX 


TT 

XX 


G 


PTPo 

or 3 


xNU.Vxe^oL/20xTr 2 


Me 


Me 


H 

XX 


H 


2 


TT 

XX 


TT 

XX 


G 
0 


or s 


in uviey 0 02 or 3 


Me 


Me 


TT 

XX 


XX 


9 


XT 
XX 


TT 

XT 


G 


or 3 


xNVxVxe/2 


Me 


Mp 

XVXC 


XT 

XX 


TT 

XX 


9 


TT 

XX 


TT 
XT 


G 


or 8 


xvUvie'rii 


Me 

1YXC 


Mp 

XVXC 


TJ 

XX 


TT 

XX 


9 


TT 

XX 


TT 

IT 


G 


or s 


ivxe 


Mp 

XYXC 


Mp 

XYXC 


TT 

XX 


XT 

XX 


9 


XT 

XX 


TT 
XT 


G 


or s 


OIN 


H 

XX 


XT 

XX 


TT 


XT 
XX 


9 


TT 

XX 


TT 
XT 


G 


or 8 


PI 
01 


Me 

XYXC 


XT 
XX 


TT 

XX 


TT 

XX 


9 


TT 

XX 


TT 
XT 


G 


or 3 


01 


Mp 

1YXC 


TT 

XX 


xvxe 


TT 

XI 


9 


XX 


XT 
XT 


G 
0 


or 3 


01 


Mp 

XYXC 


M*» 

XYXC 


Mp 
xvxe 


TT 

XX 


9 


XT 
XX 


TT 
XT 


Q 
o 


or s 


PI 
01 


Mp 

1YXC 


Mp 
XVXC 


TT 

XX 


XI 
XX 


9 


xvxe 


TT 
XT 


G 


or 3 i 


PI 
Ox 


Me 


Me 


H 


H 


2 


Et 


H 


s 


CFa 


CI 


Me 


Me 


H 


H 


2 


Pr-i 


H 


s 


CF3 


CI 


Me 


Me 


H 


H 


2 


Me 


Me 




CFs 


CI 


Me 


Et 


H 


H 


2 


H 


H 


s 


CFs 


CI 


Et 


Et 


H 


H 


2 


H 


H 


s 


CFs 


CI 


Me 


Pr-i 


H 


H 


2 


H 


H 


s • 


CFs 


CI 


Me 


Pr 


H 


H 


2 


H 


H 


3' 1 


CFs 


CI 


Me 


Pr-c 


H 


H 


2 


H 


H f 


3 < 


CFs < 


CI 


Me 


CH2Pr-c 


H 


H 


2 


H 


H i 


3 ( 


CFs 1 


CI 



WO 02/062770 



PCT/JP02/01015 



86 



-(CH2)2- 


H 


H 


2 


H 


H 


S 


CFa 


CI 


-(CHals- 


H 


H 


2 


H 


H 


S 


CFs 


d 




H 


H 


2 


H 


H 


S 


CFs 


CI 


-(CHjDb- 


H 


H 


2 


H 


H 


S 


CFs 


CI 


TT 

H 


-(CH2)s- 


H 


2 


H 


H 


S 


CFa 


a 


H 


-(CH2)4- 


H 


2 


H 


H 


s 


CFs 


CI 


H 


-(CHz)6- 


H 


2 


H 


H 


s 


CF 3 


a 


H 


-(CHsDg- 


XT 
XT 


9 


TJ 
XI 


TT 

xjl 


c 
o 


OX 3 


n 

ox 


Me 


Me 


H 


TT 
XI 


1 


TT 

xl 


XT 
xl 


V 


TV Art 

I vie 


T71 

r 


Me 


Me 


H 


TT 

xi 


1 


TT 

xl 


IT 
XT 


r\ 
o 


xvie 


oi 


Me 


Me 


H 


TT 

xl 


X 


IT 
Xl 


IT 

XT 


\j 


xvxe 


oxYie 


Me 


Me 


H 


TT 
XT 


1 


TT 
xl 


IT 

. XT 


r\ 
\J 


rvie 


OXJit 


Me 


Me 


H 


IT 
XT 


1 


IT 
Xl 


IT 
XT 


r\ 
\J 


TV/To 

ivie 


KJsrT 1 


Me 


Me 


H 


IT 


1 


TT 
Xl 


IT 

XT 


r\ 
\J 


ivie 


oXrll 


Me 


Me 


H 


TT 
XX 


•t 
1 


TT 


TT 
XT 


r\ 
o 


TV /To 

Me 


Uorir2 


Me 


Me 


H 


TT 

xl 


1 


TT 

xl 


IT 

xl 


r\ 
U 


Me 


Me 


Me 


Me 


H 


xl 


1 


U 
XL 


XT 

xl 


U 


Me 


or s 


Me 


Me 


H 


TJ 

xl 


1 
1 


TT 

xl 


IT 
XT 


r\ 


Me 


oiN 


Me 


Me 


H 


TT 

xl 


1 


IT 

xl 


TT 

ri 


U 


Uuxii , 2 


r 


Me 


Me 


H 


TT 

xl 


1 
1 


TT 

xl 


XT 

xl 


r\ 
\J 


r^oiTxr^ 


n 

Ox 


Me 


Me 


H 


IT 
Xl 


1 


TT 
Xl 


IT 
XT 


r\ 
\J 


r\/^iTTT~ 

ooxir 2 


ivie 


Me 


Me 


H 


TJ 

xl 


1 


TT 

xl 


XT 

xl 


r\ 
\J 


Uoxir2 


or s 


Me 


Me 


H 


Xl 


X 


IT 
Xl 


TJ 
Xl 


o* 


00X1X2 


OlN 


Me 


Me 


H 


IT 

xl 


1 


xl 


XT 
Xl 


r\ 
\J 


Or 3 


T? 
r 


Me 


Me 


H 


TJ 
Xl 


1 

1 


TT 
Xl 


TT 
XT 


r\ 
\J 


OX 3 


ox 


Me 


Me 


H 


TT 
Xl 


1 


IT 
Xl 


TT 
Xl 


SJ 


LrX 3 


ovivie 


Me 


Me 


H 


XT 

xl 


1 


TT 

xl 


XT 
XT 


r\ 
\J 


Or 8 


OXitt 


Me 


Me 


H 


TT 
Xl 


1 


TJ 

ri 


XT 
Xl 


r\ 
\J 


or 3 


urn 


Me 


Me 


H 


TJ 
XI 


1 


IT 

xl 


IT 

xl 


r\ 
KJ 


or 8 


Uirxx 


Me 


Me 


H 


TJ 

xl 


1 


IT 

xl 


IT 

xl 


U 


r*x?« 
or 8 


U OXlr2 


Me 


Me 


H 


TT 

xl 


1 


IT 

xl 


U 
±1 




/"I V>1_ 

or 3 


oMe 


Me 


Me 


H 


TT 

xl 


1 


IT 

xi 


XT 

xi 


r\ 
U 


or a 


bU2Me 


Me 


Me 


H 


TJ 


1 

1 


IT 

xi 


IT 

xl 


KJ 


or 8 


oHit 


Me 


Me 


H 


H 


1 


. H 


H 


o 


CFs 


SOpEt 


Me 


Me 


H 


H 


1 


H 


H 


O 


CFs 


SPr-i 


Me 


Me 


H 


H 


1 


H' 


H 


o 


CFs 


SO2P1-1 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFs 


SPh 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


S02Ph 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFa 


SCHF2 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFs 


SO2CHF2 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


SCFs 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


SO2CF3 



WO 02/062770 



PCT/JP02/01015 



87 



Me 


Me 


H 


H 


1 


H 


H 


O 


CFs 


NHs 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


NHC(=0)Me 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


NHC(=0)Ph 


Me 


Me 


H 


H 


1 


H 


H 


O 


CFs 


NHC(=0)CH 2 Ph 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


NHC(=0)CF 8 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


NHSOzMe 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFs 


NHSC-2Ph 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFs 


NHSO2CHF2 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFs 


NHSO2CF8 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


NHMe 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


NHPh 


Me 


Me 


H 


H 


1 


■ H 


H 


o 


CFs 


N(Me)C(=OMe 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFs 


N(Me)C(=0)Ph 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


N(Me)C(=0)CH2Ph 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


N(Me)C(=0)CFs 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


N(Me)S02Me 


Me 


Me 


H 


H 


1 


H 


H ".' 


0 


CFs 


N(Me)S02Pli 


Me 


Me 


H 


H 


1 


H 


H 


0 


CFs 


N(Me)S0 2 CHF 2 


Me- 


■ ; Me 


H 


H 


1 


H 


H : 


0 


CFs 


N(Me)S0 2 CFs : 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFs 


N(Me) 2 


Me 


Me 


H 


H 


1 


H 


H 


b 


CFs 


N(Me)Ph 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFa 


Me 


Me 


Me 


H 


H 


1 


H 


H 


o 


CF3 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


o 


CFs 


CN 


Me 


Me 


H 


H 


1 


H 


H .' 


o 


Ph 


Me 


H 


H 


H 


H 


1 


H 


H 


o 


CFs 


Me 


Me 


H 


H 


H 


1 


H 


H 


0 


CFs 


Me 


Me 


H 


Me 


H 


1 


H 


H 


0 


CFs 


Me 


Me 


Me 


Me 


H 


1 


H 


H 


o 


CFs . 


Me 


Me 


Me 


H 


H 


1. 


Me 


H 


0 


CFs 


Me 


Me 


Me 


H 


H 


1 


Et 


H 


0 


CFs 


Me 


Me 


Me 


H 


H 


1 


Pr-i 


H 


0 


CFs 


Me 


Me 


Me 


TT 


TT 

H 


1 


TV It 

Me 


Me - 


o 


CFs 


Me 


Me * 


Et 


H 


H 


1 


H 


H 


o 


CFs 


Me 


Et 


Et 


H 


H 


1 


H 


H 


0 


CFs 


Me 


Me 


Pr-i 


H 


H 


1 


H 


H 


0 


CFs 


Me 


Me 


Pr 


H 


H 


1 


H 


H 


0 


CFs 


Me . 


Me 


Pr-c 


H 


H 


1 


H 


H 


0 


CFs 


Me 


Me 


CHsPr-c 


H 


H 


1 


H 


H 


0 


CFs : 


Me 


<GK2>2~ 


H 


H 


1 


H 


H 


0 < 


CFs 1 


Me 


-(CH2>3- 


H 


H 


1 


H 


H ( 


0 < 


SFs ' ] 


Me 


-(CH2>4" 


H 


H 


1 


H 


H ( 


0 ( 


DFs ] 


Me 



WO 02/062770 



PCT/JP02/01015 



88 



-(CHsDr 




H 


1 


H 


H. 


0 


CFs 


Me 


XT 
XI 


-(CHjs>s- 


H 


1 


H 


H 


0 


CFs 


Me 


rr 

H 


-(CHz)*- 




X 


H 

XX 


H 


o 


CFs 


Me 


H 


-(CHz)b- 


TT 
A 


X 


TT 

XT 


XT 

n 


r\ 
\j 


wr 3 


±vxe 


H 


-(CH2) 6 - 


TT 

XT 


1 


TT 

XT 


TT 

Jbi 


r\ 
\J 




Me 


Me 


Me 


H 


TT 

H 


1 


TT 

H 


TT 

H 


s 


Me 


F 


Me 


Me 


H 


TT 

xi 


1 


TT 
XI 


TT 


b 


■k /r 
Me 


CI 


Me 


Me 


H 


TT 

xi 


1 


TT 

XT 


TT 
XT 


b 


Me 


OMe 


Me 


Me 


H 


TT 
XT 


1 


TT 

XT 


TT 
±1 


b 


TV/r_, 

Me 


U£it 


Me 


Me 


H 


TT 
XX 


1 

1 


TT 

XT 


TT 

xl 


b 


Me 


UfTT 


Me 


Me 


H 


TT 
±1 


1 


TT 

XT 


TT 
XT 


b 


Me 


OFn 


Me 


Me 


H 


TT 

H 


1 


TT 

xl 


TT ' 
XT 


b 


Me 


OCHF2 


Me 


Me 


H 


TT 

H 


1 


TT 


TT 

xi 


b 


OCHF2 


T7» 

F 


Me 


Me 


H 


TT 

H 


1 


TT 

H 


TT 

XT 


S 


OCHF2 


CI 


Me 


Me 


H 


TT 

H 


1 


TT 

H 


TT 

H 


s 


OCHF2 


Me 


Me 


Me 


H 


TT 


1 


TT 

H 


TT 

H 


S 


OCHF2 


CFs 


Me 


Me 


H 


TT 

H 


1 


TT ' • 

H 


TT 

H 


S 


OCHF2 


/-I XT 

CN 


Me 


Me 


H 


TT 

H 


1 


TT 
**. 


TT 

H 


S 


CFs 


TT* 

F 


Me 


Me 


H 


TT 

H 


1 


TT 
XT 


TT 

H 


s 


CF3 


CI 


Me 


Me ' 


H 


TT 


1 


TT 

H 


TT 

xi 


s 


CFs 


OMe 


Me 


Me 


H 


TT • 
±1 


1 


TT 

xi 


TT 
XT 


b 


CFs 


/*\Tj»o. 


Me 


Me 


H 


TT 
XI 


1 


TT 


TT 

XT 


b 


CFs 


OFn 


Me 


Me 


H 


TT 

XX 


1 


TT 
XT 


TT 

xi 


b 


CF3 


OOXXT2 


Me 


Me 


H 


TT 

xi 


1 


TT 

xi 


TT 

xi 


b 


Or 8 


bMe 


Me 


Me 


H 


TT 
XI 


1 


TT 

xl 


TT 
XT 


b 


/"VET* 

Crs 


C*f~\ TV K ^ 

b(J2Me 


Me 


Me 


H 


TT 

XI 


1 


TT 
XT 


TT 

xi 


b 


CFs 


SEt 


Me 


Me 


H 


TT ■ 
XI 


1 


TT 


TT 

xi 


b 


CFs 


bU2Xlt 


Me 


Me 


H 


TT 


1 


TT 


TT 

xi 


s 


CFs 


n-n : 

bPri 


Me 


Me 


H 


TT 

H 


1 


TT 

H 


TT 

H 


S 


CFs 


nn ti. : 


Me 


Me 


H 


TT 

H 


1 


TT 

H 


TT 

H 


s 


CFs 


SPn 


Me 


Me 


H 


TT 

xl 


1 


TT . 

H 


TT 

H 


s 


CFs 


SO2PX1 


Me 


Me 


H 


TT 

XI 


1 


TT 
XT 


TT 

xi 


b 


CFs 


SCHF2 


Me 


Me 


H 


TT 

xl 


1 


TT 


TT 

xi 


b 


CFs 


SO2CXTF2 


Me 


Me 


H 


TT 


1 
X 


XX 


XX 




ur 3 


our 3 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


SOzCFs 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


NH2 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


NHC(=0)Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


NHC(=0)Ph 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


NHC(=0)CH2Ph 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


NHC(=0)CFs 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


NHSOaMe 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


NHSOsPh 



WO 02/062770 



PCT/JP02/01015 



89 



Me 


Me 


H 


H 


1 


H 


H 


S 


CFa 


NHSO2CHF2 


Me 


Me 


H 


H 


1 


H 


H 


S 


CFs 


NHSOzCFs 


Me 


Me 


H 


H 


1 


H 


H 


S 


CFa 


NHMe 


Me 


Me 


H 


H 


1 


H 


H 


S 


CFs 


NHPh 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFa 


N0Me)C(=O)Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


N(Me)C(=0)Ph 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


N(Me)C(=0)CH2Pli 


Me 


Me 


H 


H 


1 


1 H 


H 


s 


CFs 


N(Me)C(=0)CFs 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


N(Me)S02Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


N(Me)S02Ph 


Me 


Me 


H 


H 


1 


H 


H 


s 


CF3 


N(Me)S0 2 CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


N(Me)S0 2 CF 3 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


N(Me) 2 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


N(Me)Ph 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


Me 


Me 


Me 


H 


H 


1 


H 


H 


s 


CFs 


CN 


H 


H 


H 


H 


1 


H 


H- 


s 


CFs 


CI 


Me 


H 


H 


H 


1 


H 


H 


s 


CFs 


CI 


Me 


H 


Me 


H 


1 


H 


H 


s 


CFs 


CI 


Me 


Me 


Me 


H 


1 


H 


H 


s 


CFs 


CI 


Me 


Me 


H 


H 


1 


Me 


H 


s 


CFs 


CI 


Me 


Me 


H 


H 


1 


Et 


H 


s 


CFs 


CI 


Me 


Me 


H 


H 


1 


Pr-i 


H 


s 


CFs 


CI 


Me 


Me 


XT 
±1 


TT 

Jti 


1 


TV IT ^ 

Me 


H IF 

Me 


s 


CFs 


CI 


Me 


Et 


TT 

n 


TT 
XI 


i 

X 


XT 

XX 


TT 
XX 


Q 


Or 8 




Et 


Et 


H 


XX 


1 

X 


XX 


XT 
XX 


a 
o 






Me 


Pr-i 


H 


H 


1 


H 


H 


s 


CFs 


CI 


Me 


Pr 


H 


H 


1 


H 


H 


s 


CFs 


CI 


Me 


Pr-e 


H 


H 


1 


H 


H 


s 


CFs 


CI 


Me 


CHjJPr-c 


H 


H 


1 


H 


H 


s 


CFa 


CI 


-<CHa>2- 


H 


H 


1 


H 


H 


s 


CFs 


CI 


-<CH2>3- 


H 


H 


1 


H 


H 


s 


CFs 


CI 


-<CH2)4- 


H 


H 


1 


H 


H 


s 


CFs 


CI 


-(CH2) 5 - 


H 


H 


1 


H 


H 


s 


CFs 


CI 


H 


-(CHsDj 


r 


H 


1 


H 


H 


6 


CFs 


CI 


H 


-(CHsDr 


H 


1 


H 


H 


s 


CFs 


CI 


H 


-(CH2>5- 


H 


1 


H 


H 


s 


CFs 


CI 


H 


-(CHsDe- 


H 


1 


H 


H 


3. 


CF3 


CI 


Me 


Me 


H 


H 


0 


H 


H I 


D J 


Me ] 


F 


Me 


Me 


•H 


H 


0 


H 


H i 


D ] 


Me i 


CI 


Me 


Me 


H 


H 


0 


H 


H ( 


D 


Me ( 


DMe 


Me 


Me 


H 


H 


0 


H 


H ( 


D 


Me ( 


DEt 



WO 02/062770 



PCT/JP02/01015 



90 



Me 


Me 


H 


H 


0 


H 


H 


O 


Me 


OPr-i 


Me 


Me 


H 


H 


0 


H 


H 


0 


Me 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


o 


TV It 

Me 


OCHF2 


Me 


Me 


H 


H 


0 


TT 

H 


TT 

H 


o 


tv yr _ 

Me 


Tv 

Me 


IV It 

Me 


TV if 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 


o 


TV yr 

Me 


CFs 


TV It ' 

Me 


Me 


TT 

H 


TT 

H 


0 


TT 


TT 

xl 


U 


Me 


/-TXT 


TV ir _ 

Me 


Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

xi 


r\ 
U 


OCHF2 


T71 

r 


Me 


TV fl* _ 

Me 


TT 

H 


TT 

ri 


0 


TT 

H 


TT 

XI 


r\ 
U 


r\ i~vtj Li^- 




Me 


TV If 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

H 


o 


OCHF2 


Me 


Me 


TV It 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

xl 


o 


OCHF2 


Or 3 


Me 


Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

H 


o 


OCHF2 


CN 


14 It 

Me 


TV It 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 
XI 


o 


CFs 


TJ» 

r 


Me 


Me 


H 


TT 

H 


0 


~ TT 

H 


TT 

H 


o 


CFs 


CI 


Me 


Me 


H 


H 


0 


- TT 

H 


TT 

H 


0 


CFs 


OMe 


Me 


Me 


H 


H 


0 


TT 

H 


TT 

H 


o 


CFs 


OEt 


Me 


Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

H 


o 


CFs 




Me 


Me 


H 


H 


0 


TT 

H 


TT 

H 


o 


CFs 




Me 


Me 


H 


TT 

H 


0 


TT 

H 


TT 

H 


o 


CFs 


OCX1T2 


TV K 

Me 


TV It 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

xl 


o 


Or 8 


SMe 


Me 


Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT ' 

XI 


o 


/"IT? 

CFs 


bU2Me 


Me 


Me 


H 


H 


0 


TT 

H 


TT 

xl 


o 


CFa 




TV K ~ 

Me 


TV JT — 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 
XI 


o 


Or s 


bU2Xvt 


Me 


Me 


H 


H 


0 


. H 


TT 

H 


0 


CFs 


SPr-i 


Me 


Me 


H 


H 


0 


H 


TT 

H 


o 


CFa 


SOaPr-i 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


SPh 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


SU2Ph 


Me 


Me 


H 


H 


0 


TT 

H 


TT 

H 


o 


CFs 


SCHF2 


Me 


Me 


H 


H 


0 


H 


TT 

H 


0 


CFs 


ri/~v /""TTTTiV 
S02CHF2 


Me 


Me 


H 


H 


0 


TT 

H 


TT 

xi 


o 


CFs 


SCFs 


Me 


Me 


H 


H 


0 


TT 

H 


TT 

H 


o 


HTJ 

CFs 


SO2CF8 


Me 


Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

Xl 


o 


rip. 

Or 3 


\TTT_ 

iNxi2 


Me 


TV JT 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 
XI 


o 


CFs 


IN rlO\— UjiVLe 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


xttta/ /"\\t»t_ 

NHC(=0;Pri 


Me 


Me 


H 


H 


0 


H 


TT 

H 


0 


/TO 

CFs 


VTTTn/ j^y\ riTT •ni. 


ivie 


TV/To 

lvie 


TT 
XX 


n 


u 


TT 
n 


TT 








Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


NHSOaMe 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


NHSOzPh 


Me 


Me 


H 


H 


0 


H 


H ■ 


0 


CFs 


NHSO2CHF2 


Me \ 


Me 


H 


H 


0 


H 


H 


0 


CFs 


NHSO2CF8 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


NHMe 


Me 


' Me 


H 


H 


0 


H 


H 


0 


CFs 


NHPh 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


N(Me)C(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


N(Me)C(=0)Pli 



WO 02/062770 



PCT/JP02/01015 



91 



Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


N(Me)C(=0)CH2Ph 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


N(Me)C(=0)CFs 


Me 


Me 


H 


H 


0 


H 


H 


O 


CFs 


N(Me)S02Me 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


N(Me)S02Pli 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


N(Me)S0 2 CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


N(Me)S0 2 CF 8 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


NCMe) 2 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


N(Me)Ph 


Me 


Me 


H 


H 


0 


H 


H 


0 


CFs 


Me 


Me 


Me 


H 


H 


0 


H 


. H 


0 


CFs 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


O 


CFs 


CN 


Me 


Me 


H 


H 


0 


H 


H 


0 


Ph 


Me 


H 


H 


H 


H 


0 


H 


H 


0 


CFs 


Me 


Me 


H 


H 


H 


0 


H 


H 


0 


CF3 


Me 


Me 


H 


Me 


H 


0 


H 


. H 


0 


CFs 


Me 


Me 


Me 


Me 


H 


0 


H 


H 


0 


CFs 


Me 


Me 


Me 


H 


H 


0 


Me 


H 


0 


CFs 


Me 


Me 


Me 


H 


H 


0 


Et 


H 


0 


CFs 


Me 


Me 


Me 


H 


H 


0 


Pr-i 


H 


0 


CFs 


Me 


Me 


Me 


H 


H 


0 


Me 


Me 


6 


CFs 


Me 


Me 


Et 


H 


H 


0 


H 


H 


O 


CF3 


Me 


Et 


Et 


XT 
±1 


TT 
±1 


0 


TT 

rl 


XT 

ri 


r\ 
U 


CFs 


Me 


Me 


Pr-i 


TT 
XI 


n 


A 


r_r 
n 


' TT 

XX 




or 8 


ivie 


Me 


Pr 


H 


H 


0 


H 


H 


0 


CFs 


Me 


Me 


Px-c 


H 


H 


0 


H 


H 


0 


CF3 


Me 


Me 


CH2Pr-c 


H 


H 


0 


H 


H 


O 


CFs 


Me 


-(CHa)2- 


H 


H 


0 


H 


H 


0 


CFs 


Me 


-(CHsDs- 


H 


H 


0 


H 


H 


0 


CFs 


Me 


-(CH2>4- 


H 


TT 


0 


TT 


TT 

XX _ 


0 


vr 9 «— 




-(CHjDs- 


H 


TT 
Jtl 


n 
u 


TT 
XX 


TT 
XX 




ors 


ivie 


H 


-(CH2) 


s* 


H 


0 


H 


H 


0 


CFs 


Me 


H 


-(CHsD 


«• 


H 


0 


H 


H 


0 


CFs . 


Me 


H 


-(CH2) 


5- 


H 


0 


H 


H 


0 


CFs 


Me 


H 


-(CHa)6- 


H 


0 


H 


H 


0 


CFs 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


F 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


CI 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


OPr-i 


Me 


Me 


H 


H 


0 


H 


H 


s' 


Me 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


s 


Me 


OCHF 2 


Me 


Me 


H 


H 


0 


H 


H 


s 


OCHFs 


F 



WO 02/062770 



PCT/JP02/01015 



92 ; 



Me 


Me 


H 


H 


0 


H 


H 


S 


OCHF2 


CI 


Me 


Me 


H 


H 


0 


H 


H 


S 


OCHF2 


Me 


M& 


Me 


H 


H 


0 


H 


H 


s 


OCHF2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


s 


OCHF 2 


CN 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


F 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


CI 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


OCHFs 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


SMe 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


S02Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


SEt 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


S02Bt 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


SPr-i 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


S0 2 Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


SPh 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs . 


SO2PI1 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


SCHF2 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


SO2CHF2 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


SCFs 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


SO2CF8 


Me 


Me 


H 


H 


0 


H 


H ' 


s 


CFs 


NH2 


Me 


Me 


H 


H 


0 


H 


H j 


s 


CFs 


NHC(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


NHC(=0)Ph 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


NHC(=0)CH2Ph 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


NHC(=0)CFs 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


NHSOzMe 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


NHS02Ph 


Me 


Me 


H 


H 


0 


. H 


H 


s 


CFs 


NHSO2CHF2 


Me 


Me 


H 


H 


0 


H 


H 


s • 


CFs 


NHSO2CF3 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


NHMe 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


NHPh 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


N(Me)C(=0)Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


N(Me)C(=0)Ph 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


N(Me)C(=0)CH2Ph 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


N(Me)C(=0)CFs 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


N(Me)S02Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


N(Me)SC-2Ph 


Me 


Me 


H 


H 


0 


H 


H 


s 


CFs 


N(Me)S0 2 CHF2 


Me i 


Me 


H 


H 


0 


H 


H 


s 


CFs 


N(Me)S0 2 CFs 


Me 


Me 


H 




0 


H 


H 


s 


CFs 


N(Me) 2 


Me 


Me 


H 


H 




H 


H 


s 


CFs 


N(Me)Ph 



WO 02/062770 



PCT/JP02/01015 



93 



Me 


Me 


H 


H 


0 


H 


H 


S 


CFs 


Me 


Me 


Me 


H 


H 


0 


H 


H 


S 


CFs 


CN 


H 


H 


H 


H 


0 


H 


H 


s 


CFs 


CI 


Me 


H 


H 


H 


0 


H 


H 


s 


CFs 


a 


Me 


H 


Me 


H 


0 


H 


H 


s 


CFs 


Cl 


Me 


Me 


Me 


H 


0 


H 


H 


s 


CFs 


Cl 


Me 


Me 


H 


H 


0 


Me 


H 


s 


CFs 


Cl 


Me 


Me 


H 


H 


0 


Et 


H 


s 


CFs 


Cl 


Me 


Me 


TT 
XI 


TT 

xi 


U 


r r 1 


TJ 

rl 


o 


3 




Me 


Me 


XI 


■tr 

n 


0 


TWTp 
iVxc 


ivie 


c 
o 


vr S 




Me 


Et 


H 


H 


o 


H 


H 


s 


CFs 




Et 


Et 


H 


H 


0 


H 


H 


s 


CFs 


Cl 


Me 


Pr-i 


H 


H 


0 


H 


H 


s 


CFs 


Cl 


Me 


Pr 


H 


H 


0 


H 


H 


s 


CFs 


Cl 


Me 


Pr-c 


H 


H 


0 


H 


H 


s 


CFs 


Cl 


Me 


CH2Pr-c 


H 


H 


0 


H 


H 


s 


CFs 


ci 




H 


H 


0 


H 


H 


s " 


CFs 


Cl 


-(CHaV 


H 


H 


0 


H 


H 


s 


CFs 


Cl 


-(CH2)4- 


H 


H 


0 


H 


H 


s 


CFs 


Cl 


-(CHaV 


H 


H 


0 


H 


H 


s 


CFs 


a 


H 


-(CH2)r 


H 


0 


H 


H 


s 


CFs 


Cl 


H 


-(CH2)r 


H 


0 


H 


H 


s 


CFs 


Cl 


H 


"(CHzV 


H 


0 


H 


H 


s 


CFs 


Cl 


H 


-(CH2)6- 


H 


0 


H' 


H 


s . 


CFs 


Cl 



WO 02/062770 



PCT/JP02/01015 



94 











R 2 
R 1 ^ 


R 3 


R 4 


R 38 


T>34 
















A; 




R 6 V . 














0 


























. R 6 Z 










R2 


R 3 


R 4 


n 


Re 


Re 




R33 


R34 


Me 
Me 
Me 


Me 
Me 
Me 


H 
H 
H 


H 
H 
H 


2 
2 
2 


H 
H 
H 


H 

Xl 

H 


NMe 

iMlvie 

NMe 


CI 

CI 
CI 




H 

Me 

Et 


Me 


Me 


H 


H 


2 


H 


H 


NMe 


CI 




CFs 


Me 


Me 


H 


H 


2 


H 


H 


NMe 


CF 8 




H 


Me 


Me 


H 


H 


2 


H 


H 


NMe 


CFs 




Me 


Me 


Me 


H 


H 


2 


H 


H 


NMe 


OCHF 2 




H 


Me 


Me 


H 


H 


2 ' 


H 


H 


NMe 


OCHF2 




Me 


Me 
Me 


Me 
Me 


H 
H 


H 
H 


2 
2 


H 
H 


H 
H 


NMe 
NMe 


C(=0)Me 
C(=0)Me 




H 
Me 


Me 


Me 


XX 


H 


2 


w 

XX 


H 


NMe 




-(CH2>r 


Mp 


Mp 

J.YJLC 


"FT 


TT 


o 


XX 


H 


NMe 




-(CH2)4- 


Me 


Me 


H 


H 


2 


H 


H 


NEt 


CI 




Me 


Me 


Me 


H 


H 


2 


H 


H 


NEt 


CFs 




H 


Me 


Me 


H 


H 


2 


H 


H 


NEt 


CFs 




Me 


Me 


Me 


H 


H 


2 


H 


H 


NEt 


OCHF2 




H 


Me 


Me 


H 


H 


2 


H 


H 


NEt 


OCHF2 




Me 


Ma 
xvie 


lvtc 


XJ 

JlJ- 


XJ 
XI 


o 


rr 

Ll 


H 


NEt 




-(CH2)s- 


ivie 


ivie 


TT 

XI 


XT 
Xl 


o 


TJ 


H 


NEt 




-(CH2) 4 - 


Me 


Me 


H 


H 


2 


H 


H 


NPr-i 


CI 




Me 


Me 


Me 


H 


H 


2 


H 


H 


NPr-i 


CF 3 




H 


Me 


Me 


H 


H 


2 


H 


H 


NPr-i 


CFs 




Me 


Me 


Me 


H 


H 


2 


H 


H 


NPr-i 


OCHF2 




H 


Me 


Me 


H 


H 


2 ; 


H 


H 


NPr-i 


OCHF2 




Me 


Me 


Me 


H 


H 


2 


H 


H 


NPr-i 




-(CH2>3- 


Me 


Me 


H 


H 


2 


H 


H 


NPr-i 




-(CH2V 


Me 


Me 


H 


H 


2 


H 


H 


NPr 


CI 




Me 


Me 


Me 


H 


H 


2 


H 


H 


NPr 


CFs 




H 


Me 


Me 


H 


H 


2 


H 


H 


NPr 


CFs 




Me 


Me 


Me 


H 


H 


2 


H 


H 


NPr 


OCHF2 




H 


Me 


Me 


H 


H 


2 


H 


H 


NPr 


OCHF2 




Me 



WO 02/062770 



PCT/JP02/01015 



95 



Me 


Me 


H 


H 


2 


H 


H 


NPr 


-(CH^s- 


Me 


Me 


H 


H 


2 


H 


H 


NPr 


-(CEb)*- 


Me 


Me 


H 


H 


2 


H 


H 


NBu-t 


Cl 


Me 


Me 


Me 


H 


H 


! 2 


H 


H 


NBu-t 


CFs 


H 


Me 


Me 


H 


H 


2 


H 


H 


NBu-t 


CFs 


Me 


Me 


Me 


H 


H 


2 


H 


H 


NBu-t 


OCHF 2 


H 


Me 


Me 


H 


H 


2 


H 


H 


NBu-t 


OCHF 2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


NBu-t 


-(CH^s- 


Me 


Me 


H 


H 


2 


H 


H 


NBu-t 


-(CH2)r 


Me 


Me 


H 


H 


2 


H 


H 


NCHzPh 


CI 


Me 


Me 


Me 


H 


H 


2 


H 


H 


NCKjPh 


CFs 


H 


Me 


Me 


H 


H 


2 


H 


H 


NCHzPh 


OCHF 2 


H 


Me 


Me 


H 


H 


2 


H 


H 


NCKbOMe 


CI 


Me 


Me 


Me 


H 


H 


2 


H 


H 


NCHzOMe 


CFs 


H 


Me 


Me 


H 


H 


2 


H 


H 


NCHzOMe 


OCHF 2 


H 


Me 


Me 


H 


H 


2 


H 


H 


NCH2CSCH 


CI 


Me 


Me 


Me 


H 


H 


2 


H . 


H 


NCH 2 C=CH 


CFs 


H 


Me 


Me 


H 


H 


2 


H 


H 


NCH 2 C=CH 


OCHF2 


H 


Me 


Me 


H 


H 


2 


H 


H 


NCH 2 CH=CH 2 


a 


Me 


Me 


Me 


H 


H 


2 


H 


H 


NCH 2 CH=CH 2 


CFs 


H 


Me 


Me 


H 


H 


2 


H 


H 


NCH 2 CH=CH 2 


OCHF 2 


H 


Me 


Me 


H 


H 


2 


H 


H 


NCHF 2 


CI 


Me 


Me 


Me 


H 


H 


2 


H 


H 


NCHF 2 


CFs 


H ... 


Me 


Me 


H 


H 


2 


H 


H 


NCHF 2 


CFs 


Me . 


Me 


Me 


H 


H 


2 


H 


H 




OCHF 2 


H 


Me 


Me 


H 


H 


2 


H 


H 


NCHFo 


OCHF 2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


A\ UJ.X1 2 


C(=0)Me 


H 


Me 


Me 


H 


H 


2 


H 


H 




C(=0)Me 


Me 


lvxe 


TV/To 

ivie 


XT 

n 


TT 
XI 




TT 
XI 


TT 
XI 


\TrrtTTj» 

INCxir 2 


-(CH^s- 


Me 


Me 


H 


H 


2 


H 


H 


NCHF2 




Me 


Me 


H 


H 


2 


H 


H 


NPh -. 


OMe 


Me 


Me 


Me 


H 


H 


2 


H 


H . 


NPh 


OEt 


Me 


Me 


Me 


H 


H 


2 


H 


h : 


NPh < 


0CHF 2 ; 


Me 


Me 


Me 


H 


H 


2 


H 


h : 


NPh 1 


DCH 2 CFs ] 


Me 


Me 


Me 


H 


H 


2 


H 


H ] 


SIPh < 


3Fs ] 


B 


Me 


Me 


H 


H 


2 


H 


H 1 


STPh : ( 


DCH 2 CH=CH 2 ] 


Vie 


Me 


Me 


H 


H 


2 


H 


H 1 


MPh < 


DCH 2 C=CH 1 


Vie 


Me 


Me 


H 


H 


2 


H 


H 


STPh < 


31 I 


Vie 


Me 


Me 


H 


H 


2 


H 


H 


•J(2-CI)Ph < 


31 1 


Vie 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


xi 


TT 

xi 


o 
L 


TT 
±1 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


TV IT — 

Me 


Me 


TT 

H 


TT 

H 


2 


TT 

H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 




Me 




H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H . 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


H 


H 


H 


H 


2 


H 


Me 


H 


H 


H 


2 


H 



96 



TT 

Jet 




Ol 


Me 


XX 

in 




m 


IVlc 


H 


N(2-Me)Pli 


a 


Me 


H 


N(3-CDPh 


Cl 


Me 


H 


N(S-F)Ph 


a 


Me 


H 


N(3-OMe)Ph 


Gl 


Me 


II 
XI 


Xf/Q-A/Tiai'P'k 
£s\o Me/!rH 




A/To 

jvie 


H 


N(4-0)Pli 


Cl 


Me 


H 


N(4-F)Ph 


Cl 


Me 


H 


N(4-OMe)Ph 


Cl 


Me 


XI 




Ol 


ivie 


H 


N(Thiophen-2-yI) 


a 


Me 


H 


N(Tiiiophen-2-y]) 


CFs 


H 


H 


N(Thiophen-2-yl) 


OCHF2 


H 


H 


NC(=0)Me 


Cl 


Me 


H 


NC(=0)Me 


CFs 


H 


H 


NC(=0)Me 


OCHF2 


H 


H 


NC(=0)CF3 


Cl 


Me 


TT 

XI 


xTr*f— rftnf?* 

IN Ov— LA/ or 3 


or a 


XI 


TT 

H 


NC(==CyoF3 


OCHF2 


TT 


TT 

xi 


IN OV. — yJ/ OXX2IT 11 


n 
01 


ivie 


TT 
XX 


XT/'V— niT.p^ 
rSlO^— 0/OX12XTI 


Or 8 


TT 

XI 


XT 
XI 


JN Ov— U/Oxi2X\Q 


UOxir 2 


TT 

11 


TT 
XI 


IN OV. — W/i n 


n 
01 


ivie 


TT 

XI 


in o\ — vj/x n 


pp. 
or 8 


XT 
JCl 


TT 
XX 


-N Ov— U/lr n 


UOlir 2 


TT 


TT 

XX 


JN O v— sJ/ L/iVie 


01 


ivie 


TT 
XX 


JN OV,— O/olVie 


Or 3 


xi 


TT 

H 


Nul=0;OJVLe 


OCHF2 


TT 


TT 

XX 


IN LA — W/^JL/Xl^i n 


01 


ivie 


H 


NC(=0)OCH2Ph 


CFs 


H 

j— 1. 


H 


NC(=0)0CH2P1l 


0CHF2 


H 


H 


NC(=0)OPh 


Cl 


Me 


H 


NC(=0)0Ph 


CFs 


H 


TT 

XX 


IN Ov — \J) KJirD. 


rkr'TTT* 
OOXiX 2 


TT 
XI 


H 


NC(=0)NHMe 


Cl 


Me 


H 


NC(=0)NHMe 


CFs 


H 


H 


NC(=0)NHMe 


OCHF2 


H 


H 


NC(=0)N(Me) 2 


Cl 


Me 


H 


N0(=O)N(Me) 2 


CFs 


H 


H 


NC(=0)N(Me) 2 


OCHF2 


H 


H 


NPh 


Cl 


Me 


H 


NPh 1 


Cl 


Me 



WO 02/062770 



PCT/JP02/01015 



97 



Me 


H 


Me 


H 


2 


H 


H 


NPh 


a 




Me 


Me 


Me 


H 


H 


2 


Me 


H 


NPh 


Cl 




Me 


Me 


Me 


TT 

XX 


tt 

XX 


0 


Hit 


TT 

n 


Krpv 


n 




Me 


Me 


Me 


H 


H 


2 


Pr-i 


H 


NPh 


Cl 




Me 


Me 


Me 


H 


H 


2 


Me 


Me 


NPh 


Cl 




Me 


Me 


Et 


H 


H 


2 


H 


H 


NPh 


Cl 




Me 


Et 


Et 


XX 


TT 

XX 


0 

£t 


XT 
XX 


XT 
XX 








JYLe 


Me 


Pr-i 


H 


H 


2 


H 


H 


NPh 


Cl 




Me 


Me 


Pr 


H 


H 


2 


H 


H 


NPh 


Cl 




Me 


Me 


Pr-c 


H 


H 


2 


H 


H 


NPh 


cl 




Me 


Me 


CHbPr-c 


H 


TJ 
XX 


2 


TT 


TT 


NPh 


Cl 




Me 


- 


(CH2)2- 


H 


H 


2 


H 


H 


NPh 


Cl 




Me 




H 


H 


2 


H 


H 


NPh 


Cl 




Me 


-(CHiDr 


H 


H 


2 


H 


H 


NPh 


Cl 




Me 


-(CH2) 5 * 


H 


TJ 

ri 


.2 


TT 

xi 


XT 

xi 


NPh 


Cl 




Me 


XT 
XI 


•(CH2)s- 


H 


2 


H 


H 


NPh 


Cl 




Me 


n 


-(CH2)4- 


H 


2 


H 


H 


NPh 


Cl 




Me 


XT 
XX 


-(CH2V 


H 


2 


H 


H 


NPh . 


Cl 




Me 


XT 

xx 


-(CHzV 


H 


2 


H 


H 


NPh 


Cl 




Me 


Me 


Me 


H 


H 


2 


H 


H 


O 


H 




Me . 


Me 


Me 


H 


H 


2 


H 


H 


O 


Cl 




Me 


Me 


Me. 


H 


H 


2 


H 


H 


S 


H 




Me 


Me 


Me 


H 


TT 
XI 


0 


TT 

XX 


XT 
XX 


Q 
O 


Ul 




Me 


Me 


Me 


H 


TT 

XX 


1 

X 


XX 


XT 
XX 


iNivxe 


PI 




XT 
xl 


Me 


Me 


H 


H 




H 

XX 


XX 


1\1VXC 


m 




Mo 
xvie 


Me 


Me 


H 


H 


1 


H 


H 


NMe v . 


Cl. 




Et 


Me 


Me 


H 


H 


1 


H 


H 


NMe 


Cl 




CFs . 


Me 


Me 


H 


H 


1 


H 


H 


NMe ; 


CFs 




H 


Me 


Me 


H 


H 


1 


H 


H 


NMe 


CFs 




Me 


Me 


Me 


H 


H 


1 


H 


H 


NMe . 


OCHF2 




H 


Me 


Me 


H 


H 


1 


H 


H 


NMe 


OCHF2 




Me ' 


Me 


Me 


H 


H 


1 


H 


H 


NMe 


C(=0)Me 




H 


Me 


Me 


H 


H 


1 


H 


H 


NMe 


C(=Q)Me 




Me 


Me 


Me 


H 


H 


1 


H 


H 


NMe . 


•(CH2)s- 


Me 


Me 


H 


H 


1 


H 


H 


NMe 


<CRz>i- 


Me 


Me 


H 


H 


1 


H 


H 


NEt 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NEt 


CFs 


H 




Me 


Me 


H 


H 


1 


H 


H 


NEt 


CFs 


Me 


Me 


Me 


H 


H 


1 


H 


h : 


NEt 


DCHF2 


H 




Me 


Me 


H 


H 


1 


H 


H ] 


MEt l 


DCHF 2 


Me 


Me 


Me 


H 


H 


1 


H 


H ] 


SFEt 


-(CH2)s- 


Me 


Me 


H 


H ! 


1 


H 


H ] 


STEt 


-(CH2) 4 - 



WO 02/062770 



PCT/JP02/01015 



98 



Me 


Me 


H 


H 


1 


H 


H 


NPr-i 


CI 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NPr-i 


CF 3 


H 


Me 


Me 


H 


H 


1 


H 


H 


NPr-i 


CFs 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NPr-i 


OCHFa 


H 


Me 


Me 


H 


H 


1 


H 


H 


NPr-i 


OCHF2 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NPr-i 


-(CHaV 


Me 


Me 


H 


H 


1 


H 


H 


NPr-i 


-(CHss)*- 


Me 


Me 


H 


H 


1 


H 


H 


NPr 


Cl 


Me 


Me 


Me 


H 


H 




H 


H 


NPr 


CFs 


H 


Me 


Me 


H 


H 


1 


H 


H 


NPr 


CF 3 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NPr 


OCHF2 


H 


Me 


Me 


H 


H 


1 


H 


H 


NPr 


OCHF2 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NPr 


-(CB&r 


Me 


Me 


H 


' H 


1 


H 


H 


NPr 


*(CH2)r 


Me 


Me 


H 


H 


1 


H 


H 


NBu-t 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NBu-t 


CF 8 


H 


Me 


Me 


H 


H 


1 


H 


H 


NBu-t 


CFs 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NBu-t 


OCHF2 


H 


Me 


Me 


H 


H 


1 . 


H 


H 


NBu-t 


OCHF 2 


Me 


Me 


Me 


H 


H 


1 > 


H . 


H 


NBu-t 


-(CH2>s- 


Me 


Me 


H 


H 


1 


H 


H 


NBu-t 


-(CH2>4- 


Me 


' Me 


H 


H 


1 


H 


H 


NCHzPh 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NCHzPh 


CFa 


H 


Me 


Me 


H 


H 


1 


H 


H 


NCHzPh 


OCHF2 


H 


Me 


Me 


H 


H 


1 


H 


H 


NCEbOMe 


CI 


Me 


Me 


Me 


H 


H 


1 ! 


H 


H 


NCHzOMe 


CFs 


H 


Me 


Me 


H 


H 


1 


H 


H 


NCHaOMe 


OCHF2 


H 


Me 


Me 


H 


H 


1 


H 


H 


NCH2C=CH 


ci 


Me 


Me 


Me 


H 


H 


. 1 


H 


H 


NCH 2 C=CH 


CFs 


H 


Me 


Me 


H 


H 


1 


H 


H 


NCH 2 C=CH 


OCHF2 


H 


Me 


Me 


H 


H 




H 


H 


NCH2CH=CH2 


ci 


Me 


Me 


Me 


H 


H 




H 


H 


NCH 2 CH=CH2 


CFs 


H 


Me 


Me 


H 


H 




H 


H 


NCH 2 CH=CH 2 


0CHF2 


H 


Me 


Me 


H 


H 




H 


H 


NCHF 2 


CI 


Me 


Me 


Me 


H 


H 




H 


H 


NCHF 2 


CFs 


H 


Me 


Me 


H 


H 




H 


H 


NCHF2 


CFs 


Me 


Me 


Me 


H 


H 




H 


H 


NCHF2 


OCHF 2 


H 


Me 


Me 


H 


H 




H 


H 


NCHF2 


OCHF 2 


Me 



WO 02/062770 



PCT/JP02/01015 



99 



Me 


Me 


H 


H 


1 


H 


H 


NCHF2 


C(=0)Me 


H 


Me 


Me 


H 


H 


1 


H 


H 


NCHF2 


C(=0)Me 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NCHF2 


-(CHzV 


Me 


Me 


H 


H 


1 


H 


H 


NCHF2 


■(CHiDr 


Me 


Me 


w 

XI 


TT 
XI 


X 


TT 

XX 


tt 




OMe 


Me 


Me 


Me 




TT 

XX 


1 

X 


XX 


TT 

XX 


NPh 


OEt 


Me 


ivie 


xvie 


TT 

r± 


TT 

Jtx 


1 


TT 
ti 


TT 
XI 


Nra 


OCHF2 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


OCH2CF3 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


Lri?3 


TT 

u 


Me 


TV /T_ 

Me 


H 


H 


1 


H 


H 


NPh 


OCH2CH=CH 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


och2c=ch 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


N(2-Cl)Ph 


a 


Me 


Me 


Me 


H 


H 


1 


H 


H 


N(2-F)Ph 

1' w X /X XL 


a 


Me 


Me 


Me 


H 


H 


1 


H 


H 


N(2-OMe)Ph 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


N(2-Me)Ph 


Cl 


Ms 

xvxc 


Me 


Me 


H 


H 


1 


H 


H 


N(3-C!DPh 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


N(3-F)Ph 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


N(3-0Me)Ph 


Cl 


Me 


Me 


Me 


H 


H 




H 

XX 


H 

XX 


J.N \Q JLVXC/A7X1 


m 


ivie 


Me 


Me 


H 


H 


1 


H 


H 


N(4-CDPh 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


N(4-F)Ph 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


N(4-0Me)Ph 


Cl 


Me 


Me 


Me 


H 


H 


1 
X 


H 


XX 


NT4.-Mf>)Ph 

lYXC/X XI 




Me 


Me 


Me 


H 


H 


1 


H 


H 


N(Thioplien-2-yi) 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H ' 


N(TMaphen-2TD 


CFs 


H 


Me 


Me 


H 


H 


1 


H 


H 


N(Thioplien-2-yD 




vr 

XX 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)Me 




Me 

AX1XS 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)Me 


CFs 


H 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)Me 


OCHF2 


H 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)CFs 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)CFs 


CFs 


H 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)CFs 


OCHF2 


H 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)CH2Ph 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)CH2Ph 


CFs 


H 


Me 


Me 


H 


H 


1 


H 


H 


NC(=O)0H2Ph 


OCHF2 


H 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)Ph 


Cl 


Me ' 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)Ph 


CFs 


H 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)Ph 


OCHF2 


H 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)0Me 


Cl 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)0Me 


CFs 


H 


Me 


Me 


H 


H 


> 


H 


H 


NC(=0)0Me 


OCHF2 


H 



WO 02/062770 



PCT/JP02/01015 



100 



Me 


Mp 


XI 

XI 


TT 

XX 




H 




NC(=0)OCHsPh 


01 

wx 


Me 


Me 


Me 


XX 


XX 




H 


H 


NCC=0)OCH2Pii 


V-/X 9 


H 


Me 


Me 

xvxc 


H 

XX 


TT 

XX 




H 


H 


NC(=0) OCH2PI1 


OCHF2 


H 


Me 


Me 


H 


H 




H 


H 


NC(=0)OPh 


CI 


Me 


Me 


Me 


H 


H 




H 


H 


NC(=0)OPh 


CFa 


H 


Me 


Me 


H 


TT 

H 


1 


TT 

H 


TT 

H 


NCC=0;OPh 


OCHF2 


TT 

H 


Me 


Me 


H 


H 




H 


H 


NC(=0)NHMe 


a 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)NHMe 


CFs 


H 


Me 


Me 


H 


H 




H 


H 


NC(=0)NHMe 


OCHF2 


H 


Me 


Me 


TT 

H 


TT 

H 


1 


TT 

H 


TT 

H 


XT /if /"^Nxi/lV 

IN 0^=U;NvMej2 


CI 


Me 


Me 


Me 


H 


H 


1 


H 


H 


NC(=0)N(Me)2 


CFa 


H 


Me 


Me 


H 


H 




H 


H 


NC(=0)N(Me) 2 


OCHF2 


H 


TT 

XT 


TT 


XX 


TT 

XX 




TT 

XX 


TT 

XX 


NPh 

XNX7 XI 


wx 


xvxc 


Me 


H 


H 


H 




H 


H 


NPh 


CI 


Me 


Me 


H 


Me 


H 


I 


H 


H 


NPh 


CI 


Me 


Me 


Me 


H 


H 


1 


Me 


H 


NPh 


d 


Me 


Me 


Me 


H 


H 


J 


Et 


H 


NPh 


CI 


Me 


Me 


Me 


TT 

XX 


XX 




Pr*i 


H 

XX 


NPh 


CI 


Me 


Me 


Me 


H 


H 


! 


Me 


Me 


NPh 


CI 


Me 


Me 


Et 


H 


H 


1 


H 


H 


NPh 


CI 


Me 


Et 


Et 


H 


H 




H 


H 


NPh 


CI 


Me 


Me 


Pr-i 


vr 

XX 


TJ 

XX 


J 


H 

XX 


H 

XX 


NPh 


CI 

v/x 


Me 


Me 


Pr 


H 


H 


i 


H 


H 


NPh 


CI 


Me 


Me 


Pr-c 


H 


H 


1 


H 


H 


NPh 


CI 


Me 


Me 


CH 2 Pirc 


H 


H 


1 


H 


H 


NPh 


CI 


Me 


•( 


CHdr 


H 


H 


1 


H 


H 


NPh 


CI 


Me 


-(CHjDs- 


H 


H 


! 


H 


H 


NPh 


Cl 


Me 


-(CHs)4- 


TT 
XI 


TT 
±1 


1 


TT 
XT 


TT 
XT 


xNiril 


01 


iVie 


-(CHa)e- 


H 


H 


1 


H 


H 


NPh 


CI 


Me 


H 


•(CHst) 


3- 


H 


! 


H 


H 


NPh 


CI 


Me 


H 


-(CHsD 


4 


TT 
XI 




XT 


TT 
XT 


vrpu 

Inx 11 


n 


Mp 

1YXC 


H 


■(CHz) 


5* 


TT 
XI 


1 


XT 
XT 


TT 
XT 




m 


rvie 


H 


-(CH2) 


6" 


TT 
XI 


1 


TT 

XT 


TT 

XT 


Inxxx 


ni 

wi 


TV/To 

..vie 


Me 


Me 


TT 

XI 


TT 

XI 




TT 
XX 


TT 

XT 


U 


TT 
XT 


TV/T- 

xVJLe 


Me 


Me 


H 


H 




H 


H 


0 


a 


Me 


Me 


Me 


H 


H 




H 


H 


s 


H 


Me 


Me 


Me 


H 


H 




H 


H 


s 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


Cl 


H 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


a 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


a 


Et 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


Cl 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


CFs 


Me 



WO 02/062770 



PCT/JP02/01015 



101 



Me 


Me 


H 


H 


0 


H 


H 


NMe 


OCHF2 


H 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


OCHF2 


Me 


1V16 


IVIe 


in 


XT 

in 


u 


XT 

xl 


XT 
O. 


iNivie 


C(=0)Me 


H 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


C(=0)Me 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NMe 




Me 


Me 


H 


H 


0 


H 


H 


NMe 


-(CH2)4- 


Me 


Me 


H 


H 


0 


H 


H 


NEt 


a 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NEt 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NEt 


CFs 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NEt 


OCHF2 


H 


Me 


Me 


H 


H 


0 


H 


H 


NEt , 


OCHF2 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NEt 


-(CH2V 


Me 


Me 


H 


H 


0 


H 


H 


NEt • 


-(CH2V 


Me 


Me 


H 


H 


0 


H 


H 


NPr-i 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPr-i 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NPr-i 


CFs 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPr-i 


OCHF2 


H 


Me 


Me 


H 


H 


0 


H 


H 


NPr-i 


OCHF2 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPr-i 


-(CHiV 


Me 


Me 


H 


H 


0 


H 


H 


NPr-i 


"(CHzV 


Me 


Me 


H 


H 


0 


H 


H 


NPr 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPr 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NPr • 


CFs 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPr 


OCHF2 


H 


Me 


- Me 


H 


H 


0 


H 


H 


NPr 


OCHF2 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPr 


-(CH2)s- 


Me 


Me 


H 


H 


0 


H 


H 


NPr " 


-(CH2)4- 


Me 


Me 


H 


H 


0 


H 


H 


NBu-t 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NBu-t 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NBu-t 


CFs 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NBu-t 


OCHF2 


H 


Me 


Me 


H 


H 


0 


H 


H 


NBu-t. 


OCHF2 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NBu-t 


-(CHzV 


Me 


Me 


H 


H 


0 


H 


H 


NBu-t 


-(CH2)4- 


Me 


Me 


H 


H 


0 


H 


H 


NCHzPh 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NCHzPh 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCH2PI1 


OCHF2 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCHzOMe 


CI 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NCrfcOMe 


CFs 


H 



WO 02/062770 



PCT/JP02/01015 



102 



Me 


Me 


H 


H 


0 


H 


H 


NCH20Me 


OCHF2 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCH 2 C=CH 


CI 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NCH 2 C=CH 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCHzC^CH 


OCHF 2 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCH2CENCH2 


CI 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NCH2CH=CH2 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCH 2 CH=CH2 


OCHF2 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCHF2 


CI 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NCHF2 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCHF2 


CFs 


Me 


Me 


Me 


H 


H 


o 


H 


H 


NCHF2 


OCHF2 


H 


Me 


Me 


H 


H 


o 


H 


H 


NCHF2 


OCHF 2 


Me 


lvie 


ivLe 


rr 
n 


TT 
£1 


u 


TT 

n 


XT 
xl 


IN L*iiT 2 


C(=0)Me 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCHF2 


C(=0)Me 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NCHF2 


-(CH2)s- 


Me 


Me 


XT 

ri 


TT 
±1 


0 


XT 

ri 


TT 

rl 


JNOrir 1 2 


-(CH2)4- 


lvie 


Me 


TT 
±1 


TT 

rl 


u 


XT 

n 


XT 

n 


IN IT 11 


OMe 


Me 


Me 


Me 


TT 


TT 

n 


n 
U 


TJ 

n 


XT 

n 


TvTPTi 


OEt 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPh 


OCHF2 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPri 


OCH2CF3 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NPh 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NPh 


OCH2CH=CH 
2 


Me 


Me 


Me 


H 


H 


o 


H 


H 


NPh 


OCH 2 C=CH 


Me 


JVLe 


Me 


TT 

n 


TT 

n 


fi ' 


' XT 


XT 

n 


T\Tpl_ 

i\r^n 


CI 


Me 


Me 


Me 


rl 


XT 

n 


U 


XT 

ri 


XT 

ri 




CI 


Me 


jyie 


Me 


TT 
±1 


XT 

n 


u 


n 


XT 

ri 




CI 


Me 


Up 


Up 
iyig 


TT 
11 


ii 


0 


H 
ii 


H 

n 


IX \4*> V— 'IVlC/l 11 


CI 


Me 


Me 


Me 


H 


H 


0 


H . 


H 


N(2-Me)Ph 


CI 


Me 


Me 


Me 


H 


H 


0 


H 


H 


N(3-CDPh 


a 


Me 


Me 


Me 


H 


H 


0 


H 


H 


N(3-F)Ph 


a 


Me 


Me 


Me 


H 


H 


0 


H 


H 


N(3-OMe)Pli 


a 


Me 


Me 


Me 


TT 
XI 


TT 

rl 


u 


TT 

ri 


TT 

rl 


JNH.3 Me;irn 


a 


Me 


Me 


Me 


H 


H 


0 


H 


H 


N(4-Cl)Ph 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


N(4-F)Pri 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


N(4-OMe)Pii 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


N(4-Me)Ph 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


N(Thiopheii-2-yl) 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


N(TMoprieii-2-yD 


CFs 


H 


Me 


Me 


H 


H 


0 


H 


H 


NCrhiopheii-2-yD 


0CHF2 


H 


Me 


Me 


H 


H 


0 


H 


H 


NC(=0)Me 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


NC(=0)Me 


CFs 


H 



WO 02/062770 



Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


o 


H 


H 


Me 


Me 


XT 
XI 


TT 

H 


0 


TT 

H 


TT 

H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


lvie 


Me 


±1 


TT 
£1 


u 


TT 

±i 


TT 

XX 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


H 


H 


H 


H 


H 


H 


o 


H 


H 


Me 


H 


H 


H 


0 


H 


H 


Me 


H 


Me 


H 


0 


H 


H 


Me 


Me 


H 


H 


0 


Me 


H 


Me 


Me 


H 


H 


0 


Et 


H 


Me 


Me 


H 

XX 




n 


Pr-i 

X X J. 


w 

XX 


Me 


Me 


H 


H 


0 


Me 


Me 


Me 


Et 


H 


H 


0 


H 


H 


Et 


Et 


H 


H 


0 


H 


H 


Me 


Pr-i 


H 


H 


0 


H 


H 


Me 


Pr 


H 


H 


0 


H 


H 


Me 


Pr-c 


H 


H 


0 


H 


H 


Me 


CHzPr-c 


H 


H 


0 


H 


H 


-(CHiDz- 


H 


H 


0 


H 


H 


-(CHsDs- 


H 


H 


0 


H 


H 


-(CH2>4- 


H 


H 


0 


H 


H 



PCT/JP02/01015 

103 



NC(=0)Me 


OCHF2 


XX 




en 


jvxe 




CF3 


TT 

H 


NC(=0;CFs 


OCHF2 


H 


\Ta/_A\ /TTT T"»7_ 


CI 


Me 


NC(=o; CH2PI1 


CFs 


H 


VTn/ /""v\ /""ITT T5T_ 

NC \=U) CH2PJQ 


OCHF2 


TT 

H 


iNUv— Lfjra 




Me 


XT/ r V /"^TDU 

IN Uv^vJyirn 


CFs 


TT 


NC(=0;Ph 


OCHF2 


H 


xt r* ( r\\ rw 

JNU^— jU^UMe 


rr\ 
Ld 


TV ^ 

Me 


I\ IA— U/ UMe 




TT 

H 


NC(=0;OMe 


OCHF2 


H 




CI 


Me 


NCv=OJO CH2PI1 


CFs 


TT 

H 


NC(=0;OCH2Pli 


OCHF2 


H 




n 


T\/r_ 

ivie 


XT/™1 AT1L 

NC(=OyOPh 


CFs 


H 


N0(=O)OPh 


OCHF2 


H 


NC(=0)NHMe 


CI 


Me 


NC(=Q)NHMe 


CFs 


H 


N Cv.=wNJtlMe 


UCrir 2 


TT 

H 


NC(=6)N(Me) 2 


CI 


Me 


NC(=6)N(Me) 2 


CFs 


H 


IN V-/\— \J/JS UMe/ 2 


w^xir 2 


xl 


NPh 


CI 


Me 


NPn 


CI 


TV K 

Me 


NPh 1 


CI 


Me 


NPh 


CI 


Me 


NPh B 


CI 


Me 


NPh 


CI 


Me 


NPn 


CI 


TV K _ 

Me 


NPh 


CI 


Me 


NPh 


CI 


Me 


NPh 


CI 


Me 


NPh j 


CI 


Me 


NPh 


CI 


Me 


NPh , 


CI 


Me 


NPh ' 


CI 


Me 


NPh ':■ 


CI 


Me 


NPh 


CI 


Me 



WO 02/062770 



PCT/JP02/01015 



104 



-(CHsDr 


H 


H 


0 


H 


H 


NPh 


CI 


Me 


H 


-(CHjDs- 


H 


0 


H 


H 


NPh 


CI 


Me 


H 


-(CHa)*- 


H 


0 


H 


H 


NPh 


ci 


Me 


H 


-(CHjDs- 


H- 


0 


H 


H 


NPh 


Cl 


Me 


H 


-(CH2)b- 


H 


0 


H 


H 


NPh 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


O 


H 


Me 


Me 


Me 


H 


H 


0 


H 


H 


0 


Cl 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


H 


Me 


Me 


Me 


H 


H 


0 


H 


H 


s 


a 


Me 


Me 


Et 


H 


H 


2 


H 


H 


NH 


H 


H 



me 




36 



R' 

R e 

V^s(o) r c-^ 

R 5 N ' 




,35 



R l 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


Z 5 


R 35 


R 36 


Me 


Me 


H 


H 


2 


H 


H 


NMe 




H 




OMe 


Me 


Me 


H 


H 


2 


H 


H 


NMe 




H 




OEt 


Me 


Me 


H 


H 


2 


H 


H 


NMe 




H 




OCHF 2 


Me 


Me 


H 


H 


2 


H 


H 


NMe 




H 




OCH 2 CFs 


Me 


Me 


H 


H 


2 


H 


H 


NMe 








Me 


Me 


H 


H 


2 


H 


H 


NMe 






-(CH 2 ) 4 - 


Me 


Me 


H 


H 


2 


H 


H 


NEt 








Me 


Me 


H 


H 


2 


H 


H 


NEt 






-(CH 2 y 


Me 


Me 


H 


H 


2 


H 


H 


NPr-i 








Me 


Me 


H 


H 


2 


H 


H 


NPr-i 






-(CH^- 


Me 


Me 


H 


H 


2 


H 


H 


NCHF 2 








Me 


Me 


H 


H 


2 


H 


H 


NCHF 2 






-(CH2) 4 - 


Me 


Me 


H 


H 


2 


H 


H 




N(CH2) 3 0 




H 


Me 


Me 


H 


H 


2 


H 


H 




N(CH 2 ) 4 0 




H 


Me 


Me 


H 


H 


2 


H 


H 




N(CH2) 4 - 






H 


Me 


Me 


H 


H 


2 


H 


H 




N(CH2) r 






H 


Me 


Me 


H 


H 


2 


H 


H 


NPh 




H 




OMe 


Me 


Me 


H 


H 


2 


H 


H 


NPh 




H 




OEt 


Me 


Me 


H 


H 


2 


H 


H 


NPh 




H 




OCHF 2 


Me 


Me 


H 


H 


2 


H 


H 


NPh 




H 




OCH 2 CF 3 


Me 


Me 


H 


H 


2 


H 


H 


O 




Me 




H 


Me 


Me 


H 


H 


2 


H 


H 


S 




Me 




H 



WO 02/062770 



PCT/JP02/01015 



105 



H 


H 


H 


H 


2 


H 


H 


NPh 


H 


OMe 


Me 


H 


H 


H 


2 


H 


H 


NPh 


H 


OEt 


Me 


H 


Me 


H 


2 


H 


H 


NPh 


H 


OMe 


Me 


Me 


H 


H 


2 


Me 


H 


NPh 


H 


OEt 


Me 


Me 


H 


H 


2 


Et 


H 


NPh 


H 


OMe 


Me 


Me 


H 


H 


2 


Pr-i 


H 


NPh 


H 


OEt 


Me 


Me 


TT 

ri 


TT 
XI 


*> 


jvie 


ivie 


XTDV» 
JNJrfl 


TT 

ri 


UMe - 


Me 


Et 


H 


H 


2 


H 


H 


NPh 


H 


OEt 


Et 


Et 


H 


H 


2 


H 


H 


NPh . * 


H 


OMe 


Me 


Pr-i 


H 


H 


2 


H 


H 


NPh 


H 


OEt 


Me 


Pr 


H 


H 


2 


H 


H 


NPh 


H 


OMe 


Me 


Pr-c 


H 


H 


2 


H 


H 


NPh 


H 


OEt 


Me 


CH 2 Pr-c 


H 


H 


2 


H 


H 


NPh 


H 


OMe 


-(CH 2 ) r 


H 


H 


2 


H 


H 


NPh 


H 


OEt 


-(CH^- 


H 


H 


2 


H 


H 


NPh 


H 


OMe 




H 


H 


2 


H 


H 


NPh 


H 


OEt 




H 


H 


2 


H 


H 


NPh 


H 


OMe 


H 


-(CH2) 3 - 


H 


2 


H 


H 


NPh 


H 


OEt 


H 


-(CH^- 


H 


2 


H 


H 


NPh 


H 


OMe 


H 


<CH2) 5 - 


H 


2 


H 


H 


NPh 


H 


OMe 


H 




<r 


H 


2 


H 


H 


NPh 


H 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


NMe 


H 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


NMe 


H 


OEt 


Me 


Me 


H 


H 


I 


H 


H 


NMe 


H 


OCHF 2 


Me 


Me 


H 


H 


1 


H 


H 


NMe 


H 


OCH 2 CF 3 


Me 


Me 


H 


H 


1 


H 


H 


NMe 




Me 


Me 


H 


H 


1 


H 


H 


NMe 


-(CH 2 y 


Me 


Me 


H 


H 


1 


H 


H 


NEt 


-(CH^ 


Me 


Me 


H 


H 


1 


H 


H 


NEt 




Me 


Me 


H 


H 


1 


H 


H 


NPr-i 


<CH 2 ) 3 . 


Me 


Me 


H 


H 


1 


H 


H 


NPr-i 


-(CH^- 


Me 


Me 


H 


H 


1 


H 


H 


NCHF 2 


<CH&. 


Me 


Me 


H 


H 


1 


H 


H 


NCHF 2 


-(CH2) 4 - 


Me 


Me 


H 


H 


1 


H 


H 


NCCH^O 




H 


Me 


Me 


H 


H 


1 


H 


H 


N(CH2) 4 0 




H 


Me 


Me 


H 


H 


I 


H 


H 


N(CH 2 ) 4 - 




H 


Me 


Me 


H 


H 


1 


H 


H 


N(CH 2 ) r 




H 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


H 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


H 


OEt 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


H 


0CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


H 


OCH 2 CF 3 



WO 02/062770 



PCT/JP02/01015 



106 



Me 


Me 


H 


H 


1 


H 


H 


0 


Me 


H 


Me 


Me 


H 


H 


1 


H 


H 


s 


Me 


H 


H 


H 


H 


H 


1 


H 


H 


NPh 


H 


OMe 


Me 


H 


H 


H 


1 


H 


H 


NPh 


H 


OEt 


Me 


H 


Me 


H 


1 


H 


H 


NPh 


H 


OMe 


Me 


Me 


H 


H 


1 


Me 


H 


NPh 


H 


OEt 


Me 


Me 


H 


H 


1 


Et 


H 


NPh 


H 


OMe 


Me 


Me 


H 


H 


1 


Pr-i 


H 


NPh 


H 


OEt 


Me 


Me 


H 


H 


1 


Me 


Me 


NPh 


H 


OMe 


Me 


Et 


H 


H 


1 


u 
ii 


H 


NPh 

lull 


IT 




Et 


Et 


H 


H 


1 


H 


H 


NPh 


H 


OMe 


Me 


Pr-i 


H 


H 


1 


H 


H 


NPh 


H 


OEt 


Me 


Pr 


H 


H 


1 


H 


H 


NPh 


H 


OMe 


Me 


Pr-c 


H 


H 


1 


H 


H 


NPh 


H 


OEt 


Me 


CH 2 Pr-c 


H 


H 


I 


H 


H 


NPh 


H 


OMe 


-CCH;Dr 


H 


H 


1 


H 


H 


NPh 


H 


OEt 




H 


H 


1 


H 


H 


NPh 


H 


OMe 




H 


H 


1 


H 


H 


NPh 


H 


OEt 


-(CH2)5- 


H 


H 


I 


H 


H 


NPh 


H 


OMe 


H 




H 


1 


H 


H 


NPh 


H 


OEt 


H 


<CH£ 


4- 


H 


1 


H 


H 


NPh 


H 


OMe 


H 


-(CHa) 


5" 


H 


1 


H 


H 


NPh 


H 


OMe 


H 


-(CHs) 


6" 




i 
i 


ti 

n 


n 




H 


OEt 


Me 


Me 


H 


H 


o 


H 


H 


NMe 


H 


OMe 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


H 


OEt 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


H 


OCHF 2 


Me 


Me 


H 


H 


0 


H 


H 


NMe 


H 


OCH 2 CF 3 


Me 


Me 


H 


H 


0 


H. 


H 


NMe 




Me 


Me 


H 


H 


0 


H 


H 


NMe 


-<CH 2 ) 4 - 


Me 


Me 


H 


H 


0 


H 


H 


NEt 


-(CH 2 k 


Me 


Me 


H 


H 


0 


H 


H 


NEt 


-(CH 2 ) 4 - 


Me 


Me 


H 


H 


0 


H 


H 


NPr-i 


-(CH 2 )3. 


Me 


Me 


H 


H 


0 


H 


H 


NPr-i 


-(CH 2 ) 4 - 


Me 


Me 


H 


H 


0 


H 


H 


NCHF 2 




Me 


Me 


H 


H 


0 


H 


H 


NCHF 2 




Me 


Me 


H 


H 


0 


H 


H 


N(CH2) 3 0 




H 


Me 


Me 


H 


H 


0 


H 


H 


N(CH2) 4 0 




H 


Me 


Me 


H 


H 


0 


H 


H 


N(CH2) 4 - 


I 




Me 


Me 


H 


H 


0 


H 


H 


N(CH2)5- 


] 


EI 


Me 


Me 


H 


H 


0 


H 


H 


NPh ] 


H ( 


3Me 


Me 


Me 


H 


H 


0 


H 


H 


NPh ] 


n < 


DEt 



WO 02/062770 



PCT/JP02/01015 



107 



Me 


Me 


H 


H 


0 


H 


H 


NPh 


H 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


NPh 


H 


OCHoCFs 


"Mp 


ivie 


XJ 


TJ 
XI 


u 


XJ 
XI 


XJ 
XI 




ivxe 


XJ 
XI 


JVIC 


iVXC 


XJ 
XI 


XI 


n 
u 


XJ 
XI 


XJ 
XI 


Q 
O 


ivio 


XJ 
XI 


tr 




tJ 
n 


XJ 
XI 


n 
\j 


XJ 
XI 


XX 




XX 


X-/1V1C 


Me 


XT 


H 


n 


0 


XX 


XX 


NPh 

XNX XI 


XX 


OEt 


Me 


H 


Me 


H 


0 


H 


H 


NPh 


H 


OMe 


Me 


Me 


H 


H 


0 


Me 


H 


NPh 


H 


OEt 


Me 


Me 


H 


H 


0 


Et 


H 


NPh 


H 


OMe 


Me 


Me 


H 


H 


0 


Pr-i 


H 


NPh 


H 


OEt 


Me 


Me 


H 


H 


0 


Me 


Me 


NPh 


H 


OMe 


Me 


Et 


XT 

H 


ft 
H 


0 


H 


rr 

H 


NPh 


TT 

H 


OEt 


Et 


Et 


H 




0 


XX 


H 


NPh 


H 

AX 


OMe 


Me 


Pr-i 


H 


H 


0 


H 


H 


NPh 


H 


OEt 


Me 


Pr 


H 


H 


0 


H 


H 


NPh 


H 


OMe 


Me 


Pr-c 


H 


H 


0 


H 


H 


NPh 


H 


oe 


Me 


CH 2 Pr-c 


H 


H 


0 


H 


H 


NPh 


H ! 


OMe 


-(CH 2 V 


H 


H 


0 


H 


H 


NPh 


H 


OEt 




H 


H 


0 


H 


H 


NPh 


H 


OMe 


-(CH 2 ) 4 - 


H 


H 


0 


H 


H 


NPh 


H 


OEt 


-(CH2)5- 


H 


H 


0 


H 


H 


NPh 


H 


OMe 


H 




H 


0 


H 


H 


NPh 


H 


OEt 


H 


-(CHa) 


4- 


H 


0 


H 


H 


NPh 


H 


OMe 


H 


-(CH2) 


5- 


H 


0 


H 


H 


NPh 


H 


OMe 


H 


-(CHz) 


6- 


H 


0 


H 


H 


NPh 


H 


OEt 


Me 


Et 


H 


H 


2 


H 


H 


O 


H 


H 


Me 


Et 


H 


H 


2 


H 


H 


S 


H 


H 


Me 


Et 


H 


H 


2 


H 


H 


NH 


H 


H 



WO 02/062770 



PCT/JP02/01015 



108 











R 2 


K 


R 4 

' R R 


39 
















N 






















^S(0) 5 C— £ ^ — R 40 
R 5 )— N 

t>87 X 

R (0) 






R 1 


R 2 


R 8 


R 4 


n 


R5 


R 6 


R3 7 


R38 


R 39 


R<° 




Me 


TV JT 

Me 


TT 

H 


TT 

H 


2 


H 


TT 

H 


H 


H 


TT 

H 


H 


- 


Mo 

ivxe 


Mo 

ivie 


XjL 


TT 

XX 




TT 

XX 


TT 
XX 


H 


H 


XT 
XX 


H 


N-oxide 


Mo 
ivxe 


Mo 

ivxe 


XX 


TT 
XX 




XT 
XX 


TT 

XX 




Ph 


XT 
XX 


XT 

XX 




Mo 

ivxe 


Mo 

ivie 


TT 


TT 
XX 


2 


H 


TT 
XX 


OMe 


Ph 


XT 

XX 


H 


_ 


TV/To 


TV/To 

ivie 


TT 


TT 
XX 


2 


H 


TT 
XX 


CI 


Me 


XT 

XX 


H 




Mo 

ivie 


Mo 
ivie 


TT 


TT 
XX 


2 


H 


TT 
XX 


OMe 


Me 


XT 
XX 


H 




TV if 

Me 


TV JT 

Me 


H 


TT 

H 


2 


H 


TT 

H 


H 


CFs 


TT 

H 


H 




Me 


TV «v 

Me 


TT 

XX 


TT 

XX 


2 


H 


. TT 
XX 


H 


CF 3 


H 


H 


N-oxide 


TV 

Me 


Me 


TT 

XX 


TT 

XX 


2 


H 


TT 
XI 


CI 


CFs 


H 


H 




Me 


Me 


TT 

XX 


TT 

XX 


2 


H 


TT 

id 


CN 


CFs 


H 


H 




Me 


TV A" 

Me 


TT 

H 


TT 

XX 


2 


H 


TT 

XX 


OMe 


CFs 


H 


H 




Me 


Me 


TT 
±1 


TT 

XX 


2 


H 


TT 

XX 


OEt 


CFs 


H 


H 




Ma 


Mo 
IVXc 


TT 


H 
ii 


o 
A 


TT 
XX 


TT 


TV jr_ 

Me 


Me 


H 


H 


N-orLde 


Me 


Me 


H 


H 


2 


H 


H 


Ph 


Ph 


H 


H 




Me 


Me 


H 


H 


2 


H 


H 


CI 


(4-CDPh 


H 


Me 




Me 


Me 


H 


H 


2 


H 


H 


CI 


(4-CDPh 


H 


H 




Me 


Me 


TT 

XX 


II 
XX 


2 


TT 

H 


TT 
XX 


OMe 


a 


H 


H 




Mo 
ivxe 


Mo 

ivxe 


TT 

XX 


TT 

XX 


i 


TT 
±1 




CI 


(CH2)s 


H 




Mo 
ivxe 


Mo 
ivxe 


TT 

XX 


rr 

XX 


2 


H 


XT 

XX 


Me 


(CH2)3 


H 




Mo 
xvxe 


Mo 
ivie 


TT 

XX 


TT 

XX 


2 


H 


XX 


CI 


(CHa)* 


H 




Mo 
ivie 


Mo 

ivxe 


TT 

XX 


TT 

XX 


2 


H 


TT 

XX 


Me 


. (CH 2 ) < 


i 


H 




Me 


Me 


H 


H 


2 


H 


H 


CI 


H 


(CHsDs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


H 


(CHjDs 




Me 


Me 


H 


H 


2 


H 


H 


CI 


H 


(CH2)4 




Me 


Me 


H 


H 


2 


H 


H 


Me 


H 


(CH 2 )4 




H 


H 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 




Me 


H 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 




Me 


H 


Me 


H 


2 


H 


H 


H 


CFs 


H 


H 




Me 


Me 


Me 


H 


2 


H 


H 


H 


CFs 


H 


H 




Me 


Me 


H 


H 


2 


Me 


H 


H 


CFs 


H 


H 




Me 


Me 


H 


H 


2 


Et 


H 


H 


CFs 


H 


H 





WO 02/062770 



PCT/JP02/01015 



109 



Me 


s Me 


H 


H 


2 


Pr-: 


1 H 


H 


CF3 


H 


H 




Me 


Me 


H 


H 


2 


Me 


Me 


H 


CFs 


H 


H 


_ 


Me 


Et 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 




Et 


Et 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 




Me 


Pr-i 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 




Me 


Pr 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 




Me 


Pr-c 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 




Me 


CffiPr- 
c 


H 


H 

J- J- 


0 




H 


XT 

xx 


V-/X 3 


TT 
XI 


TT 
XI 






(CH2>2- 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 


- 


- 


(CHa)a- 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 


- 


- 


(CHak- 


H 


H 


2 


H 


H 


H 


CFs 


H 


H 






(CH2) 6 - 


H 


XT 

-l~L 




XT 


XT 
XX 


XT 

XX 


UX 1 8 


xl 


TT 

xl 




H 


-(caDs- 


H 


2 


H 


H 


H 


CFs 


H 


H 


- 


H 


-(CH2>4- 


H 


2 


H 


H 


H 


CFs 


H 


H 




H 


-<C&)5- 


H 


2 


H 


H 


H : 


CFs 


H 


H 




H 


-(CHsDe- 


H 


2 


H 


H 


H 


CFs 


H 


H 


- 


Me 


Me 


H 


H 


1 


H 


H 


H 


H 


H 


H 


- 


Me 


Me 


H 


H 


1 


H 


H 


H 


H 


H 


H 


N-oxide 


ivie 


Me 


H 


xi 


1 


TT 
±1 


XT 
XI 


CI 


Ph 


H 


H 






Me 


H 


TT 
XI 


1 
JL 


TT 

XI 


TT 
Xl 


uivie 


Pn 


TT 

H 


TT 




IVlc 


Me 


H 


XI 


1 


TT 
Xl 


TT 
JtL 




Me 


TT 

H 


TT 

H 




TV/To 


Me 


H 


TT 
Xl 


1 


TT 

xl 


TT 

xl 


UMe 


TV JT 

Me 


XT 

H 


TT 

H 




Me 


Me 


H 


TT 

H 


1 

1 


H 


TT 

H 


H 


CFs 


H 


H 




Me 


Me 


H 


H 


1 


H 


H 


CI 


CFs 


H 


H 


• 


Me 


Me 


H 


H 


1 


H 


H 


CN 


CFs 


H 


H 


- 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


CFs 


H 


H 


- 


Me 


Me 


H 


H 


1 


H 


H 


OEt 


CFs 


H 


H 




■ft vr— 

Me 


Me 


H 


TT 

H 


1 


TT 

H 


H 


Me 


Me 


H 


H 


N-oxide 


ft/r_ 

ivie 


Me 


H 


TT 
±1 


1 


TT 

xl 


TT 
±1 


T1"L 

Pn 


Pn 


H 


H 




Me 


Me 


H 


H 


1 


H 


H 






H 


Me 




Me 


Me 


H 


H 


1 


H 


H 


CI 


(4-CDPh 


H 


H 




Me 


Me 


H 


H 


1 


H 


H 


OMe 


CI 


H 


H 




Me 


Me 


H 


H 


1 


H 


H 


CI 


(CH^s 




H 




Me 


Me 


H 


H 


1 


H 


H 


Me 


(CH2)s 




H 




Me 


Me 


H 


H 


1 


H 


H 


CI 


(CH2)4 




H 




Me 


Me 


H 


H 


1 


H 


H 


Me . 


(CH2)4 




H 




Me 


Me 


H 


H 


1 


H 


H 


CI 


H 


(CH2)s 


Me 


Me 


H 


H 


1 


H 


H 


Me 


H 


(CILDs 




Me 


Me 


H 


H 


1 


H 


H 


CI 


H 


(Cxx2>4 





WO 02/062770 



PCT/JP02/01015 



110 



Me 


Me 


H 


H 


1 


H 


H 


Me 


H 


(CHz)* 


- 


H 


H 


H 


H 


1 


H 


H 


H 


CPs 


H 


H 


- 


Me 


H 


H 


H 


1 


H 


H 


H 


CFs 


H 


H 


- 


Me 


H 


Me 


H 


1 


H 


H 


H 


CFs 


H 


H 


- 


Me 


Me 


Me 


H 


1 


H 


H 


H 


CFs 


H 


H 


- 


Me 


Me 


H 


H 


1 


Me 


H 


H 


CPs 


H 


H 


- 


Me 


Me 


H 


H 


1 


Et 


H 


H 


CFs 


TT 

H 


TT 

H 


- 


Me 


Me 


H 


H 


1 


Pr-i 


H 


H 


CFs 


TT 
±1 


TJ 
±1 




Me 


Me 


H 


H 


1 


Me 


Me 


H 


CFs 


TT 

xi 


TT 




Me 


Et 


H 


H 


1 


H 


H 


H 


CFs 


TT 
±1 


TT 

ri 




Et 


Et 


H 


H 


1 


H 


H 


H 


CFs 


TT 
±1 


TT 
ti 




Me 


Pr-i 


H 


H 


1 


H 


H 


H 


CFs 


TT 

xi 


TT 

rl 




Me 


Pr 


H 


H 


1 


H 


H 


H 


CFs 


TT 

rl 


TT 
il 




Me 


Pr-c 


H 


H 


1 


H 


H 


H 


CFs 


Tj 
±1 


TT 

rl 




Me 


CH2pr- 
c 


H 


TT 
±± 


1 


TT 


TT 


TT 

H 


CFs 


H 


H 




-(CH2>2- 


H 


H 


1 


H 


H 


H 


CFs 


XX 


XX 


- 


- 


CCH2>3- 


H 


H 


1 


H 


H 


H 


CFs 


H 


H 


- 


-(CHs)*- 


H 


H 


1 


H 


H 


H 


CF<» 


H 


H 




-(CHjjV 


H 


H 


1 


TT 

H 


TT 

H 


TT 

H 


CFs 


H 


H 




H 


-(CHa>a- 


H 


1 


H 


H 


H 


CFs 


H 


H 




H 


<CHs>4- 


H 


1 


H 


H 


H 


CFs 


H 


H 




H 


-(CH2>5- 


H 


1 


H 


H 


H 


CFs 


H 


H 


- 


H 


-(CH 2 ) 6 - 


H 


1 


H 


H 


H 


CFs 


H 


H 


- 


Me 


Me 


H 


H 


0 


H 


H 


H 


H 


H 


H 


- 


Me 


Me 


H 


H 


0 


H 


H 


H 


H 


H 


H 


N-oxide 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Ph 


H 


H 


- 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


Ph 


H 


H 


• 


Me 


Me 


H 


H 


0 


H 


H 


CI 


Me 


H 


H 


■ 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


Me 


H 


H 


- 


Me 


Me 


H 


H 


0 


H 


H 


H 


CFs 


H 


H 


- 


Me 


Me 


H 


H 


0 


H 


H 


CI 


CFs 


H 


H 




Me 


Me 


H 


H 


0 


H 


H 


CN 


CFs 


H 


H 




Me 


Me 


H 


H 


0 


H 


H 


OMe 


CFs 


H 


H 




Me 


Me 


H 


H 


0 


H 


H 


OEt 


CFs 


H 


H 




Me 


Me 


H 


H 


0 


H 


H 


Me 


Me 


H 


H 


N-oxide 


Me 


Me 


H 


H 


0 


H 


H 


Ph 


Ph 


H 


H 




Me 


Me 


H 


H 


0 


H 


H 


ci 


(4-CDPh 


H 


Me 




Me 


Me 


H 


H 


0 


H 


H 


CI 


(4-CDPh 


H 


H 




Me 


Me 


H 


H 


0 


H 


H 


OMe 


a 


H 


H 





WO 02/062770 



PCT/JP02/01015 



111 



Me 


Me 


H 


H 


0 


H 


H 


ci 


(CH2) 8 


H 




Me 


Me 


H 


H 


0 


H 


H 


Me 


(CHjOs 


H 




Me 


Me 


H 


H 


0 


H 


H 




(CH2)4 


H 




Me 


Me 


H 


H 


0 


H 


H 


xvxc 


(CH2>4 


H 




Me 


Me 


H 


H 


0 


H 


H 


CI 


TT 

ti 


(CH2>3 


Me 


Me 


H 


H 


0 


H 


H 


Me 


TT 

XX 


(CHsJs 




Me 


Me 


H 


H 


0 


H 


H 


CI 


TT 
XX 


(CH2>4 




Me 


Me 


H 


H 


0 


H 


H 


Me 


TT 
XX 


(CH2>4 




ivie 


ivie 


xi 


TT 

i± 


□ 


TT 

H 


TT 

H 


(2-CMoropyridin-3- 
yDmethylthio 


H 


H 


H 




H 


H 


H 


H 


0 


H 


H 


H 


CFs 


TT 
Xi 


TJ 
±1 




Me 


H 


H 


H 


0 


H 


H 


H 


CF 3 


rr 

XX 


Xx 




Me 


Me 


Me 


H 


0 


H 


H 


H 


CFs 


TT 

H 


TT 
±1 




Me 


H 


Me 


H 


0 


H 


H 


H 


HTB 

CFs 


TT 
XI 


Xx 




Me 


Me 


H 


H 


0 


Me 


H 


H 


CF3 


Xx 


TT 
XI 




Me 


Me 


H 


H 


0 


Et 


H 


H 


CF3 


n 


TT 
XI 




Me 


Me 


H 


H 

XX 


n 


Pr-i 


XT 
XI 


XT 
£1 


CF3 


TJ 
±1 


TT 
±1 




Me 


Me 


H 


H 


o 


Me 


Me 


H 




XT 
XI 


H 




Me 


Et 


H 


H 


o 


H 


H 


H ' 


/TGI 


H 


H 




Et 


Et 


H 


H 


0 


H 


H 


H 


Ux^S 


H 


H 




Me 


Pr-i 


H 


H 


o 


H 

XX 


H 

XX 


"ET 

XX 


CFs 


H 


H 




Me 


Pr 


H 


H 


0 


H 


H 


H 


Ox's 


H 


H 




Me 
Me 


Pr-c 
CHzPr- 
c 


H 

TJ 
±1 


H 

TT 
XI 


0 
0 


H 

TT 

H 


H 

TT 

H 


H 

TT 

H 


CFs 
CFs 


H 
H 


H 
H 




-(CH2>2- 


H 


H 


0 


H 


H 


H 


CFs 


H 


H 




-(CHiDs- 


H 


H 


0 


H 


H 


H - ■ 


CFs 


H 


H 




-(CH2>4- 


H 


H 


0 


H 


H 


H 


CFs 


H 


H 




-(CH2)6- , 


H 


H 


0 


H 


H 


H 


CFs 


H 


H 




H 


-(CHz) 


s- 


H 


0 


H 


H 


H 


CFs 


H 


H 




H 


-(CHz) 


*" 


H 


0 


H 


H 


H 


CFs 


H 


H 




H 


-(CHz) 


5" 


H 


0 


H 


H 


H 


CFs 


H 


H 




H 


-(C&Ds- 


H 


0 


H 


H 


H 


CFs 


H 


H 




Me 


Et I 


H 


H 


2 


H 1 


H 


H 


H 


H 


Hi - 



WO 02/062770 



PCT/JP02/01015 



112 



S8 









T>2 


R 8 R 4 






















R 6 
















^s(o)— c— 








R2 


Rs 


R* 


n 


R5 


R 6 


R41 


R« 


R 43 


Me 


Me 


H 


H 


2 


H 


H 


H 


CI 


CI 


Me 


Me 


H 


H 


2 


H 


H 


H 


OH 


a 


Me 


Me 


H 


H 


2 


H 


H 


H 


OMe 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OEt 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPr-i 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPr 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OBu-t 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHzPr-c 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCEbBu-c 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHzPen-c 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2Hex-c 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPen-c 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OHex-c 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2PI1 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPh 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHF2 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


SH 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


SMe 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


S02Me 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


SEt 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


S02Et 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


SPr-i 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


S02Pr-i 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


SPh 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


SO2PI1 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


SCHF 2 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


SO2CHF2 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


NH 2 


Cl 


Me 


Me \ 


H 


H 


2 


H 


H 


H 


NHMe 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


NMe2 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


NHEt 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


NEt 2 1 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


NHPh 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


N(Me)Ph 


Cl 


Me 


Me 


H 


H 


2 


H 


H 


H 


CN 


Cl 



WO 02/062770 



PCT/JP02/01015 



113 



Me 


Me 


H 


H 


2 


H 


H 


H 


F 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


CI 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OH 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OMe 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OEt 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPr-i 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPr 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OBu-t 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2Pr-c 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2BU-C 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCB&Pen-c 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHssHex-c 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPen-c 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OHex-c 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2PI1 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPh 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHF2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SH 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SMe 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SC-2Me 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SEt 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SOzEt 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SPr-i 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SC-2Pr-i 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SPh 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SO2PI1 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H. 


SCHF 2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


SO2CHF2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


NH 2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


NHMe 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


NMe2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


fit 


NHEt 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


NEt2 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


NHPh 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


N(Me)Ph 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


CN 


Me 


Me 


Me 


H 


H 


2 


H 


H 


H 


F 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


CI 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


OH 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


OMe : 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


OEt 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPr-i 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPr 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


OBu-t 


Pr-i 



WO 02/062770 



PCT/JP02/01015 



. :. .114 . . " 



XYXG 


TV/To 
ivie 


XT 


rx 

XX 


9 


XX 


tr 

XX 


XT 
XX 


uun2xr 


Pr-i 

XX 1 


Mp 

XYXC 


Mo 


■pr 

XX 


XT 
XX 


o 

xv 


XX 


■ft 

XX 


XT 
XX 




Pr-i 
XX 1 


Mp 

xyxc 


Mp 

±YXt5 


TT 

XX 


FT 


9 


XX 


XX 


XT 

XX 




Pr-i 

XXX 


Mp 


Mp 

XYXtJ 


XT 

XX 


XT 

XX 


9 

XV 


XX 


XX 


XX 




X X X 


Me 


Me 


H 

XX 


XX 


2 


H 

XX 


H 

XX 


H 

XX 


V— 'X C XX Is 


Pr-i 

XXX 


Me 


Me 


H 


H 

XX 


2 


H 


H 


H 


OHex-c 




Me 


Me 


H 


H 


2 


H 


H 


H 


OCHsPh 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPxl 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHF 2 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


SH 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


SMe 


Pr-i 


Me 


Me 


H 

XX 


H 

XX 


2 

XV 


H 


H 


H 

XX 


SO^Me 


Pr-i 

XXX 


Mp 

XYXC? 


Me 


H 

XX 


H 

XX 


9 


H 

XX 


H 

XX 


H 

XX 


L/xj U 


Pr-i 

XXX 


Mp 


Me 

XYXC 


XX 


H 

XX 


2 

XI 


H 

XX 


H 

XX 


H 

XX 


SOoEt 


Pr-i 

XXX 


Me 


Me 


H 

XX 


H 

XX 


2 

XI 


H 


H 

XX 


H 


SPr~i 


Pr-i 

XXX 


Me 


Me 


H 


H 

XX 


2 


H 


H 


H 

XX 


S02Pr*i 


Pr-i 

XXX 


Mp 

XYXC 


Me 

XYXC 


H 

XX 


H 

XX 


2 

XV 


H 

XX 


H 

XX 


H 

XX 


SPh 

kJX XL 


Pr-i 

XXX 


Me 


Me 


H 

XX 


H 


2 


H 


H 


H 


SOxPll 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


SCHF2 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


S02CHF2 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


NH2 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


NHMe 


Pr-i 


Me 


Me 


H 


H 


2 


H 


H 


H 


NMe2 


Pr-i 

XXX 


Me 


Me 


H 

XX 


H 

XX 


2 


H 


H 


H 


NHEt 


Pr-i 


Mp 


Me 


H 

XX 


H 

XX 


2 


H 


H 


H 


NEt2 


Pr-i 

XX X 


Me 

XYXC 


Me 

XYXC 


H 

XX 


H 

XX 


2 

X/ 


H 


H 

XX 


H 

XX 


NHPh 

1x1 XX XL 


Pr-i 

XXX 


Mp 


Me 

xyxc 


XX 


XX 


2 

XI 


XX 


H 

XX 


H 

XX 


N(Me)Pli 

x 1 \xyxc/x xx 


Pr-i 

XXX 


Me 


Me 


H 

XX 


H 

XX 


2 


H 


H 


H 

XX 


CN 


Pr-i 

xxx 


Me 


Me 


H 

XX 


H 

X X 


2 

Xl 


H 


H 


H 


F 


Pr-c 

X x v> 


Me 


Me 

ItXC 


H 

XX 


H 


2 


H 


H 


H 


CI 


Pr*c 


Me 


Me 


H 


H 


2 


H 


H 


H 


OH 


Pr-c 


Me 


Me 

XVXC 


H 

XX 


H 


2 


H 


H 


H 


OMe 


Pr-c 


Me 

1VJLC 


Me 


H 

XX 


H 


2 


H 


H 


H 


OEt 


Pr-c 


Me 


Me 

xvxc 


H 


H 


2 


H 


H 


H 


OPr-i 


Pr-c 


Me 


Me 

ivxc 


H 

XX 


H 

XX 


o 

Xl 


H 

XX 


H 

XX 


H 

XX 


OPr 

Vw/X X 


Pr-c 

X X \*> 


Me 


Me 


H 


H 


2 


H 


H 


H i 


OBu-t 


Pr-c 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHaPr-c 


Pr-c 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2B11-C 


Pr-c 


Me 


Me 


H 


H 


2 


H 


H 


H 


0CH2Pen-c 


Pr-c 


Me 


Me 


H 


H 


2 


H 


H 


H 


0CH 2 Hex-c 


Pr-c 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPen-c 


Pr-c 


Me 


Me 


H 


H 


2 


H 


H 


H 


OHex-c 


Pr-c 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2Ph 


Pr-c 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPh 


Pr-c 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 



115 



H 


H 


OCHF9 


Pr-r 

XXL. 


H 


H 


SH 


Pr-r 


H 


H 


SMe 


Pr-c 

-L J. V-/ 


H 


H 


SOaMe 


Pr-c 


H 


H 


SEt 


Pr-c 

J- X Is 


H 


H 


S02Et 


Pr-c 


H 


H 


SPr-i 


Pr-c 

Alt) 


H 


H 


S02Pr-i 


Pr-c 


H 


H 


SPh 


J- ± \s 


H 


H 


S02Ph 


Pr-c 


H 


H 


SCHF2 


Pr-c 


H 


H 


S02CHF2 


Pr-c 


H 


H 


NH2 


Pr*c 


H 


H 


NHMe 


Pr-c 


H 


H 


NMe2 


Pr-c 


H 


H 


NHEt 


Pr-c 


H 




NEt2 


Pr-c 


H 


H 


NHPh 


Pr-c 


H 


H 


N(Me)Ph 


Pr-c 


H 


H 


CN 


Pr-c 


H 


H 


F 


CHF2 


H 


H 


CI 


CHF2 


H 


H 


OH 


CHF2 


H 


■3T 


OMe 


CHF2 


H 


H 


OEt 


CHF2 


H 


H 


OPr-i 


CHF2 


H 


H 


OPr 


CHF2 


H 


H 


OBu-t 


CHF2 


H 


H 


OCH2Pr-c 


CHF2 


H 


H 


OCH2BU-C 


CHF2 


H 


H 


OCBkPerrc 


CHF2 


H 


H 


OCHaHex-c 


CHFo 


H 


H 


OPen-c 


CHF2 


H 


H 


OHex-c 


CHF2 


H 


H 


OCEfePh 


CHF2 


H 


H 


OPh 


CHF2 


H 


H 


OCHFz 


CHF2 


H 


H 


SH 


CHF2 


H 


H 


SMe 


CHF2 


H 


H 


S02Me 


CHF2 


H 


H 


SEt 


CHF2 


H 


-H 


S0 2 Et 


CHF2 


H 


H 


SPr-i 


CHF2 


H 


H 


SOzPr-i 


CHF2 



WO 02/062770 



PCT/JP02/010I5 



Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


i Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2. 


H. 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2: 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2. 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2. 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2, 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 



116 



H 


H 


SPh 


CHF* 


H 


H 


SOjjPh 


CHF2 


H 


H 


SCHF 2 


CHF 2 


H 


H 


SO2CHF2 


CHF 2 


H 


H 


NH 2 


CHF 2 


H 


H 


NHMe 


CHF2 


H 


H 


NMe2 


CHF 2 


H 


H 


NHEt 


CHF 2 


H 


H 


NEt 2 


CHF 2 


H 


H 


NHPh 


CHF 2 


H 


H 


N(Me)Ph 


CHF2 


H 


H 


CN 


CHF 2 


H 


1 H 


F 


CFs 


H 


H 


CI 


CFs 


H 


H 


OH 


CF 3 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CF 8 


H 


H 


OPr-i 


CFs 


H 


H 


OPr 


CF 3 


H 


H 


OBu-t 


CF 3 


H 


H 


OCWr-c 


CF 3 


H 


H 


OCH2BU-C 


CFs 


H 


H 


OCH2Pen-c 


CFs 


H 


H 


OCH2Hex-c 


CFs 


H 


H 


OPen-c 


CFs 


H 


H 


OHex-c 


CFs 


H 


H 


OCH2PI1 


CFs 


H 


H 


OPh 


CF 3 


H 


H 


OCHF2 


CFs 


H 


H 


SH 


CFs 


H 


H 


SMe 


CF 3 


H 


H 


S02Me 


CFs 


H 


H 


SEt 


CF 3 


H 


H 


S0 2 Et 


CFs 


H 


H 


SPr-i 


CFs 


H 


H 


S02Pr-i 


CFs 


H 


H 


SPh 


CFs 


H 


H 


SO2PI1 


CF 3 


H 


H 


SCHF2 


CFs 


H 


H 


SO2CHF2 


CF 8 


H 


H 


NH 2 


CFs 


H 


H 


NHMe 


CFs 


H 


H 


NMe 2 


CF 8 


H 


H 


NHEt 


CFs 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 



117 



H 


H 


NEt2 


CF3 


H 


H 


NHPh 


CF3 


H 


H 


N(Me)Ph 


CF 3 


H 


H 


CN 


CF 3 


H 


H 


F 


OMe 


H 


H 


OH 


OMe 


H 


H 


OMe 


OMe 


H 


H 


OEt 


OMe 


H 


H 


OPr-i 


OMe 


H 


H 


OPr 


OMe 


H 


H 


OBu-t 


OMe 


H 


H 


OCH2Pr-c 


OMe 


H 


H 


OCHssBu-c 


OMe 


H 


H 


OCEfePen-c 


OMe 


H 


H 


OCEbHex-c 


OMe 


H 


H 


OPen-c 


OMe 


H 


H 


OHex-c 


OMe 


H 


H 


OCHzPh 


OMe 


H 


H 


OPh 


OMe 


H 


H 


OCHF 2 


OMe 


H 


H 


SH 


OMe 


H 


H 


SMe 


OMe 


H 


H 


SOzMe 


OMe 


H 


H 


SEt 


OMe 


H 


H' 


SC^Et 


OMe 


H 


H 


SPr-i 


OMe 


H 


H 


S02Pr-i 


OMe 


H 


H ! 


SPh 


OMe 


H 


H 


S02Ph 


OMe 


H 


H 


SCHF 2 


OMe 


H 


H' 


SO2CHF2 


OMe 


H 


H 


NH 2 


OMe 


H 


H 


NHMe 


OMe 


H 


H 


NMe2 


OMe 


H 


H 


NHEt 


OMe 


H 


H 


NEt 2 


OMe 


H 


H 


NHPh 


OMe 


H 


H 


N(Me)Ph 


OMe 


H 


H 


CN 


OMe 


H 


H i 


P 


OPh 


H 


H 


OH 


OPh 


H 


H 


OMe 


OPh 


H 


H 


OEt 


OPh 


H 


H 


OPr-i 


OPh 



WO 02/062770 



PCT/JP02/010I5 



; - . us 



Me 


Me 


H 


H 


2 


H 


H 


H 


OPr 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OBu-t 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2Pr-c 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHaBu-c 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2Pen-c 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHsjHex-c 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPen-c 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OHex-c 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2PI1 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPh 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHF2 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SH 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SMe 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SOzMe 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SEt 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SOssEt 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SPr-i 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


S02Pr-i 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SPh 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SO2PI1 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SCHF2 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


SO2CHF2 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


NH 2 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


NHMe 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


NMe2 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


NHEt 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


NEt 2 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


NHPh 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


N(Me)Ph 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


CN 


OPh 


Me 


Me 


H 


H 


2 


H 


H 


H 


F 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OH 


OCHF2 


Me 


Me . 


H 


H 


2 


H 


H 


H 


OMe 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OEt 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPr-i 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPr 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OBu-t 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCEkPr-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2BU-C 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHj-Pen-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2Hex-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OPen-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OHex-c 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCH2PI1 


OCHF2 



WO 02/062770 



PCT/JP02/01015 



119 



Me 


Me 


H 


H 


2 


H 


H 


H 


OPh 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


OCHF2 


OCHF2 


Me 


Me 


H 


H 


2 


H 


H 


H 


SH 


/— \ y-iTTTM 
OCHF2 


Me 


Me 


H 


H 


2 


XT 

H 


XT 

H 


TT 

H 


SMe 


OCHF2 


Me 


Me 


H 


XT 

H 


2 


XT 

H 


TT 

H 


TT 

H 


Su2Me 


OCxix2 


Me 


Me 


H 


XT 

H 


2 


TT 

H 


TT 

H 


TT 

H 


Sx/t 


O/^TTTTI 

UO±iX2 


TV If 

Me 


TV If 

Me 


TT 

H 


TT 

H 


2 


TT 

H 


TT 

H 


XT 

H 




Anrrn 

UOxix2 


Me 


Me 


TT 

H 


XT 

H 


2 


TT 

H 


TT 

H 


TT 

H 


SPr*i 


UOxiX2 


Me 


Me 


XT 

H 


TT 

H 


2 


TT 

H 


TT 

H 


TT 

H 


S02irT 1 


/^/^TTTTl 

OOxix2 


Me 


Me 


H 


XT 

H 


2 


XT 

H 


TT 

H 


TT 

H 


SPn 


OOhLx2 


Me 


Me 


H 


XT 

H 


2 


TT 

H 


TT 

H 


TT 

H 


SO2P1I . 


OOxlX2 


Me 


Me 


TT 

H 


XT 

H 


2 


TT 

H 


TT 

H 


TT 

H 


SOrir2 


00x11*2 


Me 


Me 


H 


XT 

H 


2 


TT 

H 


TT 

H 


TT 

H 


SO2OJCIX2 


U OX1P2 


Me 


Me 


H 


XT 

H 


2 


XT 

H 


TT 

H 


TT 

H 


TvTTX 


OC/xix2 


Me 


Me 


H 


H 


2 


XT 

H 


TT 

H 


TT 

H 


NxiMe 


UO±ix2 


Me 


Me 


XX 

H 


XT 

H 


2 


TT 

H 


TT 

H 


TT 

H 


NMe2 


UOx±X2 


Me 


Me 


H 


XT 

H 


2 


TT 

H 


TT ■ 

H 


TT 

H 


NJ±kt 


OOxix2 


Me 


Me 


XT 

H 


XT 

H 


2 


TT 

H 


XT 

H 


TT 

H 


TvTC^J- 

JNJift2 


UO±±X2 


Me 


Me 


TT 

H 


XT 

H 


2 


XT 

H 


TT 

H 


TT 

H 


rslHirii 


UOxix2 


Me 


Me 


XT 

H 


TT 

H 


2 


TT 

H 


TT 

H 


TT 

H 


TvT/TV T^\t>"L 


UOx±X2 


Me 


Me 


TT 

H 


TT 

H 


2 


TT 

H 


TT 

H 


TT 

H 


OJN 


UO±lX2 


Me 


H IT 

Me 


TT 

H 


XT 

H 


2 


TT 

H 


TT 

H 


Me 


X? 

x 


Ox 3 


Me 


Me 


TT 

H 


TT 

H 


2 


XT 

H 


TT 

H 


TV K 

Me 


Ol 


Ol? 3 


Me 


Me 


H 


XT 

H 


2 


TT 

H 


TT 

H 


Me 


On 


OX3 


Me 


Me 


H 


H 


2 


TT 

H 


TT 

H 


TV It 

Me 


OMe 


0x3 


Me 


Me 


XT 

H 


H 


2 


XT 

H 


TT 

H 


TV If — 

Me 


OM 


OX3 


Me 


Me 


XT 

H 


XX 

H 


2 


TT 

H 


TT 

H 


TV JT 

Me 


OFr-i 


/"IT? 
OX 3 


Me 


Me 


H 


H 


2 


XT 

H 


XT 

H 


Me 


/~\T>_ 

Orr 


zip 

Ox 3 


Me 


Me 


H 


TT 

H 


2 


XT 

H 


TT 

H 


TV IV ~ 

Me 


OBu-t 


CX3 


Me 


Me 


XT 

H 


TT 

H 


2 


TT 

H 


TT 

H 


tv 

Me 


OCi±2Pr*c 


Oxs 


Me 


Me 


H 


XT 

H 


2 


TT 

H 


TT 

H 


tv yr — 

Me 


/"\ /~t TT "D-- 
OOH2JBU-C 


/-I Tji 

Ox 3 


Me 


Me 


XX 

H 


XT 

H 


2 


TT 

H 


TT 

H 


TV /T— 

Me 


OOxi2Perrc 


OX 3 


Me 


Me 


TT 

H 


TT 

H 


2 


XX 

H 


XT 

XI 


Me 


UU±±2ilex*c 


0x3 


Me 


Me 


TT 

H 


TT 

H 


2 


XT 

H 


TT 

H 


TV T_ 

Me 


OPerrc 


OX 3 


K. If 

Me 


TV jr 

Me 


TT 

H 


XT 

H 


2 


TT 
XI 


TT 

rl 


TV Kr- 

Me 


r\TT 

Uxiex c 


Ox 3 


Me 


Me 


H 


H 


2 


H 


H 


Me 


OCH 2 Ph 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


OPh 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


OCHF2 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


SH 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


SMe- 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


S02Me 


CF 3 


Me 


Me 


H 


H 


2 


H 


H 


Me 


SEt 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me 


S0 2 Et 


CFs 


Me 


Me 


H 


H 


2 


H 


H 


Me • 


SPr-i 


CFs 



WO 02/062770 



PCT/JP02/01015 



Mo 




TI 

XX 


XX 


2 


H 


Mo 


Mp 


XI 

XX 


XX 


2 


H 


Mo 
XVXc 


Mp 
xvxc 


H 

XX 


H 

XX 


2 


H 


Mo 

XVXc 


Mp 

XVXc 


XX 


H 

XX 


2 


H 


Mp 

XYXC 


Me 


H 

XX 


H 


2 


H 


XYXC 


Me 


H 

XX 


H 


2 


H 


Me 

XYXC 


Me 


H 


H 


2 


H 


Me 

1Y1C 


Me 


H 


H 


2 


H 


XVXC 


Me 

J.VXC 


H 


H 


2 


H 


Mp 

XYXC 


Me 


H 


H 


2 


H 


Mp 

XYXC 


Me 

XYXC 


H 


H 


2 


H 


Me 


Me 

XYXw 


H 


H 


2 


H 


Me 

XYXC 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 

xyxc 


Me 


H 


H 


2 


H 


Me 

XYXC 


Me 


H 


H 


2 


H 


Me 

XVXC 


Me 

XYXC 


H 


H 


2 


H 


Mp 

XVXC 


Me 

XYXC 


H 


H 


2 


H 


Mp 
xyxc 


Me 

XYXC 


H 

XX 


H 


2 


H 


Mp 

XYXC 


Me' 

IYXC 


H 


H 


2 


H 


Mp 
xvxc 


Me 

XYXC 


H 


H 


2 


H 


Mp 

XVXc 


Me 

XYXC 


H 


H 


2 


H 


Mp 
xvxc 


Me 

XYXC 


H 


H 


2 


H 


Mp 

XVXc 


Me 

XYXC 


H 


H 


2 


H 


Me 

xvxc 


Me 

XYXC 


H 


H 


2 


H 


Me 

XYXv 


Me 


H 


H 


2 


H 


Mp 

XYXC 


Me 


H 


H 


2 


H 


Mp 

XYXC 


Me 

XYXC 


H 


H 


2 


H 


Mp 

XYXC 


Me 

XYXC 


H 


H 


2 


H 


Mp 
xyxc 


Me 

XYXC 


H 


H 


2 


H 


Mp 

XVXc 


Mp 

XYXC 


H 

XX 


H 


2 


. H 


Mp 

XVXc 


Mp 

XYXC 


TT 

XX 


H 


2 


H 


Mp 

XVXc 


Me 

XYXC 


H 


H 


2 


H 


Mp 

XYXc 


Mp 

XYXC 


H 

XX 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 



120. 



TT 

xl 


M« 

xvie 


ougxr x 




TT 

xi 


TV 

Me 




3 


TT 
XX 


Ma 

lYLe 


Ov^2x XL 




IT 

xl 


iVLe 


QOTTT?o 
DuxLT 2 


VX 3 


TT 

XX 


Mo 

xvxe 




OF* 

VX 0 


TT 

XX 


Mo 
XYXc 


1\XX2 


CFs 


TT 

XX 


Mp 

XVXc 


X>J X7XXYXC 


CF3 


XT 
XX 


Mo 
XVXc 


XNXYXC2 


CFs 


TT 

XX 


Mo 

XYXc 


XMXXJ-JU 


VX 0 


TT 

XX 


Mo 

XYXC 


XNXUb2 


CFs 


TT 

XX 


Mp 

XYXC 


X>i XXX XX 


CFs 

vx 0 


TT 
XX 


Mp 

XVXc 


N(1VTe)Pri 

X> \XYXC/ X XX 


CFs 


TT 

XX 


Mp 

XYXC 


CN 


GF3 


TT 


OMp 

vxYXc 


F 

X 


CFs 


TT 

XX 


OMp 

vxYXc 


CI 

v>X 


CFs 


TT 

XX 


OMp 

vxYXc 


OH 

• ViX 


CF* 


TT 
XT 


OMp 

vxYXc 


OMe 

W1V1C 


CFs 

v^x 0 


TT 
XI 


vxVXc 


CYRt 

v_y Xl/ l 


CFs 


xt 

XX 


OMp 
vxYXc 


VX7 X X 


CFq 

wX 0 


TT 
Xl 


OMo 
vxVXc 


OPr 
vyxx 


CFq 
WX 0 


TT 
XT 


OMo 
VxVXc 


ORn-t 

VJXJU L 


CFq 

V— /X 0 


TT 

XX 


OMo 

VXVXC 


OOHVPr-r 

V7UXX2X I L» 


CFq 

WX 0 


TT 
Xx 


OMo 
vxVXc 


OfTHVRu-r 


CF<i 

WX 0 


TT 
Xx 


OMo 

vxYXc 


OOTToPpTi-r 

VJllzX tJXX V 


CFs 


TT 

XX 


OMp 

vxVXc 




CF3 


TT 

XX 


OMp 

vxVXc 


OPpn-r 

vyx CXX V 


CF3 


TT 
Xx 


OMo 

VXYXc 


OTTpv-r 

VJXlCA V 


CFs 


TT 

XX 


OMp 

vXYXc 


OCH«>Ph 

V/ VXXJiX XX 


CFs 


TT 
Xx 


OMo 

vXYXc 


OPTi 

UX XX 


CF^ 

VX 0 


TT 

XX 


OMo 

vxYXc 


v vxxr 2 


CFs 

v— 'X O 


TT 

XX 


OMo 

vxVXc 


Oil 


CFs 

V/X 0 


XT 

XX 


OMo 

vxVXc 


RMp 

VXYXC 


CFs 

vx 0 


TT 

XX 


OMo 

VxVXc 


SOoMp 


CFs 

vx 0 


XT 

XX 


OMo 


oxj l 


CFs 

VX 0 


XT 
XI 


OMo 

VXYXc 




CFs 


H 


OMe 


SPr-i 


CFs 


H 


OMe 


SOzPr-i 


CF 3 


H 


OMe 


SPh 


CFs 


H 


OMe 


S02Ph 


CFs 


H 


OMe 


SCHF 2 


CFs 


H 


OMe 


SO2CHF2 


CFs 


H 


OMe 


NH 2 


CFs 


H 


OMe 


NHMe 


CFs 


H 


OMe 


NMe 2 


CFs 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


2 


TT 

H 


Me 


Me 


H 


H 


2 


TT 

H 


Me 


Me 


TT 

H 


TT 

H 


2 


TT 

H 


TV IT 

Me 


TV tr 

Me 


H 


TT 

H 


2 


TT 

H 


Me 


TV IT 

Me 


H 


TT 

H 


2 


TT 
H 


Me 


Me 


TT 

H 


TT 

xi 


2 


TT 

xi 


Me 


Me 


TT 
H 


TT 

xl 


i 


TT 

xl 


Me 


Me 


TT 

XX 


TT 

xi 


o 

it 


TT 

xi 


Me 


Me 


TT 

xi 


TT 

xl 




TT 

xl 


Me 


TV /IV 

Me 


TT 

xi 


TT 

xi 


o 
it 


TT 

xi 


Me 


TV yr _ 

Me - 


TT 


TT 

xi 


it 


TT 

xi 


Me 


~\lf - 

Me 


TT 

rl 


TT 

xi 


it 


TT 

xi 


Me 


TV A"-. 

Me 


TT 

rl 


TT 

xi 


2 


XT 

xl 


Me 


tv /r _ 

Me 


TT 


TT 

XL 


2 


TT 

xl 


TV If 

Me 


TV 

Me 


TT 

H 


TT 

H 


2 


TT 

xi 


TV If ^ 

Me 


Me 


TT 

H 


TT 

xi 


2 


TT 

ti 


TV 

Me 


tv if 

Me 


TT 

H 


TT 

H 


2 


TT 

xi 


tv /r _ 

Me 


tv /r_ 

Me 


TT 


TT 
H 


o 

2 


TT 

xi 


TV yr^ 

Me 


TV /r 

Me 


TT 

xi 


TT 

xi 


it 


TT 

xi 


Me 


TV /T/~ 

Me 


TT 

xl 


TT 

xi 


it 


TT 

xi 


Me 


TV 

Me 


TT 

xl 


TT 

xi 


it 


TT 

xi 


tv if ^ 

Me 


TV 

Me 


TT 

xl 


TT 

xi 


o 
it 


TT 

xi 


Me 


Tv yr^ 

Me 


TT 

xl 


TT 

xi 


it 


TT 

xi 


Me 


T\ if ^ 

Me 


TT 

xl 


TT 

xi 


o 
it 


TT 

xi 


Me 


T\ yr_ 

Me 


TT 

xl 


TT 

xi 


it 


TT 

xi 


TV /T"~ 

Me 


7\ yr 

Me 


TT 

xl 


TT 

xi 


o 
2 


TT 

xl 


TV If ^ 

Me 


TV 

Me 


TT 

xl 


TT 


2 


TT 

xi 


TV JT* 

Me 


tv /r^ 

Me 


TT 


TT 

xi 


o 

2 


TT 

xi 


TV If ^ 

Me 


TV If 

Me 


TT 

H 


TT 

xi 


2 


TT 

xl 


iv >r 

Me 


tv 

Me 


TT 

H 


TT 

xi 


2 


TT 

xl 


TV IT 

Me 


TV If 

Me 


TT 

H 


TT 

H 


2 


TT 

xi 


Me 


Me 


TT 
±1 


TT 

xi 


o 

z 


TT 

xl 


Me 


T\ it ^ 

Me 


TT 

xl 


TT 

xi 


z 


TT 

xi 


TV <f" _ 

Me 


TV If ^ 

Me 


TT 

xl 


TT 

xi 


z 


TT 

xi 


TV If ^ 

Me 


TV yr ^ 

Me 


TT 

xl 


TT 

xi 


z 


TT 

xl 


Me 


Me 


H 


H 


2 


H 


Me- 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 



121 



XJ 
XI 


Wxvxe 


xNXxxlib 


3 


TT 

XI 


OMp 


"NTEVf-o 

!NXiiL2 


V_v J. 3 


TT 

XX 


wxvxc 


i-N XXX XI. 


OF* 

v>x s 


TT 

Xi 




xn vivxcy X XX 


v^x 3 


H 


OMe 


CN 


CFi 

V-/X 0 


H 


SMe 


F 


CF3 


H 


SMe 


CI 


CFs 


H 


! SMe 


OH 


CFs 


H 


SMe 


OMe 


CF3 


H 


SMe 


OEt 


CFs 


H 


SMe 


0Pr*i 


CF3 


H 


SMe 


OPr 


CFs 


H 

XX 


SMe 


OBirt 


CF3 


H 

XX 


SMe 


OGH^Pr-c 


CFq 


XX 


SMe 




CFq 


H 

XX 


SMe 


OCHoPen-c 


CF3 


XX 


U1YXC 


OCHoTTp-jr-r 


CFq 


H 

XX 


SMe 


OPerrc 

\_/X Cli ^/ 


CF3 


H 

XX 


SMe 


OHex'c 


CFs 


H 


SMe 


OCHaPh 


CF3 


H 


SMe 


OPh 


CFq 


H 


SMe 


OCHF2 


CF 3 


H 


SMe 


SH 


CFs 


H 


SMe 


SMe 


CFs 


H 


SMe 


SOaMe 


CFs 


H 

XX 


SMe 


SEt 


CFs 


H 


SMe 


S02Et 


CFs 


XX 


SMe 


SPr-i 

►Jl X X 


CFq 


H 

XX 


SMe 

kJXYXC 


SOoPr-i 

kJ\^Z/X X X 


CFq 


XT 

XX 


OlVXt; 


SPh 

k?X XI 


CFq 


H 

XX 


SMe 


SOaPh 


CFs 


H 


SMe 


SCHF2 


CFs 


H 


SMe 


SO2CHF2 


CF3 


H 


SMe 


NH2 


CF3 


H 


SMe 


NHMe 


CFs 


H 


SMe 


NMe2 


CF 3 


H 


SMe. 


NHEt 


CF 3 


H 


SMe 


NEt 2 


CF 3 


H 


SMe 


NHPh 


CFs 


H 


SMe 


N(Me)Ph 


CFs 


H 


SMe 


CN 


CFs 


H 


S02Me 


F 


CFs 


H 


S02Me 


CI 


CFs 


H 


S02Me 


OH 


CFs 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


TT 

H 


TT 

H 


2 


TT 

H 


Me 


Me 


TT 

H 


TT 

H 


2 


TT 

xi 


Me 


Me 


TT 

H 


TT 

H 


2 


TT 

xi 


TV Jf 

Me 


T*. JT 

Me 


TT 

H 


TT 

xi 


2 


TT 

xi 


TV JT 

Me 


TV JT 

Me 


TT 
ti 


TT 


Z 


TT 

xi 


TV yr 

Me 


Me 


TT 


TT 

xi 


Z 


TT 

XI 


TV K — 

Me 


Me 


TT 
±1 


TT 

xi 


Z 


TT 
Xl 


TV S ^ 

Me 


TV IT ^ 

Me 


TT 

xi 


TT 

xi 


z 


TT 
Xl 


Me 


TV K ~ 

Me 


TT 

M 


TT 

xi 


Z 


TT 

xl 


TV «■ 

Me 


TV K ^ 

Me 


TT 
±1 


XT 

xi 


z 


TT 

Xl 


tv yr 

Me 


tv yr^ 

Me 


TT 
±1 


TT 

xi 


Z 


TT 
Xl 


tv yr 

Me 


TV JT - 

Me 


TT 
±1 


TT 

xi 


o 
Z 


TT 
Xl 


TV /T _ 

Me 


TV A"_ 

Me 


±1 


TT 

xi 


Z 


TT 

xl 


tv yr 

Me 


tv yr-. 

Me 


TT 
±1 


TT 

xi 


o 
Z 


TT 
Xl 


TV /T — 

Me 


tv yr~ 

Me 


TT 

xl 


TT 

xi 


Z 


TT 
Xl 


TV /T_~ 

Me 


tv /r^v 

Me 


TT 
±1 


TT 

xi 


Z 


TT 

xl 


TV /T_ 

Me 


tv yr— . 

Me 


TT 

xi 


TT 

xi 


Z 


IT 

Xl 


tv /r _ 

Me 


tv yr^ 

Me 


TT 

xl 


TT 

xi 


Z 


XT 

xl 


TV 

Me 


tv yr~ 

Me 


TT 
±1 


TT 

xi 


o 
4* 


XT 
Xl 


TV <T _ 

Me 


tv 

Me 


TT 

xl 


TT 

xi 


Z 


TT 
Xl 


tv yr 

Me 


TV tC ^ 

Me 


TT 

xl 


TT 

xi 


Z 


TT 
Xl 


tv yr 

Me 


tv yr_ 

Me 


TT 


TT 

xi 


Z 


TT 

xl 


Me 


tv yr 

Me 


TT 
H 


TT 

xi 


Z 


TT 
Xl 


Me 


TV 

Me 


TT 

xl 


TT 

xi 


Z 


TT 

xl 


tv /r _ 

Me 


Me 


TT 

xl 


TT 

xi 


Z 


TT 
±1 


TV K 

Me 


tv yr— 

Me 


TT 

xl 


TT 

xl 


Z 


TT 
Xl 


tv yr _ 

Me 


tv yr~ 

Me 


TT 


TT 

xi 


o 
Z 


TT 
Xl 


tv yr~ 

Me 


Tvyr^ 

Me 


TT 

xi 


TT 

xi 


Q 

z 


TT 
Xl 


tv yr 

Me 


tv yr_ 

Me 


TT 


TT 

xi 


z 


TT 
±1 


TV IT ~ 

Me 


Me 


TT 

xl 


TT 

xi 


z 


TT 


TV iT 

Me 


TV 

Me 


TT 

xl 


TT 

xi 


Z 


TT 

xl 


TV JT 

Me 


tv yr~ 

Me 


TT 

xl 


TT 

xi 


Z 


TT 

xl 


tv yr _ 

Me 


Me 


TT 

xi 


TT 

xi 


Z 


TT 
Xl 


TV IT 

Me 


tv yr~ 

Me 


TT 

xl 


TT 

xi 


Z 


TT 

xl 


iv yr 

Me 


TV /T^ 

Me 


TT 

xi 


TT 

xi 


Z 


TT 

xl 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 


Me 


Me 


H 


H 


2 


H 



122 



TT 

11 


SOfMe 


OMe 


CF3 


TT 
XX 


SOoMe 


OEt 


CF3 


H 


S09Me 


OPr-i 


CFs 


H 

XX 


S09Me 


OPr 


CFs 


H 


SOsMe 


OBu-t 


CFs 


H 


S02Me 

K*/ X*/^ £gm i*V 


OCH2Pr-c 


CFs 


H 


SOsMe 


OCH2BU-C 


CFs 


H 


S02Me 


OCH2Pen-c 


CFs 


H 


SOaMe 


0CH2Hex-c 


CF3 


H 


SOsMe 


OPen-c 


CFs 


H 


SOsMe 


OHex-c 


CFs 


H 


SOsMe 


OCH2PI1 


CFs 


H 


SOsMe 


OPh 


CF3 


H 


SOsMe 


OCHF2 


CF 3 


H 


S02Me 


SH 


CFs 


H 


SOsMe 


SMe 


CF 3 


H 


SOsMe 


S02Me 


CF3 


H 


SOsMe 


SEt 


CF 3 


H 


SOsMe 


S02Et 


CF 3 


H 


SOsMe 


SPr-i 


CFs 


H 


SOsMe 


S02Pr-i 


CFs 


H 

XX 


SOsMe 


SPh 


CF3 


H 


SOsMe 


S02Ph 


CFs 


H 


SOsMe 


SCHF 2 


CF3 


H 


SOsMe 


S0 2 CHF 2 


CF3 


H 

XX 


SOsMe 


•NH2 


CF 3 


H 


SOsMe 


NHMe 


CF3 


H 


SOsMe 


NMe2 


CF3 


H 


SOsMe 


NHEt 


CF 3 


H 


SOsMe 


NEt2 


CF 3 


H 


SOsMe 


NHPh 


CF 3 


H 


SOsMe 


N(Me)Ph 


CF 3 


H 


SOsMe 

K—/ ^>xtJ.v 


CN 


CFs 


H 


NH2 


F 


CFs 


H 


NH 2 


CI 


CFs 


H 


NH 2 


OH 


CFs 


H 


NH 2 


OMe 


CFs 


H 


NH 2 


OEt 


CFs 


H 


NH2 


OPr-i 


CF 3 


H 


NH2 


OPr 


CFs 


H 


NH2 


OBu-t 


CFs 


H 


NH2 


OCEbPr-c 


CF 3 


H 


NH 2 


OCH2BU-C 


CFs 


H 


NH2 


OCH2Pen-c 


CFs 



WO 02/062770 



PCT/JP02/01015 



123 



ivie 


ivie 


XT 

XX 


XT 

XX 


9 


XT 

XX 


TT 

XX 


TsJTTo 
X\xx2 


nnTToTTPY-r 
V»/Oxx2xxeA. L» 


ul 3 


lVlG 


ivxe 


XT 
XX 


XT 

XX 


o 

£i 


TT 
XX 


TT 

XX 


TsJTTo 


ur en. C/ 


ur 3 


ivie 


ivie 


TT 

XX 


TT 

XX 


O 


XT 

XX 


TT 

XX 


TsJTTo 
XNxl2 


flTTov-r» 

uxiex c 


vr 3 


ivie 


1V16 


XT 

XX 


TT 

XX 


o 

£t 


TT 

XX 


TT 

XX 


"MTTo 


OHTToPT* 

V/ V-/XX2X xx 


CFo 
vi 3 


ivie 


m^ 
ivie 


TT 

XX 


TT 

XX 


9 


XT 

XX 


TT 

XX 


TsJTTo 
XNxx2 


OPTi 

VXXl 


wX 3 


TV/To 

ivxe 


Mo 
ivxe 


TT 

XX 


XT 

XX 


9 


TT 

XX 


TT 

XX 


NTTo 

x\ xx 2 




CF* 


A/To 

IVXe 


Mo 
ivxe 


XT 

XX 


TT 

XX 


9 


XT 

XX 


TT 

XX 


XN XX2 


SH 


CFq 

v— 'X 0 


xvxe 


Mo 

ivxe 


XT 

XX 


TT 

XX 


o 


XX 


TT 

XX 


TsJTTo 


SMe 


CFq 

1 wx 3 


TV/To 

Ivie 


Mo 
xvxe 


TT 

XX 


XT 

XX 


o 


1 XX 


H 

XX 


NH9 


SOoMp 


CFq 
\-»x 3 


Mp 

XVXe 


Mo 
xvxe 


TT 

XX 


TT 

XX 


2 


XX 


TT 

XX 


1 NH9 


SEt 


CF3 


Mp 
xvxe 


Mo 


TT 

XX 


H 

XX 


2 


TT 


H 

XX 


1MJ.Z 


S02Et 


CFq 


Mp 

XVXe 


Mo 
xvxe 


TT 

XX 


H 

XX 


2 


H 

XX 


XX 


NTTo 


SPr-i 


CFq 

wx 0 


Mp 

XVXe 


Mp 


TT 

XX 


TT 

XX 


2 


TT 

XX 


TT 

XX 


NH9 


SOzPr-i 


CFs 

VX 0 


Mo 
XVXe 


Mo 

ivxe 


TT 

XX 


TT 

XX 


2 


xr 

XX 


XT 

XX 


XNXX2 


SPh 

UX XX 


CFq 

V- 'X JJ 


Mp 

XVXe 


Mp 
ivxe 


TT 

XX 


TT 

XX 


2 


XX 


TT 

XX 


NTT9 


SO?Ph 

KS XX 


CFq 


Mo 

XVXe 


Mo 
ivxe 


XT 

XX 


TT 

XX 


2 


TT 

XX 


TT 

XX 


NH9 

XNXXz 


SCHF9 


CFq 
v-/x 3 


Mo 
ivxe 


Mo 

ivxe 


XT 

XX 


TT 

XX 


9 


TT 

XX 


TT 

XX 


xx xxz 


S09CHF9 


CFr 

\_/x 3 


Mo 
ivxe 


Mo 
xvxe 


TT 

XX 


TT 

XX 


o 


TT 

XX 


XT 

XX 


NTTo 

XXXX2 


TsJTTo 

XMXXJJ 


CF* 

vX 3 


TV/To 

ivxe 


Mo 

xvxe 


TT 

XX 


TT 

XX 


9 


TT 

XX 


TT 

XX 


NTTo 

XNXX2 


NTTMp 
x> xxxvxe 


CFq 

wX 3 


Mo 

ivxe 


Mo 
xvxe 


XT 

XX 


TT 

XX 


2 


TT 

XX 


TT 

XX 


NTTo 

x\ xxz 


"MMpo 


CFq 


Mo 

ivxe 


Mo 
xvxe 


TT 

XX 


TT 

XX 


2 


TT 

XX 


TT 

XX 


NTT9 


NHEt 

X> XXJJ 1/ 


CFq 
V-/X 3 


Mo 
ivxe 


Mo 
xvxe 


TT 

XX 


TT 

XX 


2 


XX 


TT 

XX 


NTT9 

X xXX^S 


NEt2 


CFs 


Mo 
ivxe 


Mo 
xvxe 


XT 

XX 


TT 

XX 


2 


TT 

XX 


XX 


NH9 


iiXJLL XJL 


CF3 


Mo 
ivxe 


Mp 
xvxe 


XT 

XX 


TT 

XX 


2 


TT 

XX 


XX 


7sJTT 0 


N(Me)Pli 

X ' VL^Xw/X JX 


CFq 


Mo 
ivxe 


Mo 
xvxe 


TT 

XX 


TT 

XX 


2 


XX 


XX 


NTTo 


CN 


CFq 
v>»x 3 


TT 

XX 


TT 

XX 


TT 

XX 


TT 

XX 


2 


TT 

XX 


TT 

XX 


H 

XX 


OMe 


CFq 


TT 

XX 


TT 

XX 


TT 

XX 


TT 

XX 


2 


TT 

XX 


H 

XX 


H 

xx 


OEt 


CF3 


Mo 
ivxe 


XT 
XX 


TT 

XX 


xt 

XX 


2 


TT 

XX 


TT 

XX 


H 

XX 


OMe 


CF3 


Mo 
ivxe 


TT 

XX 


TT 

XX 


TT 

XX 


2 


XX 


TT 

XX 


XX . 


OEt 


CFq 
\-/x 3 


Mo 

ivxe 


XJ 

XX 


Mo 
xvxe 


TT 

XX 


2 


TT 

XX 


XT 

XX 


TT 

XX 


OMe 


CFq 
vx 3 


Mo 
ivxe 


TT 

XX 


Mo 
xvxe 


XT 

XX 


2 


TT 

XX 


TT 

XX 


XX 


OEt 


CFq 


A/To 
ivxe 


Mo 

xvxe 


TT 

XX 


TT 

XX 


9 


Mp 
xvxe 


TT 

XX 


TT 

XX 


OMe 


CFq 


TV /IV. 

ivxe 


Mo 

xvxe 


XT 

XX 


TT 

XX 


9 


Mp 
xvxe 


TT 

XX 


TT 

XX 


OEt 




TV/To 

ivxe 


Mo 
ivxe 


XT 

XX 


TT 

xx - 


9 


Ft 

Xj if 


XT 

XX 


TT 

XX 


OMp 




Mo 
ivxe 


Mo 
xvxe 


XT 

XX 


TT 

XX 


2 


Ft 

Xli V 


XX 


H 

XX 


OEt 


CF3 


Me 


Me 


H 


H 


2 


Pr-i 


H 


H 


H 


CFs 


Me 


Me 


H 


H 


2 


Pr-i 


H 


H - 


OMe 


GF 8 


Me 


Me 


H 


H 


2 


Pr-i 


H 


H 


OEt 


CF 8 


Me 


Me 


H 


H 


2 


Me 


Me 


H 


OMe 


CFs 


Me 


Me 


H 


H 


2 


Me 


Me 


H 


OEt 


CFs 


Me 


Et 


H 


H 


2 


H 


H 


H 


OMe 


CFs 


Me 


Et 


H 


H 


2 


H 


H 


H 


OEt 


CFs 


Et 


Et 


H 


H 


2 


H 


H 


H 


OMe 


CFs 


Et 


Et 


H 


H 


2 


H 


H 


H 


OEt 


CFs 



WO 02/062770 



PCT/JP02/010I5 



Me 




Pr-i 


TT 

ri 


TT 

ri 


o 
X* 


XT 
XX 


Me 




Pr-i 


TT 

xl 


TT 

XX 


o 

Xy 


TI 
XX 


Me 




Pr 


TT 

XX 


TT 

XX 


9 


XX 


Me 




Pr 


TT 


TT 

XX 


9 
x< 


TT 

XX 


Me 




Pr-c 


TX 

n 


TT 

XX 


o 

XI 


H 

XX 


Me 




Pr-c 


TT 

XX 


TT 

XX 


o 


H 


Me 


CEfePr-c 


TT 

XX 


H 

XX 


2 


H 


Me 


CHaPr-c 


H 


H 

XX 


2 


H 


-(CH2) 2 - 


H 


H 

XX 


2 


H 


-(CHzV 


H 


TT 

XX 


2 

Al 


H 


-(CHaV 


H 


TT 

XX 


2 

Xi 


H 


•(CHjsJs- 


H 


TT 

XX 


Xj 


H 

XX 


-(CHa)*- 


H 


TX 

XX 


o 


TT 

XX 




H 


TT 

XX 


9 

Xi 


TT 

XX 


-(CH2V 


H 


TT 

XX 


2 

Xj 


TT 

XX 


-(CH2) 5 - 


H 


TT 

XX 


2 

Xf 


H 


tt 

xx 




-(CH2)s- 


TT 

XX 


2 

Xi 


H 


TT 

in 




-(CH2) 3 - 


TT 

XX 


2 

Xl 


H 


TT 




-(CH2)4- 


H 

XX 


2 


H 


H 




-(CHzk- 


H 

XX 


2 


H 


H 






TT 

XX 


2 

Xi 


H 


H 




-(CH2) 5 - 


H 

XX 


2 


H 


H 




-(CH2>6- 


TT 

XX 


2 


H 

XX 


H 




-(CH2>6- 


TT 

XX 


2 


H 


Me 




Me 


H 


TT 

XX 


1 

X 


XX 


Me 




Me 


H 


TT 

XX 


1 

X 


TT 

XX 


Me 




Me 


H 


TT 

XX 


1 

X 


TT 

XX 


Me 




Me 


H 


TT 

XX 


1 

X 


TT 

XX 


Me 




Me 


H 


TT 

XX 


1 

X 


TT 

XX 


Me 




Me 


H 


TT 

XX 


1 

X 


TT 

XX 


Me 




Me 


H 


TT 

XX 


X 


TT 

XX 


Me 




Me 


H 


TT 

XX 


X 


IT 

XX 


Me 




Me 


H 


TT 

XX 


X 


XX 


Me 




Me 


H 


H 

XX 


1 

X 


TT 

XX 


Me 




Me 


H 


TT 

XX 


1 

X 


XX 


Me 




Me 


H 


H 


1 


H 


Me 




Me 


H 


H 


1 


H 


Me 




Me 


H 


H 


1 


H 


Me 




Me 


H 


H 


1 


H 


Me 




Me 


H 


i H 


1 


H 


Me 




Me 


H 


' H 


1 


H 


Me 




Me 


H 


H 


1 


H 


Me 




Me 


H 


H 


1 


H 


Me 




Me 


H 


H 


1 


H 



124 



H 


H 


OMe 


CFs 


H 


H 


OEt 


CPs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


OMe 


CFs 


H 


H 


OEt 


CFs 


H 


H 


CI 


CI 


H 


H 


OH 


CI 


H 


H 


OMe 


CI 


H 


H 


OEt 


CI 


H 


H 


OPr-i 


CI 


H 


H 


OPr 


CI 


H 


H 


OBu-t 


CI 


H 


H 


OCHaPr-c 


CI 


H 


H 


OCHssBu-c 


CI 


H 


H 


OCH2Pen-c 


CI 


H 


H 


OCEfeHex-c 


CI 


H 


H 


OPen-c 


CI 


H 


H 


OHex-c 


CI 


H 


H 


OCEfePh 


CI 


H 


H 


OPh 


CI 


H 


H 


OCHF2 


CI 


H 


H 


SH 


CI 


H 


H 


SMe 


CI 


H 


H 


S02Me 


CI 


H 


H 


SEt 


CI 



WO 02/062770 



PCT/JP02/01015 



125 



Me 


TV /IV 

Me 


TT 

xi 


XT 

rl 


1 

X 


TT 

rl 


XT 
Xl 


XT 
XI 




01 


Me 


Me 


TT 

ri 


TT 

ri 


X 


XT 

ri 


XT 

ri 


TT 
Xl 


oirx 1 




Me 


Me 


TT 

ri 


XT 

ri 


X 


TT 

xi 


XT 

xl 


XT 

Jul 


1 


pi 
01 


Me 


Me 


TT 

rl 


XT 

ri 


X 


TT 

ri 


XT 
Xl 


XT 
XI 


ox n 


ui 


Mo 

ivie 


Mo 

ivie 


IT 

xi 


TT 
rx 


1 

X 


TT 
n 


XT 
XX 


TT 
rx 




V-/X 


ivxe 


Mo 
ivxe 


XT 

rx 


XT 

rx 


"1 
X 


XT 

rx 


TT 

XX 


TT 

XI 


SHTTFo 
ouiir 2 


ni 

x-»X 


TV/To 

Me 


Mo 

Me 


rx 


XT 

rx 


1 
X 


XT 
rx 


TT 

Xl 


TT 

XX 




VJl 


Mo 

Me 


A/To 
ivxe 


TT 


TT 
rx 


1 
X 


TT 
rx 


TT 

XX 


XT 
XX 


1NXX2 


ni 


Mo 

Me 


Mo 

Me 


XT 

n 


TT 
rx 


1 
X 


TT 
rx 


TT 

XX 


TT 

XX 


KTTTMo 
im xxivxe 




Me 


Mo 
ivxe 


XT 

rx 


TT 
rx 


X 


TT 
rx 


TT 

XX 


TT 

XX 


XN XYXC2 




TV/To 

Me 


A/To 

ivxe 


XT 

rx 


XT 

rx 


X 


XT 

rx 


XT 
XX 


TT 

XX 


XNXXJji b 


m 


TV/To 

ivxe 


A/To 

ivxe 


xt 
rx 


TT 
rx 


n 

X 


TT 
rx 


TT 

XX 


TT 
rx 


"MF.fr* 
i\ nii»2 


ni 


ivie 


Mo 
ivxe 


rx 


TT 
rx 


T 

X 


TT 
rx 


TT 

XX 


TT 

XX 


1NXXX7XX 


ni 

V_/l 


Me 


Mo 
ivxe 


TT 
rx 


TT 
rx 


i 

X 


TT 
rx 


TT 

XX 


TT 

XX 


MCMp^Ph 

IN ViVXc/XT IX 


m 


Mo 

ivxe 


Mo 
ivxe 


XT 

rx 


TT 
rx 


i X 


TT 
rx 


TT 


TT 

XX 






ivxe 


Mo 
ivxe 


TT 

rx 


TT 
rx 


1 

1 


TT 


TT 

XX 


TT 

XX 


F 


Mp 

XYXw 


Mo 
ivxe 


Mo 

ivxe 


TT 
xi 


TT 
rx 


X 


TT 
rx 


TT 

XX 


TT 

XX 




XYXtJ 


Mo 
Me 


A/To 
ivxe 


XT 
XX 


TT 
n 


i 

X 


XT 
XX 


TT 

XX 


TT 

XX 


OTT 


Mp 
ivxe 


TV /To 

Me 


Mo 

ivxe 


TT 

rx 


XT 

rx 


X 


TT 

XX 


TT 

XX 


TT 
rx 


OMp 
v-/iYie 


Mp 
xvxe 


Mo 

Me 


A4o 

Me 


XT 

rx 


XT 

rx 


X 


XT 

rx 


XT 
XX 


TT 

XX 


of* 

\_/ Xiib 


Mo 
ivxe 


Mo 

ivie 


Mo 
ivxe 


TT 
rx 


XT 

rx 


1 
X 


TT 

XX 


TT 

XX 


XT 
XX 


OPr-i 

V-/XX X 


Mp 

XYXe 


Mo 

Me 


A/To 

ivxe 


TT 


XT 

rx 


X 


TT 
n 


TT 
rx 


TT 
rx 


v-/xrr 


Mp 
ivxe 


TV/To 

Me 


A/To 

ivxe 


TT 

n 


TT 
rx 


X 


TT 

XX 


TT 

XX 


XT 
XX 


UDU b 


Mp 
ivxe 


TV/To 

Me 


Mo 

ivxe 


TT 

rx 


TT 
rx 


1 

± 


XT 
XX 


TT 

Xl 


TT 

XX 


OPTToPr-n 
UvXizxr u 


Mp 
• ivxe 


A/To 

Me 


A/To 

ivxe 


TT 


TT 


X 


XT 
XX 


TT 

XX 


TT 

XX 


\^wrx2XDu c 


Mp 
ivxe 


Mo 

Me 


Mo 
ivxe 


TT 
rx 


TT 
rx 


X 


TT 

XX 


TT 

XX 


TT 

XX 


\«/uxx2Xcxx c 


Mp 
xvxe 


Mo 
ivxe 


Mo 

ivxe 


XT 

rx 


TT 

XX 


1 
X 


TT 

XX 


TT 

XJ. 


TT 


OnTToTTp^-p 

W V_^XX2XXtlA. s-> 


Mp 
xYxe 


Mo 

Me 


Mo 

ivxe 


TT 
rx 


TT 

XX 


1 

X 


TT 

XX 


TT 

XX 


TT 

XX 




Mp 
xvxe 


A/To 

Me 


A/To 

ivxe 


XT 

rx 


TT 
rx 


X 


TT 

XX 


XT 
XX 


TT 

XX 


OTTo-v— n 


Mp 
xvxe 


A/To 

ivxe 


AVTo 
ivxe 


TT 
rx 


TT 

XX 


X 


TT 

XX 


XX 


TT 

xx 


WXX2X7 XX 


Mp 
xvxe 


Mo 

Me 


Mo 

ivxe 


XT 

rx 


XT 
XX 


X 


XT 
XX 


TT 

XI 


TT 

XX 


V^XT XI 


Mp 
xvxe 


Mo 

Me 


Mo 

ivxe 


TT 
rx 


XT 

rx 


1 
X 


TT 

XX 


TT 

XX 


XT 
XX 


uuixr 2 


Mp 
XYxe 


Me 


A/To 

ivxe 


XT 

rl 


TT 

Xl 


"1 
X 


TT 
XX 


TT 
XX 


TT 

XX 


CXT 

oxx 


Mo 
ivxe 


Me 


ivie 


XT 

rx 


TT 

xi 


X 


TT 

n 


XT 
XX 


TT 
rx 


oivxe 


Mo 
ivxe 


Me 


A/To 

Me 


XT 

rl 


TT 
XX 


X 


XT 
XX 


TT 

XX 


TT 

XI 


ov-S2ivxe 


Mp 

ivxe 


Me 


Me 


H 


H 


1 


H 


H 


H 


SEt 


Me 


Me 


Me 


H 


H 


l 


H 


H 


H 


S02Et 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


SPr-i 


Me 


Me 


Me 


H 


H 


l 


H 


H 


H 


S0 2 Pr-i 


Me 


Me 


Me 


H 


H 


l 


H 


H 


H 


SPh 


Me 


Me 


Me 


H 


H 


l 


H 


H 


H 


S02Ph 


Me 


Me 


Me 


H 


H 


l 


H 


H 


H 


SCHF 2 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


SO2CHF2 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


NH2 


Me 



WO 02/062770 



PCT/JP02/01015 



126 



Me 


Me 


H 


H 


1 


H 


H 


H 


NHMe 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


NMe2 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


NHEt 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


NEt2 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


NHPh 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


N(Me)Ph 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


CN 


Me 


Me 


Me 


H 


H 


1 


H 


H 


H 


F 


Pr-i 


Me 


Me 


H 


H 


1 


H 


H 


H 


CI 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


OH 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


OMe 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


OEt 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


OPr-i 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


OPr 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


OBu-t 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


OCHsPr-c 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


OCHjtBu-c 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


OCH2Pen-c 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


OCHjjHex-c 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


OPen-c 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


OHex-c 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


OCH2PI1 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


OPh 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


OCHF2 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


SH 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


SMe 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


SC-2Me 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


SEt 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


SOzEt 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


SPr-i 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


S02Pr-i 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


SPh 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


SO2PI1 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


SCHF2 


Pr-i 


Me 


Me 


H 


. H 


l 


H 


H 


H 


SO2CHF2 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


TL TTT 

NH2 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


NHMe 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


NMe2 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


NHEt 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


NEt 2 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


NHPh 


Pr-i 


Me 


Me 


H 


H 


i 


H 


H 


H 


N(Me)Ph 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


CN 


Pr-i 


Me 


Me 


H 


H 


l 


H 


H 


H 


F 


Pr-c 



WO 02/062770 



PCT/JP02/01015 



127 



Me 


Me 


TT 

H 


TT 

H 


1 


TT 

ri 


TT 

rl 


TT 
XT 


OI 


rrc 


Me 


TV IT _ 

Me 


TT 

H 


TT 

H 


1 


TJ 

xi 


TJ 

xl 


TJ 
XT 


wxl 


rr c 


TV yir 

Me 


TV /T~ 

Me 


TT 
±1 


TT 

rl 


1 


TJ 

xl 


TJ 

XT 


TT 

xl 


uivie 


rr c 


Me 


Me 


TT 

rl 


TT 

rl 


1 


TT 

xl 


TT 

xl 


TJ 

xl 


KJLliZ 


i x C 


Me 


Me 


TT 

xl 


TT 

xl 


1 

i 


TT 
Xl 


TT 
XT 


TT 
XT 


OPr-i 


rr c 


ivie 


Me 


TT 

Jtl 


TT 
Xl 


1 


xl 


TT 
XT 


TT 
XT 


KJSTT 


it r c 


ivre 


ivie 


TT 

n 


TJ 
XX 


X 


TT 

XX 


TT 
XT 


XT 
XT 


\JX>LL l> 


Pt— n 
x r c 


ivie 


Me 


TT 

ii 


TJ 
Xl 


X 


rr 
XI 


TT 

XT 


TT 
XT 


vvii2xr c 


i r c 


A/To 

Me 


Me 


TT 

in 


TJ 

xl 


1 
1 


TT 
Xi 


TT 
XT 


TT 

XT 


\J \-/XT2X> 11 U 


i r u 


Me 


A /IV* 

Me 


TT 
Jtl 


TT 
Xl 


1 


TT 
Xl 


TT 
XT 


TT 
XT 


Of^TTnPoTi -n 


Jrr c 


Me 


Me 


TT 

rl 


TT 

xl 


1 
1 


TT 

xl 


TT 
Xl 


TT 
XT 


\J OXT^XTcX C 


jrr c 


Me 


Me 


TT 

rl 


TT 
Xl 


1 


TT 
XT 


TT 
XT 


TT 
XT 


uren c 


x i c 


Me 


Me 


TT 

ri 


TT 

xl 


1 


TT 
Xl 


TT 
Xl 


TT 
XT 


riTTo-v-^* 


i r c . 


Me 


Me 


TJ 

rl 


TT 

xl 


1 


TJ 
Xl 


TT 
Xl 


TT 
XT 


HPTToPVi 

\J\jJl1.2X xl 


Jr X C 


Me 


Me 


TT 

rl 


TJ 

xl 


1 

1 


TT 

xl 


TT 
xl 


TT 
XT 


CYP\\ 
\JrL\ 


i i C 


Me 


Me 


rl 


TT 

xl 


1 


TT 
Xl 


TT 
XT 


TT 
XT 




it r c 


ivie. 


ivie 


rl 


TT 
Xl 


1 
1 


TT 
XT 


TJ 
XT 


TT 

. XT 


err 

OXT 


i r c 


Me 


Me 


TT 

rl 


TT 
Xl 


1 
1 


TT 
XT 


TT 
XT 


TT 
XT 


oxvxe 


xr r c 


Me 


Me 


TT 

xl 


TT 
Xl 


1 

X 


TT 
Xl 


TT 
XT 


TT 
XT 


QOoA/To 
0\-/2iVxe 


i X c 


Me 


Me 


TT 

xl 


TT 
Xl 


1 


TT 
XT 


TT 
XT 


TT 
XT 




x r c 


Me 


Me 


TT 

xl 


TT 
Xl 


1 


TT 
XI 


TT 
XT 


TT 
XT 


\DKJ2Lui, 


i X L 


Me 


Me 


TJ 

xl 


TT 
Xl 


1 


TT 
XT 


TT 
XT 


TT 
XT 


Oil 1 


i r c 


Me 


Me 


TT 
±1 


TT 

xl 


1 


TJ 
Xl 


TT 
Xl 


TT 
XT 


uU2rr i 


ir r c 


Me 


Me 


TJ 
±1 


TJ 

xl 


1 


TT 
XT 


TT 

xl 


TT 
XT 


QT>Ti 


Jrr c 


Me 


Me 


TT 

xl 


TT 

xl 


1 


TT 
Xl 


TT 
Xl 


TT 
XT 


QOnPTk 


rr c 


Me 


Me 


TT 
±1 


TT 

xl 


1 


TT 
xl 


TT 
Xl 


TT 
XT 


QOTTTTo 
OL/XTX 2 


rr c 


Me 


Me 


TT 

xl 


TT 

xl 


1 


TT 

Xi. 


TT 
Xl 


TT 
XI 


QOoPTTTTn 
oVJ2^riP 2 


rr c 


Me 


Me 


TT 
±1 


TT 

xl 


1 


IT 

xl 


TT 

xl 


TT 
Xl 


INXT2 


rr c 


Me 


Me 


TT 
±1 


TJ 
Xl 


1 


TT 
Xl 


TT 
Xl 


TT 
XT 


XNXTXVXe 


rr c 


Me 


ivie 


TT 
Xl 


TT 
Xl 


1 


TT 
XT 


TT 
XT 


TT 

. XT 


x\xvxe2 


rr c 


TV /TV- 

Me 


ivie 


TT 

xl 


TT 
Xl 


1 
X 


TT 
XI 


TT 
XT 


TT 
XT 


XNXTXiib 


P r .A 

rr c 


Me 


Me 


TT 
Xl 


TT 
Xl 


X 


TT 
XT 


TT 
XT 


TT 
XT 


±\X\lb2 


P«.A 

rr c 


Me 


Me 


TT 

xl 


TT 
Xl 


1 


TT 
Xl 


TT 
XT 


TT 
XT 


INXTi n 


rr c 


Me 


Me 


TJ 

xl 


TJ 

xl 


1 
1 


TT 

xl 


TT 
Xl 


TT 
XT 


. iNUVie^iJi 


rr c 


XYXc 




XX 


TT 

XX 


1 

X 


TT 

XI 


TT 
ii 


TT 

- ii 


CN 


Pr-c 


Me 


Me 


H 


H 


1 


H 


H 


H 


F 


CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


H 


CI 


CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OH 


CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OMe 


CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OEt. 


CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OPr-i 


CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OPr 


CHF 2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OBu-t 


CHF 2 


Me 


Me 


H 


H 


1 


H. 


H 


H 


OCHsPr-c 


CHF 2 



WO 02/062770 



TV/To 


Mo 


XT 
XX 


XT 
XX 


i 

X 


H 

XX 


H 

XX 


Mo 
ivie 


Mo 
lYXc 


XT 
XX 


XT 
XX 


1 


H 

XX 


H 


Mo 
ivxe 


Mo 


XT 
XX 


XT 
XX 


1 

X 


H 

XX 


H 


Mo 


Mo 


XT 
XX 


XT 

XX 


1 

X 


H 


H 


Mo 

XVxc 


Me 


XX 


XX 


1 

X 


H 


H 


xVXc 


Me 


XX 


H 

XX 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 

XVXC 


Me 


H 

XX 


H 


1 


H 


H 


Me 

XVXC 


Me 


H 


H 


1 


H 


H 


Me 

XVXC 


Me 


H 


H 


1 


H 


H 


Me 

xvxc 


Me 


H 


H 


1 


H 


H 


Me 

XVXC 


Me 


H 


H 


1 


H 


H 


Me 

XVXC 


Me 


H 


H 


1 


H 


H 


Me 

1V1C 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 

1V1C 


Me 


H 


H 


1 


H 


H 


Mp 

IVXC 


Me 

IVXC 


H 

XX 


H 


1 


H 


H 


Me 

1VXC 


Me 

IVXC 


H 


H 


1 


H 


H 


ivxc 


Me 

IVXC 


H 

XX 


H 

XX 


1 


H 


H 


Me 

IVXC 


Me 

IVXC 


H 


H 


1 


H 


H 


Mp 

IVXC 


Me 

i-vxc 


H 


H 


1 


H 


H 


Mp 

xYXC 


Me 


H 

XX 


H 


1 


H 


H 


Mp 

±yxc 


Me 

IVXC 


H 


H 


1 


H 


H 


Me 

ITXC 


Me 

XVXC 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 

XVXC 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 

XYXC 


Me 


H 


H 


1 


H 


H 


Me 

ITXC 


Me 


H 


H 


1 


H 


H 


Mp 

xYXC 


Me 

xvxc 


H 

XX 


H 


1 


H 


H 


Mp 
±yxc 


Me 


H 

XX 


H 


1 


H 


H 


Mp 

XYXC 


Me 

XYXC 


H 

XX 


H 




H 


H 


Mp 

IYAc 


Mp 

xVXc 


H 

XX 


H 




H 


H 


Me 

XYXC 


Me 

xvxc 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 


Me 


Me 


H 


H 


1 


H 


H 



PCT/JP02/01015 

128 



TT 
ti 


UO±l2x5U C 


UxlT 2 


TT 
11 


f~\ /"^XT^X^ an - r% 


PTTTTn 
wxxr 2 


TT 

rl 


LFUxi2riex c 


Urxr 2 


TT 

rl 


wren c 


PTTFn 


TT 

xl 


uxiex c 


vjiir 2 


TT 
XX 


UvI12x n 


HTTP* 

vixf 2 


XT 

XX 


urn 


V-/XXX 2 


XT 

XX 


OHTTFo 

vuixi z 


CHF* 


XT 

XX 


oxt 
on 


VlJLl 2 


XT 

XX 


Oxvlc 


CHFo 


TT 
XX 


ow2i"xe 


Vjxix 2 


XT 

n 




wXXx z 


XT 

XX 




CHFo 


TT 

XX 


or x x 


CHFo 

WXXX 2 


XT 
XX 


Ou2Ti x 


wxxx U 


XT 
XX 


urn 


vjllx 2 


XJ 

XX 




WXXX 2 


XT 

XX 


Ouiir 2 


CHFo 
uiir 2 


XT 

XX 


QfinPTTTtV 
Dw^wxjLT 2 


WXXx 1 2 


XT 
XX 


xNxx2 


HTTFo 
wxxx 1 2 


xt 

XX 


"WTTMo 

XN xxxVxg 


CHFo 
wxxx? 2 


XT 
XX 


INxYie2 


pXTXp 
wxxP 2 


XT 

XX 


INxxxIjL 


CHFo 
wxxx 2 


XT 

XX 




CHFo 

WXXX 2 


XT 
XX 


KFTTPri 
iNXirii 


CHFo 

wxxx 2 


XT 

XX 


NTfMo^Ph 


WXXX Z 


TT 

XX 


CIN 


CHF9 

WXXX J, 


XT 
XX 


X 




XT 

XX 




CFq 

WX 0 


TT 

XX 


OH 


CF* 


XT 

XX 


WxYAfcJ 


CFq 

wx 3 


XT 

XX 




PFo 

wJ? 8 


XT 
XX 


wr X 1 


cf« 

wx 3 


XT 
XX 


KJJT x 


nFo 

wx 1 3 


XT 

XX 


UX>U L 


cf* 

WX 3 


H 


OCHzPr-c 


CF 3 


H 


OCH2BU-C 


CFs 


H 


OCH2Pen-c 


CF 8 


H 


OCH2Hex-c 


CFs 


H 


OPen-c 


CF 3 


H 


OHex-c 


CF 3 


H 


OCHzPh 


CFs 


H 


OPh 


CFs 


H 


OCHF2 


CFs 



WO 02/062770 



PCT/JP02/01015 



129 



ivie 


ivie 


rr 

JUL 


XX 

XX 


1 

X 


XT 
XX 


XT 

XX 


XX 


SH 


CFa 


lvlG 


Mo 
ivie 


XX 
XX 


TT 

XX 


1 
X 


XT 

11 


TT 

XX 


TT 

XX 


SMe 


CF3 


A/To 


Mo 
xvxe 


XT 
XI 


TT 

XX | 


1 

X 


XT 

XI 


TT 

XX 


TT 

XX 


SOoMe 


CF3 




Mo 


XT 


TT 

XX 


X 


XX 


H 

XX 


H 


SEt 


CFs 


Mp 


Mp 


XT 

XX 


TT 

XX 


X 


H 

XX 


H 


H 


S02Et 


CF3 


lYXt5 


Mp 


XX 


TT 

XX 


1 

X 


H 


H 


H 


SPr-i 


CF3 


Mp 


Me 


H 


H 


1 


H 


H 


H 


S02Pr-i 


CFs 


Mp 


Mp 


H 


TT 

XX * 


1 

X 


H 


H 


H 


SPh 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


H 


SO2PI1 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


H 


SCHF2 


CFs 


Mp 


Me 


H 

XX 


XX 


1 

X 


H 


H 


H 


SO2CHF2 


CFs 


Mp 
xvxt; 


Mp 


H 

XX 


H 

XX 


1 

X 


H 


H 


H 


NH 2 


CF3 


Mp 


Mp 

lVXt! 


H 

XX 


H 

XX 


1 

X 


H 

XX 


H 


H- 


NHMe 


CFs 


Mp 

xYxc 


Mp 


XX 


TT 

XX 


1 

X 


TT 

XX 


H 


H 


NMe2 


CFs 


Mp 

JLVXfcJ 


Mp 


XX 


TT 

XX 


1 

X 


H 


H 


H 


NHEt 


CFs 


Mp 


Mp 

iVXt! 


XX 


TT 

XX 


1 

X 


H 

XX 


H 

XX 


H 


NEt2 


CFs 


Mp 


Mp 


XX 


XX 


1 

X 


H 

XX 


H 


H 


NHPh 


CF3 


Mp 


Mp 


TT 

XX 


XX 


1 

X 


H 


H 


H 


N(Me)Pli 


CF3 


Mp 


Mp 


H 

XX 


H 

XX 


1 

X 


H 


H 


H 


CN 


CF 3 


Mp 


Mp 

IVXt? 


H 

XX 


TT 

XX 


1 

X 


H 


H 


H 


F 


OMe 


Mp 


Mp 


H 

XX 


H 

XX 


1 

X 


H 


H 


H 


OH 


OMe 


Mp 


Mp 


H 

XX 


TT 

XX 


1 

X 


H 


H 


H 


OMe 


OMe 


Mp 


Mp 


H 

XX 


H 

XX 


1 

X 


H 


H 


H 


OEt 


OMe 


Mp 


Mp 
xyxc 


H 

XX 


H 

XX 


1 

X 


H 


H 




OPr-i 


OMe 


Mp 


Mp 


H 

XX 


H 

XX 


1 


H 


H 


H 


OPr 


OMe 


Mp 


Mp 


XX 


H 

XX 


1 

X 


H 

XX 


H 


H- 


OBu-t 


OMe 


Mp 


Mp 


XX 


H 

XX 


1 

X 


H 


H 


K 


OCH2Pr-c 


OMe 


Mp 

lVXtJ 


Mp 


• XX 


TT 

XX 


1 

X 


H 

XX 


H 


H 


OCH2BU-C 


OMe 


Mp 

aYxo 


Mp 


TT 

XX 


TT 

XX 


1 

X 


H 

XX 


H 


H. 


OCH2Pen-c 


OMe 


Mp 


Mp 


TT 

XX 


TT 

XX 


1 

X 


TT 

XX 


H 


H 


OCHsHex-c 


OMe 


Mp 


Mp 


TT 

XX 


TT 

XX 


1 

X 


H 

XX 


H 


H 


OPeri-c 


OMe 


Mp 

lVXtJ 


Me 

xvxt; 


H 

XX 


H 

XX - 


1 

X 


H 


H 


H 


OHex-c 


OMe 


Mp 
xvxe 


Mp 

lYXC 


XX 


TT 

XX 


1 

X 


H 


H 


H 


OCH2PI1 


OMe 


Mp 


Mp 


TT 

XX 


XX 


1 

X 


H 


H 


H 


OPli 


OMe 


Mp 


Me 

AYXC 


H 

XX 


H 


1 


H 


H 


H 


OCHF2 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


H 


SH 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


H 


SMe ... 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


H 


S02Me 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


H 


SEt 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


H 


S0 2 Et 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


H 


SPr-i 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


H . 


S02Pr-i 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


H 


SPh 


OMe 


Me 


Me 


H 


H 


1 


H 


H 


H 


SO2PI1 


OMe 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 , 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


"H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 


Me 


Me 


H 


H 


1 


H 



130 



H 


H 


SCHF 2 


OMe 


H 


H 


SO2CHF2 


OMe 


H 


H 


NH2 


OMe 


H 


H 


NHMe 


OMe 


H 


H 


NMe 2 


OMe 


H 


H i 


NHEt 


OMe 


H 


H 


NEt 2 


OMe 


H 


H 


NHPh 


OMe 


H 


H 


N(Me)Ph 


OMe 


H 


H 


CN 


OMe 


H 


H 


F 


OPh 


H 


H 


OH 


OPh 


H 


H 


OMe 


OPh 


H 


H 


OEt 


OPh 


H 


H . 


OPr-i 


OPh 


H 


H \ 


OPr 


OPh 


H 


H 


OBu-t 


OPh 


H 


H 


OCBfePr-c 


OPh 


H 


H 


OCHssBu-c 


OPh 


H 


H 


OCH 2 Pen-c 


OPh 


H 


H 


OCHaHex-c 


OPh 


H 


H 


OPen-c 


OPh 


H 


H 


OHex-c 


OPh 


H 


H 


OCH2PI1 


OPh 


H 


H 


OPh 


OPh 


H 


H 


OCHF2 


OPh 


H 


H 


SH 


OPh 


H 


H 


SMe 


OPh 


H 


H 


S02Me 


OPh 


H 


H 


SEt 


OPh 


H 


H 


S02Et 


OPh 


H 


H 


SPr-i 


OPh 


H 


H 


S02Pr-i 


OPh 


H 


H 


SPh . 


OPh 


H 


H 


SO2PI1 


OPh 


H 


H 


SCHFz 


OPh 


H 


H 


SO2CHF2 


OPh 


H 


' H 


NH2 


OPh 


H 


H 


NHMe 


OPh 


H 


H 


NMe2 


OPh 


H 


H 


NHEt 


OPh 


H 


H 


NEt 2 


OPh 


H 


H 


NHPh 


OPh 


H 


H 


N(Me)Ph 


OPh 



WO 02/062770 



PCT/JP02/01015 



131 



Mp 


Mp 


H 


XX 


1 

X 


H 


H 


H 


CN 


OPh 


Mp 


Mp 


H 

XX 


H 

XX 


1 


H 


H 


H 


F 


OCHF2 


Me 


Me 

IViC 


H 


H 


1 


H 


H 


H 


OH 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OMe 


OCHF2 


Me 

XYXw 


Me 


H 


H 


1 


H 


H 


H 


OEt 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OPr-i 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OPr 


OCHF2 


Me 


Me ; 


H 


H 


1 


H 


H 


H 


OBu-t 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OCH2Pr-c 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OCHsjBu-c 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OCH2Pen-c 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OCHjjHex-c 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OPen-c 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OHex-c 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OCH2PI1 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OPh 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


OCHF2 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


SH 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


SMe 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


S02Me 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


SEt 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


S02Et 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


SPr-i 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


S02Pr-i 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


SPh 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


SOzPh 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


SCHF2 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


SO2CHF2 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


NH2 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


NHMe 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


NMe2 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


NHEt 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


NEt 2 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H . 


NHPh 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


N(Me)Ph 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


H 


CN 


OCHF2 


Me 


Me 


H 


H 


1 


H 


H 


Me 


F 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


Me 


CI 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OH 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OMe 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OEt 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OPr-i 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OPr 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OBu-t 


CF 3 



WO 02/062770 



PCT/JP02/01015 



132 



Me 


Me 


H 


H 


1 


H 


H 


Me 


OCH2Pr-c 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OCH2BU-C 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OCHssPen-c 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OCH2Hex-c 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OPen-c 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OHex-c 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OCEkPh 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OPh 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


OCHF2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


SH 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


SMe 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


S02Me 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


SEt 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


SOjiEt 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


SPr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


S02Pr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


SPh 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


Me 


SO2PI1 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


SCHF 2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


SO2CHF2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


Me 


NH 2 


CF 3 


Me 


Me 


H 


H 


i 


H 


H 


Me 


NHMe 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


Me 


NMe2 


CF 3 


Me 


Me 


H 


H 


l 


H 


H 


Me 


NHEt 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


Me 


NEt 2 


CF 3 


Me 


Me 


H 


H 


l 


H 


H 


Me 


NHPh 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


Me 


N(Me)Ph 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


Me 


CN 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


F 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


CI 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OH 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OMe 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OEt 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OPr-i 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OPr 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OBu-t 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OCH2Pr-c 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OCH2BU-C 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OCH2Pen-c 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OCH2Hex-c 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OPen-c 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OHex-c 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OCH2PI1 


CFs 


Me 


Me 


H 


H 


l 


H 


H 


OMe 


OPh 


CFs 



WO 02/062770 



PCT/JP02/01015 



133 



Mo 


TV/To 


XX 


XJ 
XX 


1 

X 


H 

XX 


H 

XX 


OMe 


OCHFs 

vxxi Z 


CF3 

vx 0 


Mp J 

XYXtJ 


Mp 

XVXc 




w 

XX 


1 

X 


H 

XX 


H 

XX 


OMe 


SH 


CF3 


Mp 

XYXC 


Mp 


IX 


XX 


1 

X 


H 

XX 


H 


OMe 


SMe 


CF3 


Mp 


Mp 

IVXtJ 


XX 


XX 


1 

X 


H 

XX 


H 

XX 


OMe 


SOsMe 


CFs 


Mp 
xvxc 


Mp 

XYXt? 




H 

XX 


1 

X 


H 


H 


OMe 


SEt 


CFs 


Me 


Me 

ITXC 


H 

XX 


H 

XX 


1 


H 


H 


OMe 


S02Et 


cf 3 


Me 


Me 


H 

XX 


XX 


1 


H 


H 


OMe 


SPr-i 


CFs 


Me 


Me 


H 

XX 


H 

XX 


1 


H 


H 


OMe 


S02Pi"i 


CF 3 


Mp 

XYXtJ 


Mp 

XYXC 


H 

XX 


XX 


1 

X 


H 

XX 


H 

XX 


OMe 


SPh 


CFs 


Mp 

zyxo 


Me 


H 

XX 


XX 


1 

X 


H 


H 


OMe 


SO2PI1 


CFs 


Me 


Me 


H 

XX 


H 

XX 


1 


H 


H 


OMe 


SCHF2 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


SO2CHF2 


CF3 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


NH 2 


CFs 


Me 


Me 

XYXC 


H 


H 


1 


H 


H 


OMe 


NHMe 


CF3 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


NMe2 


CFs 


Me 

XYXC 


Me 


H 


H 


1 


H 


H 


OMe 


NHEt 


CF3 


Me 

xyxc 


Me 

XYXu 


H 

XX 


H 


1 


H 


H 


OMe 


NEt2 


CF 3 


Me 

I'XC 


Me 

XYXv 


H 


H 


1 


H 


H 


OMe 


NHPh 


CF3 


Me 

XYxC 


Me 


H 

XX 


H 

XX 


1 

X i 


H 

XX 


H 


OMe 


N(Me)Ph 

■X- ~ \1TXV/ XI 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


OMe 


CN 


CF3 


Mp 

XYXC 


Me 

xyxo 


H 

XX 


H 

XX 


1 


H 

XX 


H 


SMe 


F 


CF3 


Mp 

XYXC 


Me 

xyxc 


H 

XX 


H 


1 


H 


H 


SMe 


CI 


CFs 


Me 


Me 

xyxc 


H 

XX 


H 


1 


H 


H 


SMe 


OH 


CFs 


Mp 

XYXC 


Me 

XYXG 


H 

XX 


H 

XX 


1 


H 


H 


SMe. 


OMe 


CFs 


Me 

IYXC 


Me 

xvxc 


H 

XX 


H 


1 


H 


H 


SMe 


OEt 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


OPr-i 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


Slie 


OPr 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


OBu-t 


CFs 


Me 


Me 

XYXv 


H 


H 


1 


H 


H 


SMe 


OCH2Pr-c 


CF 3 


Me 


Me 

XYXC 


H 

X X 


H 


1 


H 


H 


SMe 


OCH2BU-C 


CF 3 


Me 

XYXC 


Me 


H 


H 


1 


H 


H 


SMe 


OCHkPen-c 


CF 3 


Me 

XYXG 


Me 

xyxc 


H 

XX 


H 


1 


H 


H 


SMe 


OCH2Hex-c 


CF 3 


Mp 

XYXC 


Me 

xyxc 


H 


H 


1 


H 


H 


SMe 


OPen-c 


CFs 


Me 

XYXtJ 


Me 

XYXw 


H 

XX 


H 


1 


H 


H 


SMe 


OHex-c 


CF 3 


Mp 


Me 

1YXC 


H 

XX 


H 

XX 


1 

X 


H 

XX 


H 


SMe 


OCH2PI1 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


OPh 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


OCHF2 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


SH 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


SMe 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


S02Me 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


SEt 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


SOjsEt 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


SPr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


SMe 


SOzPr-i 


CFs 



WO 02/062770 



PCT/JP02/01015 



134 



Me 


Me 


H 


XX 

H 


1 


XT 

H 


XT 

H 


SMe 


oirJa 


Or 3 


Me 


TV JT 

Me 


XT 

H 


XX 

H 


1 


TT 

xi 


TT 

xi 


oMe 


0\J2i il 


Or s 


TV K 

Me 


TV VT 

Me 


XT 


TT 

xi 


1 


TJ 

xi 


TT 

xi 


oMe 


oUXTX l 2 


or 3 


TV /T 

Me 


tv /r 

Me 


XX 

H 


TT 

Xl 


1 


TT 

xi 


TJ 

xi 


oMe 


QPuPTTTiV 
0020X1X I 2 


0x3 


TV 

Me 


TV /r 

Me 


XT 

xi 


TT 

xi 


1 


TT 

xi 


TJ 

xi 


oivie 


XNXT2 


PFo 
ox 3 


Me 


TV >T^ 

Me ! 


TT 

xi 


TT 

xl 


1 


TJ 

xl 


TT 
XI 




TvTTTTVTo 


PFo 

wX 3 


Me 


TV T_ 

Me 


TT 
±1 


TT 
XI 


1 


TT 
XT 


TT 
XI 


oivie 


KTIVTao 


wx 3 


Tv/r_ 

Me 


Me 


TT 
XX 


TT 
XI 


1 


TT 
XI 


TT 
XT 


CTwr 

OlVXo 


1 N L 1 I J L 


CFq 


Me 


Me 


±1 


TT 
Xl 


X 


TT 
XT 


TT 

XT 


OlVlt? 


IN Hi l>2 


HFa 


ts yr^ 

Me 


Me 


TT 
Xl 


TT 
Xl 


X 


TT 
XT 


TT 

XT 


OlVxtJ 


NTTPh ' 

J.M11 i-L 




TV /f _ 

Me 


Me 


tt 

Xl 


TT 
XI 


1 


TT 
XT 


TT 

XT 


OlVltJ 


Iri VXVXt5/X XL 




tv yr _ 

Me 


Me 


TT 
xl 


TT 
XT 


1 


TT 
XT 


TT 

XT 






CFq 

V-/ JL 3 


TV /r _ 

Me 


Me 


TT 

±1 


TT 
Xl 


•X 


TT 
XT 


TT 
XI 


002J-VX*? 


F 

X 


CFq 
3 


Tv /r^ 

Me 


Me 


±1 


TT 
Xl 


i 


TT 
XT 


TT 
XT 


0021YI" 


m 


CFq 
wi 3 


TV /T_ 

Me 


Me 


TT 

xl 


TT 
XT 


TJ 


TT 
XT 


TT 
XT 


002±VXc 


OH 


CFq 
v^x 3 


Me 


TV /IV 

Me 


TT 

xl 


TT 
Xl 


1 
1 


TT 
Xl 


TT 
XT 


D02lYie 


OMp 


CFq 
wx 3 


TV JT ^ 

Me 


TV 

Me 


TT 

xl 


TT 

xi 


1 


TT 
Xl 


TT 
XT 


oo2ivxe 


w JjjU 


CFq 
wX 3 


TV yr^ 

Me 


Tvyr _ 

Me 


TT 

xl 


TT 

Xl 


TJ 
1 


TJ 
XT 


TT 
XI 


DL/2iVXe 


v_/Xx 1 


CFq 
vx 3 


t\ jr^ 

Me 


tv /r 

Me 


TT 

xl 


TT 

xl 


i 


IT 
Xl 


TT 
XT 


D02iVie 


JT r 


CFq 
OX 3 


tv yr^ 

Me 


Me 


TT 
±1 


TT 

xl 


1 


TT 
Xl 


TT 
XI 


o02iv±e 


U DU I* 


CFq 
ui 3 


Me 


Tvyr_ 

Me 


TT 

xl 


TT 
Xl 


1 


TT 
XT 


TT 
XT 


qOoMp 

DOSJlYXfcJ 


OnTToPr-r 


CFq 


Me 


Me 


TT 

xl 


TT 
XT 


X 


TT 
XT 


TT 
XT 


oo2xvxe 


OfTHVRTi-o 


CFq 
ox 3 


TV JT „ 

Me 


Tvyr_ 

Me 


TT 

xl 


TT 
Xl 


Tj 
X 


TT 
XT 


TJ 
XT 


Oo21YXt5 


vywli2i "11 U 


CFq 


Tvyr _ 

Me 


Me 


TT 

Xl 


TT 
XT 


TJ 

X 


TT 
XT 


TT 

XT 


SOoMp 




CFq 


Tvyr-. 

Me 


TV A"-. 

Me 


TT 
±1 


TT 
Xl 


X 


TT 
XT 


XT 


gOoMp 


VJX t?JJ. L> 


CFq 


Me 


tv yr_ 

Me 


TT 

xl 


TT 

xl 


1 


TT 
XT 


TT 
XT 


qn„Mp 

0O2j-VXc 


OTT*sY-r» 
vyXTCA u 


CFq 
ox 3 


TV JT ^ 

Me 


tv yr_ 

Me 


TT 

xl 


TT 

xl 


TJ 

1 


TT 
XT 


TT 
XT 


gHoMp 

0O2xYXe 


vJUil2T JU. 


CFq 
ox 3 


tv yr,_ 

Me 


Me 


TT 

xl 


TT 
Xl 


1 


TT 
XT 


TT 
XT 


0O21VXC 


OPh 


CFq 
ox 3 


TV /T ~ 

Me 


tv /r - 

Me 


TT 

xl 


TT 

xl 


1 
1 


TT 
Xl 


TT 
XT 


oo2ivxe 


Uuiir 2 


CFq 
OX 3 


t\ 

Me 


Me 


TT 

xl 


TT 

xi 


1 


TT 
Xl 


TT 
XT 


oo2ivie 


ctj 

OXT 


CF* 
0x3 


TV yr 

Me 


TV/TV 

Me 


TT 

xi 


XT 

I xi 


1 


TT 
Xl 


TT 
XT 


o02ivxe 


GUp 


CFq 
ox 3 


TV /r_ 

Me 


TV <r _ 

Me 


TT 

xl 


TT 

xl 


1 


TT 
XI 


TT 
XT 


0O2lVxc 


gOoMp 
ov-/2-iv±e 


CFq 
V-^x 3 


TV fl- 

Me 


TV yr_ 

Me 


TT 
±1 


TT 

xl 


X 


TT 
XT 


TT 
XT 


oo2ivxe 


UJJ 1/ 


CFq 

V-/X 3 


tv /r~ 

Me 


tv /r^ 

Me 


TT 

xl 


TT 

xl 


TJ 

1 


TT 
XT 


TT 
XT 


002xVXg 




CFq 
\->x 3 


TV/To 

xvxe 


lvxe 


XT 


TT 

XJL 


JL 


TT 


H 


SOpMe 


SPr-i 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


S02Me 


SOzPr-i 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


S02Me 


SPh 


CF 3 


Me 


Me 


H 


H 


i 


H 


H 


S02Me 


SOaPh 


CF S 


Me 


Me 


H 


H 


i 


H 


H 


S02Me 


SCHF 2 


CFs 


Me 


Me 


H 


H 


i 


H 


H 


S02Me 


SO2CHF2 


CF 3 


Me 


Me 


H 


H 


i 


H 


H 


S02Me 


NH2 


CFs 


Me 


Me 


H 


H 


i 


H 


H 


SOzMe 


NHMe 


CFs 


Me 


Me 


H 


H 


i 


H 


H 


S02Me 


NMe 2 


CFs 


Me 


Me 


H 


H 


i 


H 


H 


S02Me 


NHEt 


CFs 



WO 02/062770 



PCT/JP02/01015 



135 



TV /IV* 

IVLe 


ivie 


TJ 

XX 


XT 
XX 


1 

X 


XT 
XI 


XT 
XX 


ov2ivxe 


1nXjLp2 


vX 3 


JVie 


ivie 


XT 
XX 


XT 

in 


X 


TT 
XX 


TT 
XX 


ov2ivxe 


TnTTTPVi 

IN XXX Xi 


V— ' i- 3 


ivie 


xvxe 


XT 

XX 


XT 
XX 


X 


XT 
XI 


TT 

xX 


ov2ivxe 


in \ivxe/ X XL 


V_yX 3 


TV /IV. 


A/To 

xvxe 


XJ 
Xi. 


XT 
XX 


"I 
X 


■a 

XX 


TT 

XX 


O vZlVXfcS 


dn 

VXN 


CFq 


Mo 
ivie 


TV/To 
xvxe 


TT 

XX 


TT 

XX 


1 

X 


XX 


TT 

XX 


NH„ 

XNXX2 


F 

X 


CF* 

wx 3 


Mo 
xvxe 


xvxe 


XT 

XX 


tt 

XX 


X 


XX 


tt 

XX 


XN XX2 


CI 


CFq 

\-/x 3 


xvxe 


Mo 
xvxe 


TT 

XX 


XX 


1 

X 


TT 

XX 


TT 

XX 


NH 9 

X > xx2 


OH 


CF^ 

v^x 0 


Mo 
xvxe 


Mo 
xvxe 


"FT 

XX 


XT 

XX 


X 


XX 


H 

XX 


NH9 

x>t XX2 


OMe 


CFq 

wx 3 


TV/To 
xvxe 


Mo 
ivxe 


XT 

XX 


TT 

XX 


1 

X 


TT 

XX 


XX 


NTT9 

XNXX2 


OEt 


CFq 


xvxe 


Mo 
ivxe 


XT 
XX 


TT 

XX 


1 

X 


XX 


XX 


NHo 
X^i xx2 


OPr-i 

\_/X X X 


CFq 


A/To 
xvxe 


A/To 
xvxe 


XT 
XX 


TT 

XX 


T 

X 


XX 


XX 


NHo 

XNXX2 


OPr 

\~/X X 


CFq 
v-/x 3 


Mo 

xvxe 


Mo 
xvxe 


XT 

XX 


TT 

XX 


1 
X 


tt 

XX 


XX 


NHo 

x\ XX2 


OBu-t 

\~s xj \jl v 


CFq 
3 


TV/To 
ivie 


Mo 

ivxe 


XT 
XX 


TT 

XX 


X 


XX 


TT 

XX 


NHo 

XNXX2 


OCHoPr-c 

\-S \_J X X£X X \j 


CFq 


ivie 


Mo 
ivxe 


XT 
XX 


TT 

XX 


1 

X 


TT 

XX 


TT 

XX 


NHo 

IN XX2 


V/VXX2X>U U 


CFq 
wx 3 


A/To 
xvxe 


Mo 

ivxe 


XT 
XX 


XT 

XX 


X 


TT 

XX 


TT 

XX 


X\ XX2 


OCHoPpti-p 


CFq 

\-/X 3 


A/To 
xvxe 


Mo 
ivxe 


XT 
XX 


TT 

XX 


X 


tt 

XX 


TT 

XX 


NHo 

XNXX2 




CFq 
\-/x 3 


ivxe 


Mo 
ivxe 


XT 

XX 


XX 


1 

X 


TT 

XX 


TT 

XX 


NH9 

XXXX2 


OPen-c 


CFs 


A/To 
xvxe 


Mo 

ivxe 


XT 

XX 


TT 

XX 


1 

X 


TT 

XX 


TT 

XX 


XN XX2 


OHex-e 


CFq 


A/To 
ivxe 


Mo 
ivxe 


TT 
XX 


TT 

XX 


1 

X 


H 

XX 


H 

XX 


NHo 

X\ XX J, 


OCHoPh 

VVil/i XL 


CFq 
vx 3 


Mo 

xvxe 


Mo 
ivxe 


XX 


TT 
XX 


1 

X 


TT 

XX 


TT 

XX 


X\ XX2 


OPh 

V— / X XL 


CFs 


A/To 
xvxe 


Mo 

xvxe 


XX 


TT 

XX 


X 


TT 

XX 


TT 

XX 


NH9 

Xy XX2 


OCHFo 


CFq 


A/To 

xvxe 


Mo 
ivxe 


TT 

XX 


TT 

XX 


1 

X 


XX 


TT 

XX 


NHo 

XNXX2 


SH 


CFq 


A/To 

xvxe 


Mo 
ivxe 


TT 

XX 


TT 

XX 


1 

X 


XX 


XX 


NHo 

x\ XX2 


uxvxc 


CFq 
vx 3 


A/To 

ivxe 


A/To 

xvxe 


TT 

XX 


XT 

XX i 


1 

X 


TT 

XX 


TT 

XX 


NHo 

inxx2 


»jv/2xvxc 


CFq 
\sx 3 


xvxe 


Mo 
xvxe 


XT 
XX 


XT 
XX 


1 

X 


XT 

XX 


TT 


NHo 

IN XX2 


SEt 

kJXUU 


CFq 
VX 3 


ivxe 


Mo 
ivxe 


TT 

XX 


TT 

XX 


1 

X 


TT 

XX 


TT 

XX 


NHo 

1NXX2 


k_?V_/2XUl/ 


CFq 
V- 'X 3 


A/To 

ivxe 


Mo 
xvxe 


TT 
XX 


TT 

XX 


1 

X 


TT 

XX 


TT 

XX 


NHo 

XNXX2 


Vx X X 


CFq 


A4o 

ivxe 


A/To 

ivxe 


TT 

Xi 


TT 

XX 


1 

X 


TT 

XX 


TT 

XX 


NHo 

XN XX2 




CFq 

. vx 3 


ivxe 


A/To 

ivxe 


XT 
XX 


TT 

XX 


1 

X 


TT 

XX 


TT 

XX 


NHo 

1NXX2 


iJX7 XI 


CFq 
vx 3 


xvxe 


Mo 
ivie 


TT 

XX 


TT 

XX 


X 


TT 

. XX 


TT 

XX 


NHo 


SOoPh 

t*J\S £X XX 


CFq 
v^x 0 


A/To 

ivxe 


Mo 

ivxe 


TT 

XX 


TT 

XX | 


1 

X 


XX 


XX 


NHo 

X\ XX2 


SCHFo 

k/vxxx 2 


CFq 
vx 3 


ivxe 


Mo 

ivxe 


TT 

XX 


TT 

XX 


1 

X 


TT 

XX 


TT 

XX 


NHo 

XNXX2 


ROoHHFo 

UV/2VXXX 2 


CFq 
wx 0 


Mo 

ivxe 


Mo 

ivxe 


TT 

XX 


TT 

XX 


1 

X 


XX 


XX 


NHo 

x\ xx2 


NHo 

x>xx2 


CFq 
vx 3 


ivxe 


A/To 

ivxe 


XT 
XX 


TT 

XX 


X 


TT 

XX 


TT 

XX 


NHo 

IN XX2 


NHMp 

XXX XX vx 0 


CFq 
v_/x 3 


A/To 

ivxe 


Mo 

ivxe 


TT 

XX 


TT 1 

XX 


1 

X 


TT 

XX 


TT 

XX 


NHo 


NM09 

XXXVXw^ 


CFq 
vx a 


Me 


Me 


H 


H 


1 


H 


H 


NH2 


NHEt 


CFs: 


Me 


Me 


H 


H 


1 


H 


H 


NH 2 


NEt 2 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


NH2 


NHPh 


CFs 


Me 


Me 


H 


H 


1 


H 


H 


NH2 


N(Me)Ph 


CF 3 


Me 


Me 


H 


H 


1 


H 


H 


NH2 


CN 


CFs 


H 


H 


H 


H 


1 


H 


H 


H 


OMe 


CFs 


H 


H 


H 


H 


1 


H 


H 


H 


OEt 


CFs 


Me 


H 


H 


H 


1 


H 


H 


H 


OMe 


CFs 


Me 


H 


H 


H 


1 


H 


H 


H 


OEt 


CFs 



WO 02/062770 



TV/To 
ivxe 


xt 


Mp 


XX 


TV /To 


XT 
XX 


Mp 


TT 

XX 


Mo 
±VxS 


lvxfe? 


XT 


11 


TV/To 


1X1X5 


H 

XX 


XX 


Up 
[ lYXfcJ 


Mp 


H 

XX 


H 


Mp 


Me 


H 

XX 


H 


Mp 


Me 


H 


H 


Me 


Me 


H 

XX 


H 


Mp 


Me 


H 


H 


Mp 

1YXC 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Et 


H 


H 


Me 


Et 


H 


H 


Et 


Et 


H 


H 


Et 


Et 


H 


H 


Me 


Pr-i 


TT 

H 


TT 

H 


Me I 


Pr-i 


H 


TT 

H 


Me 


Pr 


TT 

H 


TT 

H 


Me | 


Pr 


TT 

H 


TT 

H 


Me 


Pr-c 


TT 

H 


TT 

H 


Me 


Pr-c 


TT 

H 


TT 

H 


Me 


CHzPr- 
c 


H 


H 


Me 


CEbPr- 
c 


H 


H 


-(CH2>2- 


H 


H 


•(CH2V 


H 


H 


-(CH2) 8 - 


H 


H 


-(CHsDs- 


H 


H 


-(CH2)4- 


H 


H 


-(CH2)4- 


H 


H 


-(CEkV 


H 


H 


-(CH2>6- 


H 


H 


H 


-(CKfeV 


H 


H 


-(CHsDa- 


H 


H 


-(CH2)4- 


H 


H 


-(CH2)4- 


H 


H 


•(CH2) B - 


H 


H 


-(CHjDs- 


H 


H 


-(CHsDg- 


H 


H 


-(CHiDe- 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 



136 



1 


H 


H 


H 


1 


H 


H 


H 


1 


Me 


H 


H 


1 


Me 


H 


H 


1 


Et 


H 


H 


1 


Et 


H 


H 


1 


Pr-i 


H 


H 


1 


Pr-i 


H 


H 


1 


Pr-i 


H 


H 


1 


Me 


Me 


H 


1 


Me 


Me 


H 


1 


H 


H 


H 


1 


H 


H 


H 


1 


H 


H 


H 


1 


H 


H 


H 


1 


H 


TT 

H 


TT 

H 


X 


XT 
XX 


TJ 

XX 


XX 


n 

X 


XT 
XX 


XX 


XX 


1 
X 


XT 


TT 

XX 


TT 

XX 


X 


XT 
XX 


TT 

XX 


TT 

XX 


1 • 


XT 
XX 


TT 

XX 


XX 


l 


H 


H 


H 


l 


H 


TT 

H 


TT 

H 


l 


H 


H 


H 


l 


H 


H 


H 


l 


H 


H 


H 


l 


H 


H 


H 


l 


H 


H 


H 


i 


H 


H 


H 


l 


H 


H 


H 


i 


H 


H 


H 


l 


H 


H 


H 


i 


H 


H 


H 


l 


H 


H 


H 


l 


H 


H 


H 


l 


H 


H 


H 


i 


H 


H 


H 


l 


H 


H 


H 


i 


H 


H 


H 


0 


H 


H 


H 


0 


H 


H 


H 


0 


H 


H 


H 



PCT/JP02/01015 



OMe 

W1Y±C 


CPs 


OEt 


CFs 


OMe 


CFs 

v — ' -»- D 


OEt 


CFs 


OMe 


CFs 


OEt 


CF 3 


H 


CF 3 


OMe 


CF 3 


OEt 


CFs 


OMe 


CFs 


OEt 


CFs 


OMe 


CFs 


OEt 


CFs 


HMp 


CF« 

vx 3 


OEt 


CFs 


OMe 


CFs 


OEt 


Or s 


OMe 


/-it? 
Ors 


OEt 


Or 3 


OMe 


Or s 


OEt 


Or 8 


OMe 


CF 3 


OEt 


CFs 


OMe 


CF 3 


OEt 


CFs 


OMe 


CFs 


OEt 


CFs 


OMe 


CFs 


OEt 


CFs 


OMe 


CF 3 


OEt 


CFs 


OMe 


CFs 


OEt 


CFs 


OMe 


CFs 


OEt 


CFs 


OMe 


CFs 


OEt 


CFs 


OMe 


CF 3 


OEt 


CF 3 


ci 


ci 


OH 


Cl 


OMe 


Cl 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


H 


H 


o 


H 

XX 


Me 


Me 

1VXC 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


. H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


! H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


o 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 



137 



TT 

a 


XT 
±1 


U&t 




TT 

xl 


XT 

xl 




pi 
OX 


TT 
±1 


XT 
XX 


vJrr 


PI 


xi 


XT 
XX 


Ox>U L 


PI 
Ol 


XT 
XT 


TT 
XI 


OPTToP<r-r» 


PI 


XT 

n 


TT 
xl 


UL/ii2DU C 


PI 
Ol 


TT 

XX 


TT 

XX 




PI 


TT 

XX 


TT 

XX 


OnTToTTpTT-r* 

V-/v-/xx2xxfc;A. L> 


PI 


XX 


TT 

XX 


wXT tiXI U 


PI 


XX 


TT 

XX 




PI 


TT 

XX 


TT 
XX 


V/V./I12X iX 


PI 


TT 

XX 


TT 
XX 


OPh 
urn 


PI 


TT 

XX 


XT 

XX 


\JvjXiT 2 


PI 


XT 

XX 


XT 

XI 


OTT 

On 


PI 

OX 


TT 

XX 


TT 
XI 


oivxe 


PI 


TT 

XX 


XT 
XT 


oosuvxe 


PI 


XT 

XX 


TT 
xl 


OXjL 


PI 


XT 

XX 


TT 
XI 




PI 


TT 

XX 


TT 

XI 


orr i 


PI 
OX 


TT 

XX 


TT 

XI 


OVJ2X X X 


PI 


TT 

XX 


TT 
XI 


Ox XI 


PI 
OX 


TT 

XX 


TT 

XX 


uwijr xx 


PI 
OX 


TT 

XX 


XT 
Xx 


QPTTTTo 


PI 
ox 


TT 

XX 


TT 

XI 


0O20X1X 1 2 


PI 
ox 


TT 

XX 


TT 
xl 


XTTTo 
x\XT2 


PI 

Ol 


TT 

XX 


XT 

XI 


XN XTxVXe 


PI 
ox 


XT 
XX 


XT 
XT 


XNxVXe2 


PI 

Ol 


XT 

XX 


TT 
XT 


INxTxtit 


PI 
Ox 


TT 

XX 


TT 
XT 


i\Xlit2 


PI 
Ox 


XT 

XX 


TT 
XT 


INxTx Jx 


PI 

ox 


TT 

XX 


TT 
XT 


xm ^lvxe/x xx 


PT 
Ol 


TT 

XX 


TT 
XT 




PI 

ox 


TT 

XX 


TT 

XX 


F 

X 


Ma 
xvxt; 


TT 

XX 


TT 

XX 


PI 

OX 


Mp 


H 

XX 


TT 

XX 


OH 


Me 

xvxc 


H 


H 


OMe 


Me 


H 


H 


OEt 


Me 


H 


H 


OPr-i 


Me 


H 


H 


OPr 


Me 


H 


H 


OBu-t 


Me 


H 


H 


0CH2Pr-c 


Me 


H 


H 


0CH2Bu-c 


Me 


H 


H 


0CH2Pen-c 


Me 


H 


H 


OCH2Hex-c 


Me 



WO 02/062770 



PCT/JP02/01015 



138 



TV /T ^ 

Me 


TV K ^ 

Me 


TT 

rl 


XT 

in 


U 


XT 
XX 


XT 
XT 


XT 
XX 


uren c 




Me 


Me 


TT 

rl 


XT 

in 


n 
U 


XT 
XX 


TT 
XX 


TT 

XX 


OTTov-r* 

UlitJA l-> 


IVXC 


Me 


Me 


TT 
±1 


TT 

rl 


u 


XT 
XI 


TT 
XX 


TT 

XX 


\juH2jr xi 


Me 


Me 


Me 


TT 

rl 


XT 

rl 


u 


XT 
XX 


TT 

XX 


TT 

XX 


OPh 

VJx XI 


Me 


ivie 


ivxe 


TT 


XT 

in 


n 
vJ 


TT 

XX 


XT 
XX 


TT 

XX 


OCHFO 


Me 


ivie 


A/La 

ivie 


XT 

rl 


TT 

xn 


n 


TT 

XX 


TT 

XX 


TT 

XX 


SH 


Me 


A/Ta 

iv±e 


A/To 

ivie 


XX 

m 


TT 
rx 


n 


TT 

XX 


TT 

XX 


H 

XX 


SMe 


Me 


A/To 

xvxe 


A/To i 
ivie 


XT 

n 


TT 
xn 


n 

w 


TT 

XX 


XX 


H 

XX 


SO^Me 


Me 


jvie 


A/To 

ivie 


XT 

xn 


TT 
n 


KJ 


XT 
XX 


XX 


XX 


STUt 


Me 


ivie 


ivie 


XT 

n 


TT 
rx 


n 

VJ 


TT 

XX 


TT 

XX 


XX 


S09j3fc 


Me 


A/To 

ivie 


ivie 


XT 

xn 


TT 
n 


n 

VJ 


TT 

XX 


TT 

XX 


H 

XX 


SPr-i 

VJX. X X 


Me 


ivie 


ivxe 


XT 

n 


TT 
XT 


vj 


tit 

XX 


TT 

XX 


TT 

XX 


ROoPr-i 


Me 


Me 


Me 


XT 

ri 


TT 

n 


n 
u 


TT 

XX 


TT 

XX 


TT 

XX 


SPh 

kJX XL 


Me 


Me 


ivie 


XT 

n 


TT 

n 


VJ 


TT 

XX 


TT 

XX 


TT 

XX 


SO9PI1 


Me 


ivie 


AAo 


XT 

rx 


TT 


n 


TT 

XX 


TT 

XX 


TT 

XX 


SCHF2 


Me 


ivLe 


ivie 


XT 

rx 


TT 
rx 


n 

vj 


TT 

XX 


TT 

XX 


H 1 

XX 


S02CHF2 


Me 


Me 


ivxe 


XT 

n 


TT 

XX 


n 


TT 

. rx 


TT 

XX 


TT 

XX 




Me 


TV/To 

Me 


ivie 


XT 

n 


XT 

rx 


n 

VJ 


TT 

XX 


TT 

XX 


TT 

XX 


NHMp 

X ^1 X XJ-YXC/ 


Me 


TV /To 

ivie 


ivie 


n 


TT 
rx 


n 


TT 

XX 


TT 

XX 


TT 

XX 


"NTVTpo 


Me 


ivie 


ivie 


XT 

n 


TT 
rx 


n 

VJ 


TT 

XX 


TT 

XX 


TT 

XX 


NHEt 


Me 


Me 


Me 


XT 

n 


xr 
rx 


n 

VJ 


TT 

XX 


TT 

XX 


TT 

XX 




Me 


Me 


ivie 


XT 

n 


TT 

rx 


n 

VJ 


TT 

XX 


TT 

XX 


TT 


XXXXX XL 


Me 


Me 


ivie 


XT 

in 


TT 

n 


VJ 


TT 

XX 


TT 

XX 


TT 

XX 


Nv / Mp)Ph 

IN \XVXw/X XL 


Me 


Me 


ivie 


XT 
XI 


TT 

n 


VJ 


TT 
rx 


XX 


TT 

XX 


CN 


Me 


TV yf^ 

Me 


Me 


XT 

rl 


TT 
XI 


n 

VJ 


TT 
rx 


TT 

XX 


TT 

XX 


X 


Pr-i 

XXX 


Me 


ivie 


XT 

rl 


XT 
XI 


n 
u 


TT 

XX 


TT 

XX 


TT 

XX 


CI 


Pr-i 

XXX 


Me 


ivie 


XT 

xn 


XT 
XX 


VJ 


TT 

XX 


TT 

XX 


TT 

XX 


OH 

v/xx 


Pr-i 

XXX 


Me 


ivie 


XT 

n 


TT 
XX 


VJ 


TT 

XX 


TT 

XX 


TT 

XX 


OMe 

v/lYXv 


Pr-i 


Me 


Me 


XT 

in 


TT 

n 


VJ 


TT 

XX 


TT 

XX 


TT 

XX 


OEt 


Pr-i 

XXX 


ivie 


ivie 


XT 


TT 
rx 


n 

VJ 


TT 

XX 


TT 

XX 


TT 

XX 


OPr-i 

V-/X X X 


Pr-i 


TV/To 

Me 


ivie 


XT 

xn 


TT 

XX 


VJ 


TT 
rx 


XT 

XX 


TT 

XX 


OPr 

X 


Pr*i 


ivie 


ivie 


XT 

n 


TT 

rx 


VJ • 


XT 
XX 


TT 

XX 


TT 

XX 


OBu-t 


Pr-i 


Me 


Me 


XT 


TT 
rx 


VJ 


TT 

XX 


TT 

XX 


TT 

XX 


OCHaPr-c 

V/ V^>X X^X X w 


Pr-i 


Me 


ivie 


XT 

in 


XT 

rx 


VJ 


TT 

XX 


TT 

XX 


TT 

XX 


OCH9P11-C 


Pr-i 


A/To 

xvxe 


Mp 

xVXfc? 


XT 

XI 


TT 


0 


H 


H 


H 


OCH2Pen-c 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCHjsHex-c 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


OPen-c 


Pr-i 


Me 


Me 


H 


H 


d 


H 


H 


H 


OHex-c 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCHgPli 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


OPh 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCHF2 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


SH 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


SMe 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


S02Me 


Pr-i 



WO 02/062770 



PCT/JP02/01015 



139 



Me 


Me 


H 


H 


0 


H 


H 


H 


SEt 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


S02Et 


Pr-i 


Me 


Me 


H 


H 


o 


H 


H 


H 


SPr-i 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


S02Pr-i 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


SPh 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO2PI1 


Pr-i 


Me 


! Me 


H 


H 


0 


H 


H 


H 


SCHF 2 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO2CHF2 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


NH 2 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHMe 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


NMe 2 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHEt 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


NEt 2 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHPh 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


N(Me)Ph 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


CN 


Pr-i 


Me 


Me 


H 


H 


0 


H 


H 


H 


F 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


CI 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OH 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OMe 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OEt 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OPr-i 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OPr 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OBu-t 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCH2Pr-c 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCH2B11-C 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCH2Pen-c 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCH2Hex-c 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OPen-c 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OHex-c 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H " 


OCH2PI1 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OPh 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCHF2 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


. H 


SH 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


SMe 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H ; 


S02Me 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


fT 


SEt 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


SC-2Et 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H- 


SPr-i 


Pr-c 


Me 


Me ; 


H 


H 


0 


H 


H 


H 


S02Pr-i 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


SPh 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO2PI1 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


SCHF2 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO2CHF2 


Pr-c 



WO 02/062770 



PCT/JP02/01015 



140 



Ma 




11 


H 

XX 


n 


H 


H 


H 


NH2 


Pr-c 


Mp 


1VXC5 


XX 


XX 


o 


H 

XX 


H 


H 


NHMe 


Pr-c 


Mp 


Me 


H 


H 


o 


H 


H 


H 


NMe2 


Pr-c 


Me 


Me 


H 


H 


o 


H 


H 


H 


NHEt 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


NEt2 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHPh 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


N(Me)Ph 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


CN 


Pr-c 


Me 


Me 


H 


H 


0 


H 


H 


H 


F 


CHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


CI 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OH 


CHF2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OMe 


CHF 2 


Me 

ITXC 


Me 


H 


H 


o 


H 


H 


H 


OEt 


CHF2 


Me 


Me 

XYXw 


H 


H 


o 


H 


H 


H 


OPr-i 


CHF 2 


Me 


Me 


H 


H 


o 


H 


H 


- H 


OPr 


CHF2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OBu-t 


CHF 2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OCH2Pr-c 


CHF 2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OCH2BU-C 


CHF2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OCH2Pen-c 


CHF 2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OCH2Hex-c 


CHF2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OPen-c 


CHF2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OHex-c 


CHF2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OCHsPh 


CHF 2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OPh 


CHF2 


Me 


Me 


H 


H 


o 


H 


H 


H 


OCHF2 


CHF 2 


Me 


Me 


H 


H 


o 


H 


H 


H 


SH 


CHF 2 


Me 


Me 

XYXv 


H 


H 


o 


H 


H 


H 


SMe 


CHF 2 


Me 


Me 


H 


H 


o 


H 


H 


H 


S0-2Me 


CHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SEt 


CHF 2 


Me 


Me 


H 


H 


o 


H 


H 


H 


S02Et 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SPr-i 


CHF 2 


Me 


Me 


H 


H 


o 


H 


H 


H 


SCbPr-i 


CHF 2 


Me 

1YXC 


Me 


H 


H 


0 


H 


H 


H 


SPh 


CHF2 


Me 


Me 


H 


H 


o 


H 


H 


H 


SO2PI1 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SCHF2 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO2CHF2 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


NH2 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHMe 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


NMe2 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHEt 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


NEt2 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHPh 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


N(Me)Ph 


CHF 2 


Me 


Me 


H 


H 


0 


H 


H 


H 


CN 


CHF 2 



WO 02/062770 



PCT/JP02/01015 



Me 


Me 


TT 

H 


TT 

H 


0 


i TT 

H 


T\ A" _ 

Me 


TV 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


Me 


Me 


TT 

H 


TT 

H 


0 


TT 

H 


Me 


Me 


TT 
H 


TT 

H 


0 


TT 

xi 


ivie 


Me 


TT 

xi 


TT 

xi 


U 


TJ 

xi 


ivie 


ivie 


TT 

xl 


TJ 

xi 


U 


TJ 

xi 


ivie 


ivie 


IT 

xi 


TJ 

xi 


U 


TJ 

xi 


ivie 


ivie 


TT 

xi 


TJ 

xi 


U 


TJ 

xi 


ivie 


ivie 


TT 

xi 


TJ 

xi 


U 


TJ 

xi 


ivie 


ivie 


TT 

xi 


TT 

xi 


U 


TJ 

xi 


ivie 


ivie 


TT 

xi 


TJ 

xi 


u 


TT 

xi 


ivie 


A/fa 

ivie 


TT 

xi 


TJ 

xi 


U 


TT 

xi 


A/To 

ivie 


ivie 


xi 


TJ 

xl 


U 


TJ 

xi 


Jvle 


ivie 


TT 

xi 


TJ 

xi 


U 


TJ 

xi 


Jvle 


ivie 


TT 

xi 


TJ 

xi 


U 


TJ 

xi 


ivie 


ivie 


TT 

xi 


TJ 

xi 


U 


TT 

xi 


TV /To 

ivie 


ivie 


xi 


TJ 
Xl 


u 


TT 

xl 


ivie 


ivie 


TJ 

xi 


TT 

xi 


U 


TT 

xi 


ivie 


ivie 


xi 


TJ 

xi 


U 


TJ 

xi 


Jvle 


ivie 


TT 

xi 


TJ 

xi 


U 


TT 

xi 


■jv >r_ 
ivie 


ivie 


TJ 

xi 


TJ 

xi 


r\ 
U 


TJ 

xi 


Ivie 


Me 


TJ 

xi 


TJ 

xi 


r\ 
U 


TJ 

xi 


ivie 


ivie 


TJ 

xi 


TJ 

xi 


r\ 
U 


TT 

xi 


ivie 


Jvle 


TJ 

xi 


TJ 

xi 


U 


TT 

xi 


ivie 


ivie 


TJ 

xi 


TJ 

xi 


r\ 
U 


TJ 

xi 


ivie 


ivie 


TJ 

xi 


TJ 

xl 


U 


TT 
xl 


TV/To 

ivie 


ivie 


TJ 

xi 


TJ 
Xl 


u 


TT 

xl 


TV /To 

ivie 


TV/To 

ivie 


TJ 

xi 


TJ 
Xl 


n 
u 


TJ 

xl 


ivie 


ivie 


TJ 

xi 


TJ 
Xl 


u 


TT 

xi 


ivie 


ivie 


TJ 

xi 


TT 
Xl 


u 


TJ 

xl 


ivie 


ivie 


TJ 

xi 


TT 

xi 


U 


TJ 

xi 


TV/To 

ivie 


ivie 


TJ 

xi 


TT 
Xl 


rv 

u 


TJ 

xi 


ivie 


ivie 


TJ 

xi 


TJ 

xi 


u 


TJ 

xi 


Me 


ivie 


TJ 

xi 


TT 

xi 


U 


TJ 

xi 


Me 


TV /r 

Me 


TT 

xl 


TT 
XI 


0 


TT 

H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 



141 



H 

XX 


XX 


F 

X 


CFd 


H 


H 

XX 


CI 


CF« 


H 

XX 


H 

XX 


OH 




H 


H 


OMg 


CFa 


H 


H 


OEt 


wx 5 


H 


H 


OPr-i 


CFq 

wx 0 


H 


H 


OPr 


CF3 


H 


H 


OBu-t 


CFs 

v^x 0 


H 


H 


OCHJPr-c 


CFa 
wx a 


H 


H 


OCH9JBu-c 


CFq 

wx a 


H 


H 


OCH2Pen-c 


CF 3 


H 


H 


OCH^Hex-c 


CFa 
wx a 


H 


H 


OPen-c 


CF 3 


H 


H 


OHex-c 


CFa 


H 


H 


OCH2Ph 


CF 3 


H 


H 


OPh 


CFs 


H 


H 


OCHF 2 


CF 3 


H 


H 


SH 


CF 3 


H 


H 


SMe 


CFs 


H 


H 


SOaMe 


CFa 


H 


H 


SEt 


CF^ 

wx a 


H 


H 


S02Et 


CFa 


H 


H 


SPr-i 


CF3 


H 


H 


S02Pr-i 


CFa 


H 


H 


SPh 

' KJJ- XL 


CFq 


H 


H 


S02Pll 


CFs 


H 


H 


SCHF2 


CFs 


H 


H 


SO2CHF2 


CFa 


H 


H 


NH2 


CF3 


H 


H 


NHMe 


CFq 

v-/x a 


H 


H 


NMe2 


CFq 

wx a 


H 


H 


NHEt 


CFq 

w i a 


H 

XX 


H 

XX 


NEt*> 

• i. \ XJ 


CF<* 


H 

XX 


H 

XX 


NHPh 

XX XXX XI 


CFq 

wx a 


H 

XX 


H 

XX' 


N(Me)Ph 

XH \1tXv/X XL 


CFq 
wx a 


H 


H 


CN 


CF 3 


H 


H 


F 


OMe 


H 


H 


OH 


OMe 


H 


H 


OMe 


OMe 


H 


H 


OEt 


OMe 


H 


H 


OPr-i 


OMe 


H 


H 


OPr 


OMe 


H 


H 


OBu-t 


OMe 


H 


H 


OCH2Pr-c 


OMe 



WO 02/062770 



PCT/JP02/01015 



TV 

Me 


Me 


XT 
±1 


XT 

xl 


U 


XT 
XX 


TV K ~ 

Me 


TV /r^ 

Me 


TT 
±1 


XT 
XX 


U 


TT 

XX 


Me 


Me 


xl 


XT 

xl 


u 


TT 
XX 


Me 


"TV A 

Me 


XT 
XX 


XT 
XX 


u 


TT 
XX 


Me 


Me 


XT 

in 


XT 
XX 


V 


TT 

XX 


TV /T« 

Jvie 


jvie 


XT 
XX 


TT 
XX 


0 


TT 

XX 


TV/To 

iv±e 


TV/To 
ivie 




TT 

XX 




H 

XX 


Mo I 
ivxe 


lVxt3 


XX 


H 


o 


H 


ivxe 


Mo 
ivxe 


TT 

XX 


TT 


o 


H 

XX 


Mo 
ivxe 


ivxe 


TT 

n 


TT 

XI 


o 


TT 


TV/To 

ivxe 


Mo 
ivxe 


TT 


TT 


o 


TT 

XX 


TV/To 

ivxe 


AAo 

ivie 


TT 

XX 


TT 

XX 


o 


H 

XX 


ivxe 


Mo 
ivxe 


TT 
XX 


XX 


o 


H 


ivie 


A/To 

ivie 


TT 

XX 


TT 

XX 


n 

u 


TT 

XX 


ivie 


Mo 

ivie 


TT 
XX 


TT 
XX 


0 


XX 


aa<* 
ivie 


Mo 

ivxe 


TT 

XI 


TT 

XX 


n 


TT 

XX 


ivie 


AAo 
ivie 


XT 
XX 


TT 

XX 


n 


TT 

XX 


AAo 

xvie 


Mo 

ivie 


TT 

XX 


TT 

XX 


n 


XX 


AAa 

ivxe 


AAo 

ivxe 


TT 

XX 


TT 

XX 


n 

kj 


H 

IX 


TV/To 

ivxe 


Mo 
ivxe 


TT 

XX 


XX 


o 

KJ 


TT 

XX 


Mo 

ivxe 


Mo 
ivxe 


TT 

XX 


TT 

XX 


o 

KJ 


H 

XX 


A/To 

jy±e 


Mo 
ivxe 


TT 

XX 


TT 
XX 


o 

KJ 


H 

XX 


AAo 

ivxe 


Mo 
ivxe 


TT 

XX 


TT 

XX 


o 

kj 


H 

XX 


ivxe 


AAo 

ivie 


TT 
XX 


TT 

XX 


o 

KJ 


H 

XX 


AAo 

ivxe 


Mo 

ivie 


TT 

XX 


TT 

XX 


n 

KJ 


TT 

XX 


TV/To 

ivie 


Mo 

ivie 


TT 

XX 


TT 

XX 


KJ 


H 

XX 


TV /To 

ivie 


AAo 

ivie 


TT 
XX 


TT 
XX 


o 

yj 


TT 

XX 


AAo 

ivie 


Mo 

ivie 


TT 
XX 


TT 

XX 


0 
kj 


TT 

XX 


Me 


AAo 

ivie 


TT 
XX 


TT 

XX 


n 


TT 

XX 


Me 


AAo 

xvie 


TT 
XX 


TT 

XX 




TT 

XX 


AA« 

ivxe 


AAo 

ivie 


TT 
XI 


TT 

XX 


n 

KJ 


TT 

XX 


ivie 


AAo 

ivie 


TT 
XX 


TT 
XX 


KJ 


TT 
XX 


ivie 


AAo 

ivie 


TT 
XX 


TT 

XX 


KJ 


TT 

XX 


ivie 


AAo 

ivie 


TT 

XX 


TT 

XX 


KJ 


TT 

XX 


Me 


Me 


H 


H 


o 


H 


Me 


Me. 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


1 H 


0 


H 



142 



XT 
XX 


XT 

XX 


woxxgx^u. L. 


OMe 


TT 
XX 


XT 
XX 


OHTToPon-r 


OMe 


XT 
XX 


TT 
XX 


nPTToTTo-5-r* 
\J Oxx^xxfcJX K\, 


OMp 


TT 

XX 


TT 

XX 


fjPon-r 

Wx tiXl V* 


OMe 


TT 

XX 


TT 
XX 


DTToy-o 


OMe 


TT 

XX 


XX 


OCHVPh 

V/Ull^l XL 


OMe 


TT 

XX 


TT 

XX 


OPh 


OMe 


TT 

XX 


H 


OGHF2 


OMe 


TT 

XX 


H 

XX 


SH 


OMe 


H 

XX 


H 


SMe 


OMe 


TT 

XX 


H 

XX 


SOsMe 


OMe 


H 

XX 


H 

XX 


SEt 


OMe 


H 

XX 


TT 

XX 


SOaEt 


OMe 


TT 

XX 


TT 

XX 


SPr-i 

V-t X X X 


OMe 


TT 

XX 


TT 

XX 


S09Pr-i 


OMe 


TT 
XX 


TT 

XX 


SPh 

OX XL 


OMe 


TT 

XX 


IT 

XX 


SOsPh 


OMe 


TT 

XX 


XT 
XX 


SCHF9 


OMe 


TT 

XX 


TT 

XX 


S09CHF2 


OMe 


TT 

XX 


TT 

XX 


NH2 


OMe 


TT 

XX 


TT 

XX 


NHMe 

X > XXXY JLw 


OMe 


TT 

XX 


TT 

XX 


NMe2 


OMe 


TT 
XX 


TT 

XX 


NHEt 


OMe 


TT 

XX 


XX 


NEt2 


OMe 


TT 

XX 


H 

XX 


NHPh 

JL >XXX JUL 


OMe 


XX 


TT 

XX 


N(Me)Ph 

X > vxvx^/ X XL 


OMe 


TT 

XX 


TT 

XX 


CN 


OMe 


TT 

XX 


TT 

XX 


F 

X 


OPh 


TT 

XX 


H 

XX 


OH 

XX 


OPh 


XT 
XX 


TT 

XX 




OPh 


TT 

XX 


TT 

XX 


OEt 

V_/ X-i L> 


OPh 


TT 

XI 


XX 


OPr-i 

V./X X X 


OPh 


TT 

XX 


TT 

XX 


OPr 

V/X X 


OPh 


TT 

XX 


H 

XX 


OBu"t 


OPh 


H 

XX 


H 

XX 


OCH2Pr-c 


OPh 


H 


H 


OCH2BU-C 


OPh 


H 


H 


OCH2Pen-c 


OPh 


H 


H 


OCH2Hex-c 


OPh 


H 


H 


OPen-c 


OPh 


H 


H 


OHex-c 


OPh 


H 


H 


OCH2PI1 


OPh 


H 


H 


OPh 


OPh 


H 


H 


OCHF2 


OPh 


H 


H 


SH 


OPh 



WO 02/062770 



PCT/JP02/01015 



143" 



Me 


Me 


H 


H 


0 


H 


H 


H 


SMe 


OPli 


Me 


Me 


H 


H 


0 


H 


H 


H 


S02Me 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


SEt 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO&Et 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


SPr-i 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


SOzPr-i 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


SPh 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO2PI1 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


SCHF2 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO2CHF2 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


NH2 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHMe 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


NMe2 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHEt 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


NEt 2 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


NHPh 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


N(Me)Ph 


OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


GN 


. OPh 


Me 


Me 


H 


H 


0 


H 


H 


H 


F 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OH 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OMe 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OEt 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OPr-i 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H * ■ 


OPr 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OBu-t 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


0CH 2 Pr-c 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCH2BU-C 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCEfePen-c 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCH2Hex-c 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OPen-c 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OHex-c 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCH2PI1 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OPh 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


OCHF2 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SH 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SMe 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO-2Me 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SEt 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


S02Et 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SPr-i 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


S02Pr-i 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SPh 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SO2PH 


OCHF2 


Me 


Me 


H 


H 


0 


H 


H 


H 


SCHF2 


OCHF2 



WO 02/062770 



PCT/JP02/O1015 



144 



iVxe 


ivie 


TT 
Xl 


IT 

XX 


u 


TT 
XX 


TT 

XX 


XT 

n 




OGHF9 

\/ VXXX £ 


Me 


JVLe 


TT 

xl 


TT 
XX 


n 
U 


TT 

XX 


TT 

XX 


XT 

n. 


NTTo 


vuixx Z 


Ivie 


ivie 


IT 

XX 


IT 

XX 




TT 

XX 


TT 

XX 


XT 
XX 


isJTTMo 
X N xxxvxt? 


OGHP9 

v/vxxx z 


ivie 


ivie 


TT 
Xl 


TT 
XX 


u 


TT 

XX 


XT 

XX 


XT 
XT 


X>i J.VXt?2 


OCHP9 
wxxx /, 


TV/To 

ivie 


Mo 
ivie 


TT 
XI 


TT 

XX 




TT 

XX 


TT 

XX 


XX 


NHEt 

XNXXJ J Is 


OCHF 2 


ivie 


Mo 
ivie 


XT 
XI 


TT 

XX 




TT 

XX 


TT 

XX 


H 

XX 


NEt2 


OCHF 2 


Mo 


±vxtJ 


TT 


TT 

XX 


n 

\j 


TT 

XX 


TT 

XX 


TT 

XX 


NHPh 


OCHF 2 


IVXc 


Mo 


TT 

XX 


TT 

XX 


o 

w 


H 

XX 


TT 

XX 


H 

XX 


N(Me)Ph 


OCHP2 


Mo 


Mo 
ivie 


XX 


TT 

XX 




TT 

XX 


TT 

XX 


H 

XX 


CN 


OCHF2 


Mo 

lYXc 


Mp 

lVlc 


TT 

XX 


TT 

XX 




TT 

XX 


TT 

XX 


Me 


F 


CF3 


Mo 
IVXti 


Mo 


TT 

XX 


TT 

XX 




TT 


H 

XX 


Me 


CI 


CFs 


Mo 

lYXc 


Mp 


TT 

XX 


TT 


o 


TT 

XX 


H 


Me 


OH 


CF3 


Mo 

IVXfci 


Ma 

IVXti 


TT 

XX 


TT 

XX 


o 


TT 

XX 


TT 

XX 


Me 


OMe 


CFs 


Mo 
ivie 


Mo 
ivie 


TT 

XX 


TT 

XX 




TT 

XX 


TT 

XX 


Me 


OEt 


CF3 


Mo 

ivie 


Mo 

IVie 


TT 

XX 


TT 

XX 




TT 

XX 


TT 

XX 


Me 


OPr-i 


CFs 


Mo 


Mo 

ivie 


TT 

XX 


TT 

XX 




TT 

XX 


TT 

XX 


Me 


OPr 


CF3 


Mo 


Mo 
ivie 


TT 

XX 


TT 

XX 


o 


TT 

XX 


TT 

XX 


Me 


OBu-t 


CF3 


Mo 
ivie 


Mo 
ivie 


TT 

XX 


TT 

XX 


o 


H 

XX 


H 

XX 


Me 


OCHsPr-c 


CFs 


Mo 

ivie 


Mo 
ivie 


TT 

XX 


TT 

XX 


n 


XX 


TT 

XX 


Me 

1VJLC 


OCHsBu-c 


CFs 

N_^X O 


Mo 
ivie 


Mo 

1V1© 


TT 

XX 


TT 

XX 


o 


TT 

XX 


TT 

XX 


Me 

xrXO 


OCHsPen-c 


CFs 


Mo 

ivie 


Mo 


TT 

XX 


TT 

XX 




TT 

XX 


TT 

XX 


Me 


OCHpHex-c 


CF3 


Mo 

ivie 


Mo 
ivie 


TT 


TT 

XX 


o 


TT 

XX 


TT 

XX 


Me 


OPen"C 


CF3 


Mo 
ivie 


Mo 
ivie 


TT 

XX 


TT 

XX 




XX 


H 

XX 


Me 


OHex-c 


CFs 


Mo 
ivie 


Mo 

lVlc 


TT 

XX 


TT 

XX 


n 


TT 

XX 


TT 

XX 


Me 


OCHJPh 

V/ >-/XXX»X. XX 


CFs 


Mo 
ivie 


Mo 

IVlt? 


TT 

XX 


TT 

XX 


o 


TT 

XX 


H 

XX 


Me 

ITXC 


OPh 


CFs 


Mo 
ivie 


Mp 


TT 

XX 


TT 

XX 


o 


TT 

XX 


H 

XX 


Me 


OCHF2 


CF 3 


Mo 
ivie 


Mp 

lVlt? 


TT 

XX 


XX 




TT 

XX 


H 

XX 


Me 


SH 


CF3 


Mp 

XVXe 


Mp 


TT 

XX 


TT 


o 


H 

XX 


H 


Me 


SMe 


CFs 


Mo 
ivie 


Mo 
ivie 


TT 

XX 


TT 

XX 




TT 

XX 


TT 

XX 


Me 

1VXC 


SOaMe 


CF3 

^wx 0 


Mo 

ivie 


A/To 
ivie 


TT 


TT 

XX 




TT 

XX 


TT 

XX 


Me 


SEt 


CFs 


TV/To 

ivie 


Mo 

ivie 


TT 

XX 


TT 

XX 


n 


TT 

XX 


TT 

XX 


Mp 

xVXC 




CF3 


A/To 

ivie 


Mo 

ivie 


TT 
Xl 


TT 

XX 


n 


TT 

XX 


H 

XX 


Me 


SPr-i 

ux X X 


CFs 


A/To 

ivie 


A/To 

ivie 


TT 

XX 


TT 

XX 


n 


TT 

XX 


TT 

XX 


Mp 
xvxc 


S09Pr-i 


CF3 


ivie 


ivie 


TT 

XX 


TT 

XX 


n 
u 


TT 
XX 


TT 

XX 


Mp 


SPh 

kJX XL 


CFq 


Me 


Me 


H 


H 


0 


H 


H 


Me 


SO2PI1 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


SCHF 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


SO2CHF2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


NH 2 


CF 3 


Me 


Me 


H 


H 


o 


H 


H 


Me 


NHMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


NMe 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


NHEt 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


NEt 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


NHPh 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


Me 


N(Me)Ph 


CFs 



WO 02/062770 



PCT/JP02/01015 



145 



Me 


Me 


H 


H 


0 


H 


H 


TV If 

Me 


CN 


CFs 


Me 


Me 


H 


H 


0 


H 


TT 

H 


/""VTV If 

OMe 


TTl 

F 


CFs 


Me 


Me 


H 


H 


0 


TT 

H 


TT 

H 


OMe 


Gl 


AT? 
CF3 


Me 


Me 


H 


H 


0 


TT 

H 


TT 

H 


A.TV If — 

OMe 


ATT 

OH 


ATT 1 

CFs 


TV If 

Me 


TV If 

Me 


H 


TT 

H 


0 


TT 

H 


TT 

rl 


UMe 


UMe 


AT7 

UJt?3 


TV If 

Me 


TV If 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

rl 


t~\Kir~ 

UMe 


UH/C 


A T7> 

Urs 


Me 


TV /T_ 

Me 


TT 

a 


TT 

rl 


0 


TT 

xi 


TT 

xi 


UMe 


Urn 


Urs 


Me 


TV If 

Me 


TT 

xi 


TT 

rl 


n 
0 


TT 

xi 


TT 

ri 


UMe 


Urr 


Ors 


TV If ^ 

Me 


TV 

Me 


TT 

±i 


TT 

XI 


0 


TT 

xi 


TT 

xl 


UMe 


Ux>U t 


Ui5s 


TV IT ~ 

Me 


TV K ^ 

Me 


TT 

ri 


TT 

ri 


0 


TT 

xi 


TT 

ri 


rw /To 
UMe 


rr^Tjr ■p^.- 


Ur3 


TV JT 

Me i 


TV It ~ 

Me 


TT 

H 


TT 

H 


0 


TT 

xi 


TT 

rl 


UMe 


UUri2r5u c 


UX3 


TV It ~ 

Me 


TV A"—. 

Me 


TT 

a 


TT 

XI 


0 


TT 

xi 


TT 

xi 


UMe 


ApTJ T)-._ . _ 

UUrl^x en c 


UJC3 


TV It - 

Me 


TV /T — 

Me 


TT 

H 


TT 

H 


0 


xi 


TT 

ri 


UMe 


APTJ TT 

UUxi2xiex"C 


Urs 


TV JT 

Me 


TV IC 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

xl 


UMe 


/^\Tl „ . _ 

Uren c 


Ura 


It JT 

Me 


TV VT 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 
11 


UMe 


ATT 

Urlex c 


ATT) 

Urs 


TV IT 

Me 


TV It 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

ri 


atv /r^ 
UMe 


AATT T)"U 

UUri2r ia 


AT? 


TV If 

Me 


TV If 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

ri 


/~\t\ ir~ 
OMe 


Urn 


AT7I 

Ox* 3 


t\ yr 

Me 


tv /r _ 

Me 


TT 

H 


TT 
tl 


0 


TT 

Jti 


TT 

ri 


UMe 


A ATTTTI 

UUxir 2 


Lis 


TV IT 

Me 


tv /r 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


T_T 


UMe 


oil 


UX3 


TV If ~ 

Me 


TV /T~ 

Me 


TT 

rl 


TT 

xl 


0 


TT 

xi 


TT 

rl 


UMe 


bMe 


Urs 


tv /r _ 

Me 


TV /T— . 

Me 


TT 
H 


TT 

ti 


0 


TT 

xi 


TT 

ri 


UMe 


bU2Me 


Urs 


tv /r 

Me 


TV /T~ 

Me 


TT 

H 


TT 

rl 


0 


TT 
H 


TT 

ri 


UMe 


Oiitt 


Ur3 


TV T _ 

Me 


tv /r~ 

Me 


TT 


TT 

rl 


0 


TT 

xi 


TT 

ri 


UMe 


bU2ii»t 


Ui?3 


tv if 

Me 


TV K 

Me 


TT 

H 


TT 

H 


0 


xi 


TT 

ri 


/~\tv /r_ 

UMe 


OT3<m.« 


pp 

Ur3 


tv if 

Me 


tv it — 

Me 


TT 

H 


TT 

rl 


0 


TT 

xi 


TT 

ri 


UMe 


QA T3_.; 

oU2i r i 


0x3 


Me 


Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

xl 


y^vTvyT-. ' 

UMe 


bril 


A TTl 

Urs 


TV ** 

Me 


tv /r 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 


atv yr^ 

UMe 


oU2x n 


ATp 


tv if 

Me 


TV /T 

Me 


TT 

H 


TT 

H 


0 


TT 

ri 


TT 

xi 


/"*vT\yr~ 

UMe 


oUrir2 


Ur3 


tv <r 

Me 


tv yr 

Me 


TT 

H 


TT 

H 


0 


TT 

H 


TT 

xi 


UMe 


bU2Urir { 2 


ATTV^ 

UJ?3 


tv at 

Me 


tv it 

Me 


TT 

H 


TT 

H 


0 


TT 

rl 


TT 

xi 


UMe 


TvTTT 

JNrl2 . 


PP 


TV If 

Me 


tv yr 

Me 


TT 

H 


TT 

H 


0 


TT 

rl 


TT 

xi 


UMe 


TvTTT-jv/r_ 

JNriMe 


UJc 3 


TV K 

Me 


tv yr 

Me 


TT 

H 


TT 

H 


0 


TT 

rl 


TT 

xl 


atv yr^. 

UMe 


JNMe2 


Ur3 


tv /r 

Me 


TV /T_ 

Me 


TT 

H 


TT 

rl 


0 


TT 

rl 


TT 

xi 


/-\tv yr^ 

UMe 


JNxixiit 


/^ITTI 

Urs 


TV If 

Me 


TV yr 

Me 


TT 

H 


TT 

H 


0 


TT 


TT 

xi 


UMe 


JNlljt2 


pp„ 
UX3 


tv yr 

Me 


tv yr 

Me 


TT 

H 


TT 

H 


0 


TT 

rl 


TT 

xi 


UMe 


JNriJrXl 


UX3 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


N(Me)Ph 


CF 3 


Me 


Me 


H 


H 


0 


H 


H 


OMe 


CN - 


CF 3 


Me 


Me 


H 


H 


0 


H 


H 


SMe 


F 


CF 3 


Me 


Me 


H 


H 


0 


H 


H 


SMe 


CI 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


SMe 


OH 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


SMe 


OMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


SMe 


OEt 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


SMe 


OPr-i 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


SMe 


OPr 


CFs 



WO 02/062770 



PCT/JP02/01015 



TV/To 


Mp 
xyxg 


XT 
XI 


XT 

XX 


0 


XX 


ivxe 


Mp 


XT 

XI 


XX 


0 


H 


Mo 
ivxe 


Mp 


w 

XX 


H 

XX 


0 


H 


XVXt? 


Me 

XYXG 


H 

XX 


H 

XX 


0 


H 


Mp 

XYXfcJ 


Me 

XYXG 


H 

XX 


H 


0 


H 


Me 


Me 

XVXG 


H 

XX 


H 


0 


H 


Mp 

XYXC 


Me 


H 


H 


0 


H 


Me 

XVXC 


Me 


H 

XX 


H 


0 


H 


Mp 

XYXtJ 


Me 

xvxc 


H 

XX 


H 


0 


H 


Mp 
xyxc 


Mp 

XYXG 


H 

XX 


H 

XX 


0 


H 


Mp 

XYXfcJ 


Me 
xyxg 


H 

XX 


H 

XX 


0 


H 


Mp 
xyxc 


Mp 

xyxg 


H 

XX 


H 


0 


H 


Mp 


Mp 

XYXG 


H 

XX 


H 


0 


H 


Mp 


Me 

XYXG 


H 

XX 


H 


0 


H 


Mp 

xyxc 


Me 


H 


H 


0 


H 


Me 

XYXCJ 


Me 


H 


H 


0 


H 


Me 

XYXtJ 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Mp 

XYXt? 


Me 


H 


H 


0 


H 


Mp 

XYXtJ 


Me 

XYXG 


H 

XX 


H 


0 


H 


Mp 


Me 

1YXG 


H 

XX 


H 

XX 


0 


H 


Mp 

xYxe 


Mp 

XYXG 


H 

XX 


H 

XX- 


0 


H 


Mp 
xyxc 


Mp 
xyxg 


H 

XX 


H 


0 


H 


Mp 

xVXfci 


Mp 
xyxg 


H 

XX 


H 

XX 


0 


H 


Mp 

XYXti 


Me 

XYXG 


H 

XX 


H 


0 


H 


Mp 

XYXtJ 


Me 


H 


H 


0 


H 


Mp 


Me 


H 

XX 


H 


0 


H 


Me 

XYXC 


Me 


H 


H 


0 


H 


Me 

XYXt? 


Me 


H 


H 


0 


H 


Mp 

XYXC 


Me 


H 


H 


0 


H 


Mp 

xYXt? 


Me 

XYXG 


H 

XX 


H 


0 


H 


Mp 


Me 

1YXC 


H 

XX 


H 


0 


H 


Mp 


Mp 

XYXG 


H 

XX 


H 


0 


H 


Mp 

jLvxt; 


Mp 
xyxg 


H 

XX 


H 

XX 


0 


H 


Mp 


Mp 

XYXG 


H 

XX 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 


Me 


Me 


H 


H 


0 


H 



146 



H 


SMe 


OBu-t 


CPs 


H 


SMe 


OCHzPr-c 


CFs 


H 


SMe 


OCH2BU-C 


CF 3 


H 


SMe 


OCHjsPen-c 


CF 3 


H 


SMe 


OCKfeHex-c 


CF 3 


H 


SMe 


OPen-c 


CF 8 


H 


SMe 


OHex-c 


CF 3 


H 


SMe 


OCH2PI1 


CFs 


H 


SMe 


OPh 


CFs 


H 


SMe 


OCHFz 


CFs 


H 


SMe 


SH 


CFs 


H 


SMe 


SMe 


CFs 


H 


SMe 


S02Me 


CFs 


H 


SMe 


SEt 


CFs 


H 


SMe 


SOzEt 


CFs 


H 


SMe 


SPr-i 


CFs 


H 


SMe 


SOzPr-i 


CFs 


H 


SMe 


SPh 


CFs 


H 


SMe 


SOzPh 


CFs 


H 


SMe 


SCHF 2 


CFs 


H 


SMe 


SO2CHF2 


CFs 


H 


SMe 


NH2 


CFs 


H 


SMe 


NHMe 


CFs 


H 


SMe 


NMe2 


CF 3 


H 


SMe 


NHEt 


CFs 


H 


SMe 


NEt 2 


CFs 


H 


SMe 


NHPh 


CFs 


H 


SMe 


N(Me)Ph 


CFs 


H 


SMe 


CN 


CF 3 


H 


SOjiMe 


F 


CFs 


H 


S02Me 


CI 


CFs 


H 


SOzMe 


OH 


CFs 


H 


S02Me 


OMe 


CFs 


H 


S02Me 


OEt 


CFs 


H 


S02Me 


OPr-i 


CFs 


H 


S02Me 


OPr 


CFs 


H 


SOzMe 


OBu-t 


CFs 


H 


S02Me 


OCHzPr-c 


CFs 


H 


S02Me 


OCH2BU-C 


CFs 


H 


S02Me 


OCH2Pen-c 


CFs 


H 


S02Me 


OCH2Hex-c 


CFs 


H 


S02Me 


OPen-c 


CFs 


H 


S02Me 


OHex-c 


CF 3 


H 


S02Me 


OCH2PI1 


CFs 



WO 02/062770 



PCT/JP02/01015 



147 



Me 


TV JT 

Me 


H 


TT 

H 


0 


TT 

xi 


TT 

H 


SL>2Me 


/^\T>*L 


Or 3 


TV JT 

Me 


TV JT 

Me 


TT 

H 


TT 

H 


0 


TT 

xi 


TT 

xi 


c*r\ Tv IT * 

bL>2Me 


U 0x1x2 


pTa^ 


TV JT 

Me 


TV IT 

Me 


TT 

H 


TT 

H 


0 


TT 

xi 


TT 

xi 


bUaMe 


oxi 


rtT7 
Ui?3 


TV JT 

Me 


tv /r _ 

Me 


TT 

H 


TT 

xi 


0 


TT 

xi 


xi 


oU^Me 


oMe 


VjJ?3 


TV IT 

Me 


TV IT ~ 

Me 


TT 

ti 


TT 

xi 


0 


TT 
±1 


TT 

xi 


bU2iVLe 


ovJ2Me 


PTT« 

Or 3 


Me 


TV IT ^ 

Me 


TT 
±1 


TT 
±1 


n 
U 


TT 
XI 


IT 

xl 


oL>2ivie 


QTT+ 
oXSib 


P^o 


TV >r 

Me 


tv yr_ 

Me 


TT 

XI 


TT 

xl 


n 
U 


TT 
Xl 


TT 

XI 


oVJ2Me 


OL/2-CjT 


3 


TV yr„ 

Me 


tv yr_ 

Me 


TT 

xi 


TT 

xl 


n 
U 


TT 
Xl 


TT 

XT 


o outvie 


Oil 1 


OX 3 


TV /r^ 

Me 


■jv /r_ 

Me 


TT 

xl 


TT 

xi 


r\ 
V 


TT 
Xl 


TT 
XI 


CA « A/To 

oo2ivie 


uU^rr l 


V-/X 3 


Me 


Me 


TT 
±1 


TT 

xl 


U 


TT 

Xl 


TT 
XT 


QP^TV/Tq 

oU2ivie 


orn 


OP 3 


Me 


Me 


TT 
Xl 


Xl 


u 


TT 
XI 


TT 
XT 


002lYJ.e 


oOoPVi 

OV-/2X: H 


OX 3 


TV VT- 

Me 


TV IT ^ 

Me 


TT 

Xl 


Xl 


u 


TT 
Xl 


TT 
XT 


0021V±e 


Dvjiir 2 


ox 3 


TV /r 

Me 


tv yr_ 

Me 


TT 

xl 


Xl 


u 


TT 
XT 


TT 
XT 


o02iv±e 


Ov'2v-/XTX 2 


PT7q 
OX 3 


TV yf-. 

Me 


tv yr_ 

Me 


TT 

Xl 


TT 
Xl 


u 


TT 
XT 


TT 
XT 


QO oft/To 

OW2XYie 


INXT2 


ox 3 


TV yr_ 

Me 


Me 


TT 
±1 


TT 

xl 


U 


TT 
Xl 


TT 
XT 


OvJ2-LVXe 


IN XTlYie 


OX 3 


Me 


TV yf _ 

Me 


TT 

xl 


TT 

xl 


U 


TT 
XT 


TT 
XT 


o^/2xvie 


i\xvxe2 


OX 3 


TV yr^ 

Me 


TV IT ^ 

Me 


TT 

xl 


TT 

xl 


U 


TT 

xl 


TT 
XI 


ovy2iyie 


XTTTTTt 


OX 3 


TV yr~ 

Me 


Me 


TT 

xl 


TT 

xl 


n 
U 


IT 
Xl 


TT 
XI 


QOftTV/Tza 

ovJ2ivie 


XTTTVj. 
1NJ1iT2 


0x3 


TV IT ^ 

Me 


tv 

Me 


TT 

xl 


TT 
Xl 


U 


TT 
Xl 


TT 
Xl 


o^^vxe 


MTTPVi 
IN XIX; H 


OX 3 


TV K ~ 

Me 


TV JT ^ 

Me 


TT 

xi 


TT 

xl 


U 


TT 

xi 


TT 

XI 


Dvj2ivie 


in uvie/x n 


OX 3 


TV IT * 

Me 


TV /r_ 

Me 


TT 

xl 


TT 

xl 


U 


TT 

XT 


IT 

XT 


outvie 




PTP6 

OX 3 


TV IT — 

Me 


tv /r_ 

Me 


TT 

xl 


TT 
Xl 


U 


TT 
Xl 


TT 
XT 


XTTT 

i\XT2 


X 


OX 3 


Me 


tv /r_ 

Me 


TT 

xl 


TT 

xl 


U 


TT 
XT 


TT 
XT 


XTTT 

iNXT2 


PI 


OX 3 


Me 


Me 


TT 

xl 


TT 
xl 


U 


TT 
XI 


TT 
XT 


NTTTr* 
1NXT2 


OTT 


PFo 
OX 3 


TV IT * 

Me 


Me 


TT 

xl 


T_T 

xl 


rv 

u 


i TT 
XT 


TT 
XT 


r\xi2 


v/ivxe 


OX 3 


Me 


Me. 


TT 
Xl 


TT 

xl 


n 
U 


TT 
XI 


TT 
XT 


XTHTo 
1MX12 


OTT.t 


PFo 

OX 3 


TV K ^ 

Me 


TV T_ 

Me 


TT 

xl 


TT 

xl 


u 


TT 
XT 


TT 
XI 


INX12 


urr l 


PFo 
ox 3 


TV K ^ 

Me 


Me 


TT 
Xl 


TT 

xl 


U 


TT 
Xl 


TT 
XT 


XNX12 


Apr 


ox. 3 


tvvt~ 

Me 


tv T_ 

Me 


TT 

xl 


TT 

xl 


n 
U 


TT 

Xl 


IT 

XT 


TvTTT 

XNX12 




PFo 

OX 3 


TV IT ^ 

Me 


TV /T— . 

Me 


TT 

xl 


TT 

xi 


U 


TT 

xi 


TT 

XI 


INX12 


L/OX12JT r _c 


PFo 
OX 3 


Ti IT 

Me 


TV IT ^ 

Me 


TT 

xi 


TT 

xi 


r\ 
U 


TT 

xi 


TT 

xl 


iNxl2 


UL/Xl2X>U C 


PF« 
OX3 


Ti JT 

Me 


TV IT ^ 

Me 


TT 

xl 


TT 

xi 


U 


TT 

xi 


TT 

xl 


XTTT 

l\Xl2 


vjoXT2i: en c 


PFo 

ox 3 


TV IT 

Me 


TV /tv 

Me 


TT 

xi 


TT 

xi 


r\ 
U 


TT 
XT 


IT 

XT 


i\Xl2 


OPTToTTov-n 

vjv_yXT2xrex c 


PFo 
OX 3 


ti it^ 

Me 


Me 


TT 

xi 


TT 

xi 


U 


TT 

XT 


IT 

XI 


XTTT 

XNX12 


uren c 


PFo 
OX 3 


Me 


Me 


TT 
Xl 


TT 
XI 


u 


TT 
XI 


TT 
XT 


IMXT2 




PFq 

OX 3 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


OCH2P11 


CF 8 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


OPh 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


OCHF2 


CF 3 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


SH 


CF S 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


SMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


S02Me 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


SEt 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


S02Et 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH.2 


SPr-i 


CFs 



WO 02/062770 



PCT/JP02/01015 



148 



Me 


Me 


H 


H 


0 


H 


H 


NH2 


SOsjPr-i 


CF 3 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


SPh. 


CF 8 


Me 


Me 


H 


H 


0 


H 


H 


NH2 


SO2PI1 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


SCHF 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NHa 


S0 2 CHF 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


NH 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


NHMe 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


NMe 2 


CFs 


Me 


Me 


H 


H 


0 


H ' 


H 


NH2 


NHEt 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


NEt 2 


CFs 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


NHPh 


CF 3 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


N(Me)Ph 


CF 3 


Me 


Me 


H 


H 


0 


H 


H 


NH 2 


CN 


CF 8 


H 


H 


H 


H 


0 


H 


H 


H 


OMe 


CFs 


H 


H 


H 


H 


0 


H 


H 


H 


OEt 


CF 3 


Me 


H 


H 


H 


0 


H 


H 


H 


OMe 


CFs 


Me 


H 


H 


H 


0 


H 


H 


H 


OEt 


CFs 


Me 


H 


Me 


H 


0 


H 


H 


H 


OMe 


CF 3 


Me 


H 


Me 


H 


0 


H 


H 


H 


OEt 


CFs 


Me 


Me 


H 


H 


0 


Me 


H 


H 


OMe 


CFs 


Me 


Me 


H 


H 


0 


Me 


H 


H 


OEt 


CF 3 


Me 


Me 


H 


H 


0 


Et 


H 


H 


OMe 


CFs 


Me 


Me 


H 


H 


0 


Et 


H 


H 


OEt 


CFs 


Me 


Me 


H 


H 


0 


Pr-i 


H 


H 


H 


CFs 


Me 


Me 


H 


H 


0 


Pr-i 


H 


H 


OMe 


CFs 


Me 


Me 


H 


H 


0 


Pr-i 


H 


H 


- OEt 


CFs 


Me 


Me 


H 


H 


0 


Me 


Me 


H 


OMe 


CFs 


Me 


Me 


H 


H 


0 


Me 


Me 


H 


OEt 


CFs 


Me 


Et 


H 


H 


0 


H 


H 


H 


OMe 


CFs 


Me 


Et 


H 


H 


0 


H 


H 


H 


OEt 


CFs 


J2Jb 


Ef 

XJU 


XX 


H 


0 


H 


H 


H 


OMe 


CF 3 


Et 


Et 


H 


H 


0 


H 


H 


H 


OEt 


CFs 


ivxe 


xx x 


pr 

XX 


XX 




XX 


H 


H 


OMe 


CFa 


Me 


Pr-i 


TLX 
XX 


pr 

XX 


SJ 


pr 

XX 


XX 


XX 


OEt 


v-/x a 


Me 


Pr 


H 


H 


0 


H 


H 


H 


OMe 


CFs 


Me 


Pr 


H 


H 


0 


H 


H 


H 


OEt 


CFs 


Me 


Pr-c 


H 


H 


0 


H 


H 


H 


OMe 


CFs 


Me 


Pr-c 


H 


H 


0 


H 


H 


H 


OEt 


CFs 


Me 


CHzPr- 
c 


H 


H 


0 


H 


H 


H 


OMe 


CFs 


Me 


CHzPr- 
c 


H 


H 


0 


H 


H 


H 


OEt 


CFs 


-(CHzV 


H 


H 


0 


H 


H 


H 


OMe 


CFs 


-(CHzV 


H 


H 


0 


H 


H 


H 


OEt 


CFs 



WO 02/062770 PCT/JP02/01015 

• 149 



-(CH2>3- 


H 


XT 
XX 




XT 
XX 


XT 
XX 


XT 
XX 




\->C 3 


-(CH2>3- 


H 


XT 
XX 


n 


XT 
XX 


XT 
XX 


XX 






-(CH2)4* 


H 


XT 
1 1 


0 


XT 
XX 


XT 
XX 


TT 

XX 


OMp 


V— 'X 3 


•(CH2) 4 - 


H 


XT 
XX 


n 
\j 


XX 


XX 


XX 




wX 3 


-(CH2)6- 


H 


H 


o 


H 


H 


H 


OMe 


CFa 


-(CHzV 


H 


H 


0 


H 


H 


H 


OEt 


CFs 


H 


-(CHjOs- 


H 


0 


H 


H 


H 


OMe 


CF 3 


H 


-(CHsDs- 


H 


0 


H 


H 


H 


OEt 


CFs 


H 


-(CH2)4- 


H 


0 


H 


H 


H 


OMe 


CF 3 


H 


-(CH2)4- 


H 


0 


H 


H 


H 


OEt 


CF 3 


H 


-(CH2>5- 


H 


0 


H 


H 


H 


OMe 


CFs 


H 


-(CHjjV 


H 


0 


H 


H 


H 


• OEt 


CFs 


H 


•(CH2) 6 - 


H 


0 


H 


H 


H 


OMe 


CFs 


H 


-(CH2)6- 


H 


0 


H 


H 


H 


OEt 


CFs 



^9 



°N^S(0) r -C-Y 1 



R 1 


R2 


R3 


R4 


n 


R 6 


R 6 


Yi 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-2-yl 1-oxide 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-4-yl 


Me 


. Me 


H 


H 


2 


H 


H 


Pyridin-4*yl l*oxide 


Me 


Me 


H 


H 


2 


H 


H 


l,2,4-Oxadiazol-3-yl 


Me 


Me 


H 


H 


2 


H 


H 


3-PhenyM,2,4-oxadiazol-5-yl 


Me 


Me 


H 


H 


2 


H 


H 


3-Benzyl-l,2,4-oxadiazol-5-yl 


Me 


Me 


H 


H 


2 


H 


H 


2-Chlorothiazol-4-yl 


Me 


Me 


H 


H 


2 


H 


H 


S-Trifluorometriyl-l.S^-triiadiazol^-yl 


Me 


.Me 


H 


H 


2 


H 


H 


l,4-Dimethylimidazol-5 -yl 


Me 


Me 


H 


H 


2 


H 


H 


l-Phenyl-4-methoxycarbonyl- 1, 2, 3-triazol"5 -yl 


Me 


Me 


H 


H 


2 


H 


H 


1 - Diflluoromethyl- 1,2,4- triazol- 3 -yl 


Me 


Me 


H 


H 


2 


H 


H 


1-Diflluorometriyl- l,2,4-triazol-5-yl 


Me 


Me 


H 


H 


2 


H 


H 


4-Diflluoromethyl-l,2,4-tria2ol-3-yl 


Me 


Me 


H 


H 


2 


H 


H 


4, 6-Dimethoxypyri mi d i n-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


4,6-Diethoxypyrimidiii-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


4, 6*Dimethylpyrimidin-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


4-Chloro-6'methylpyrimidin-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


4-Methoxy-6*metriylpyrimidiii- 2-yl 


Me 


Me 


H 


H 


2 


H 


H 


4-DMuoromethoxy-6-methylpyrimidin-2-yl 



wo 



02/062770 



PCT/JP02/01015 



150 



Me 


Me 


H 


H 


2 


H 


TT 

H 


4'Phenosy 6~methylpyri mi di n '2~yl 


Me 


Me 


H 


H 


2 


TT 

H 


TT 

H 


4- Unloro "6 "txliiuorometnyipyri mi cnn z-yl 


Me 


Me 


H 


H 


2 


TT 

H 


TT 

H 


4'Methoxy^ 6'tiifluoromethylpyri m i d i n • 2-yl 


Me 


Me 


TT 

H 


TT 

H 


2 


TT 

H 


TT 

EL 


4* JJiiluorome tnoxy b nxirluorome tnyipyn tra cn n tryi 


tv it 

Me 


TV K 

Me 


TT 

H 


TT 

H 


2 


TT 

Jbi 


TJ 

xi 


4 x nenoxy o txinuorora z yx 


TT 

H 


TT 


TT 

xi 


TT 

ri 


o 

2 


TJ 
±1 


TJ 

xi 


4,b XJlxxietaXOxypyr) iTnnTTI Z yx 


TV ft ~ 

Me 


TT 

H 


TT 
±1 


TT 

id 


2 


TJ 
±1 


TJ 

ri 


4, D jJlXTieuIlOAy py r i Tii i Qlll z yi 


Me 


H 

XX 


Me 


H 


2 


H 


H 


4, 6*DimetlioxypyriJiiidixi"2 -yl 


Me 


Me 


H 


H 


2 


Me 


H 


4, 6-Dime thoxypyri m i d i n '2 -yl 


Me 


Me 


TT 

H 


TT 

H 


2 


TAX 

Et 


TT 

XI 


4, o-Dimetnoxypyrimicxin Z-yi 


Me 


Me 


TT 

H 


TT 

H 


2 




TT 

xi 


4, fo i/xmetnoxypyrr. rrn m n z yi 


Me 


Me 


TT 

H 


TT 

H 


2 


TV It — 

Me 


Me 


4, 6"DimetlioxypyriTxddiii* 2 * yl 


Me 


Et 


H 


H 


2 


TT 

H 


TT 

H 


4, 6-DimethoxypyriTnidin- 2 -yl 


Et 


Et 


TT 

H 


TT 

H 


2 


TT 
±1 


TJ 

xi 


4, 6"Dime thoxy py rirriidiii" 2 **yl 


Me 


Pr-i 


H 


H 


2 


TT 

H 


TT 

H 


4,6 -x^xmetnoxypyTlrniain Z yl 


Me 


Pr 


H 


H 


2 


TT 

H 


TT 

H 


4, 6*l)imetnoxypyri rrn a i n Z~yl 


Me 


Pr-c 


H 


H 


2 


TT 

H 


H 


4, 6- jJimetnoxypyri rrn a 1 n £ -yl 


Me 


CHaPr- 
c 


H 


H 


2 


H 


H 


4, 6 -Dime thoxypyrirn i d i n-2 -yl 


- 


:chs) 2 - 


H 


TT 

XX 


9 


TT 

XX 


TT 

XX 


*±f %J 1 * 1 I 1 1 " 1' 1 1 L J X. ^ 1 I 1 IIIMllll <o J^J. 


-(CHsDs- 


H 


TT 

XX 


o 

JU 


TT 

XX 


TT 

XX 


A fi-T^TTY^PTrlOYVT^VTnTTll^lTl^^^vl 


•(CH2)4- 


H 


TT 

XX 


9 


TT 

XX 


TT 
xx 


A ^~T")iT*n p>t oyvt^vtWtti"i r?TTi "5~v( 


-i 


:ch2) 5 - 


H 


TT 

XX 


9 


TT 

XX 


TT 

XX 


A C«T^1 TTT» OT"Ti V T ^ \7 T*T TTI 1 TTt" ^ *"\7l 

ft,o j_y 1 TTi,cuxxuA.ypyx j uxxuxxi ^ yx 


H 


-(CHiOs- 


TT 
±1 


9 


xi 

XX 


TT 
XX 


ft,o x^xJii6i*ixuxypyxiiitJ,uxii */ yx 


H 


-(CHa)*- 


TT 
±1 


9 


TT 

XX 


TT 
XX 


^t, D XJi m s uxiUAypyxxix i imxi ^« yx 


H 


-(CHjOb- 


TT 
±1 


o 
£t 


TT 
±1 


TT 
XX 


*t,o xJixxxe uiioxypy xxxn 10x13 & yx 


H 


-(CHiDs- 


TT 
XX 


9 


TT 

XX 


TT 
XX 


rt^D x^ixixc biiuxy p y r j, nil u-lxi ^ yx 


Me 


Me 


H 


TT 
±1 


1 


TT 

±i 


TJ 

ri 


Jrjrriciiii z yi 


Me 


Me 


H 


TT 
H 


1 


TT 

xi 


TJ 

ri 


ryriain z yi i oxicie 


Me 


Me 


H 


TT 

H 


1 


TJ 

xi 


TJ 

ri 


Jryrinin-4 yx 


Me 


Me 


H 


TT 

H 


1 


TT 

xi 


TT 

ri 


P5addin-4-yl 1 -oxide 


Me 


Me 


H 


TT 

H 


1 


TT 


TJ 

xi 


1,^,4 wxadiazoi o yi 


Me 


Me 


H 


TT 

XX 


1 


TT 

xi 


TT 

xi 


o jrriexxyi i,^-,^ oxamazox o yi 


Me 


Me 


H 


TT 

ri 


1 


TT 

xi 


TJ 

xi 


o x>eixzyi x,z } 4fc oxacuazoi o yx 


Me 


Me 


H 


TJ 

xi 


T] 
1 


TT 

xi 


TT 

XX 


z uiiioroLxxiazox ft yi 


Me 


Me 


H 


TT 
X± 


1 


TT 

xi 


TT 
XX 


o xrxixxioroiiieLJLiyx x,o,^t txxxciuxcxzfux ^ yx 


Me 


Me 


H 


H 


1 


H 


H 


1, 4-Dimethylimidazol-5 -yl 


Me 


Me 


H 


H 


1 


H 


H 


1 -Phenyl- 4-methoxy carbonyl- 1 , 2, 3 - tiiazol- 5 -yl 


Me 


Me 


H 


H 


1 


H 


H 


1-Diffluoromethyl- l,2,4-triazol-3-yl 


Me 


Me 


H 


H 


1 


H 


H 


1-Dxxlluoromethyl- 1,2, 4-triazol-5-yl 


Me 


Me 


H 


H 


1 


H 


H 


4-DiflluoroiTiethyl- l,2,4-triazol-3-yl 


Me 


Me 


H 


H 


1 


H 


H 


4,6-Dimethoxypyximi(iin-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


4,6-Diethoxypyrixixidin-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


4, 6-Dimethylpyriimdiii-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


4-CUoro-6-metxxylpyriraidin-2-yl 



WO 02/062770 



Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


H 


H 


H 


H 


Me 


H 


H 


H 


Me 


H 


Me 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 

XX 


Me 


Me 


H 


H 


Me 


! Me 


H 


H 


Me 


Et 


H 


H 


Et 


Et 


H 


H 


Me 


Pr-i 


H 


H 


Me 


Pr 


H 


H 


Me 


Pr-c 


H 


H 


Me 


CHzPr- 
c 


H 


H 


-(CHjjV 


H 


H 


-(GHsDs- 


H 


H 


-(CEa>4- 


H 


H 


-(CHssJb- 


H 


H 


H 


-(CHsDs- 


H 


H 


<CHa>4- 


H 


H 


-(CttDs- 


H 


H 


-(CEbV 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 


Me 


Me 


H 


H 



PCT7JP02/01015 



151 





■pr 
xx 


pr 

XX 


4t ivieLiioxy o iiiGiJiyipyriJTiicuLTi & yi 




■pr 


■pr 

XX 


*± -L^.i ii uux uixifcj uiiuAjr vj nic ujj.yipy l\ ni lum & yi 




XT 

XX 


pr 

XX 


4*T^Vi pti rvw~fi *m p^"Ti vln vt*i tti i d i n • 2 ~vl 




TT 

XX 


TT 

XX 


4- r*!V»l nrn • ■ frn w ototti p^Ti vIti vt*i tti i d i n * 9 -vl 

*x VILLUXU bX XI I UU1 U1X1C ULAJr Ap y i. X1XLX \X1XI ^ jrX 


- 


H 

J — L 


XX 


4~ TV>Tpffh nYvfi ~«7ri fl ti nrnm p"hli vlr> vtH tyi i d i ti~2~v1 


- 


H 

XX 


H 

XX 


A"T)iflu oTOTJip'fcliQxv* 6 "trH fluoTo tti ptVivIti vri tti i d in * 2 *vl 

•T 1 J A fc*^/X WlliPWJ W^Jr w 1AX. 4 XX 1 i 1 ^ It 11 V J,UJf X 1 Ml IV< III A* X 


- 


H 


H 


J. _L Xiv X1UA J w hi » i i i^j i. j i tjiiir->ni»Y' f J """"II Arf Jr X. 


1 


H 


H 


Ttj V X^ 1111 v UJLLW^VJr J"* J JL 1 1 1 I JLm * 1 J J» 


- 


H 

XX 


H 


4- fi"T)impf",ii n"5rvT)vrH TTii diri * 2*vl 




H 


H 


4, 6-DimetIioxypyTi rn i di rr 2-yl 


1 


Me 


H 


4, 6-Dimethoxypyximidin- 2 -yl 


1 


Et 


H 


4, 6 - Dime thoxypyrimidin - 2-yl 




rr l 


TT 

XX 


ft, t> jJiiiie Tjaoxypyri rn i oin ^ yi 




IVxe 


ivie 


4,D xw/imeoQOAypj^ ' ** ^ y* 




TT 

XX 


TT 

XX 


ft,D x^imcbiioxypyrixniQiTj & yi 




TT 

XX 


TT 
XX 


ft, d x^iingtiiuxypj^xTjniQin ^ yi 




TT 

XX 


TT 
XX 


ft, o x/xxxi t? uiiUAy py iti 1 1 1 1 u i r i w yi 




TT 

XX 


TT 

XX 


4 Tit m o^ - rt / >> \ , vt7t*\t; t* i tyi inm'9'Trl 

f±,v> xv i uiti uiiuAypyxiiiiiuj.ii ^ yi 




TT 

XX 


TT 

XX 


*tjO xyixiic LiiuAypy rj iiiiuxii ^ yi 


1 


H 


H 


4, 6 -Dime thoxypyri m j d i n - 2 -yl 




H 


H 


4, 6 "Dime thoxypyrimi(iin- 2 -yl 




H 


H 


4, 6"Dimethoxypyriixudin- 2*yl 




H 


H 


4 6"Dim6 thoxvi) vrixnidiii" 2 -vl 




H 


H 


4 6*DimethoxvDV7*uTiidin"2"vl 

7j w Xt^xXXJ w UXly^V T if J li.Hil J 1 1 Ad j A 




H 




4 fi"T)i m pf.li nvvr^vrnTTii di ri *• 5"v1 

*X,W X«^ LJXAP bUUAJ JpT xlM I.XWLAXJ A j X 


- 


H 

XX 


TT 

XX 


4 fi"Di?ript}inirvT^VTHTTiid7T7 , "2"vl 

TX, \J JLS LUX w bllwAj M Jr X XJXiXUXXJ A rX 


- 


H 

XX 


TT 

XX 


4 m pf.Vi nvvTi vtH tti i d i t> - S^," vl 

Xj u xxj.ij i p muAj p y j. lxixxvi *xj & y± 




H 


H 


4 fi*T^iTnpf:linYvnvTiTriidTn"9,"vl 


0 


H 

XX 


XX 


Pxrrn d i ti ■ 2 " vl • 
x yxxuxix aw _yj. 


o 


H 


H 


Pvridiri-2-vl 1- oxide 


o 


H 


H 


TNrri diri " 4"vl 


o 


H 

XX 


TT 

XX 


T^vridiTi -4*vl I'fi'sridp 


o 


H 

XX 


TT 

XX 


1 2 4-Oxadiazo]-3-vl 


n 


H 

XX 


H 

XX 


^-"PTipti vl - 1 2 4*rv5Tfldifl7,o1'"?S-vl 


o 


TT 

XX 


H 

XX 


^""Rpt)5tv]"1 *2 4*r> , 3rad'ia9;nl"H'vl 

tv JL'uXx^J'ii X)Mj7 UACl LAXCt WX C YX 


0 


H 


H 


2-Chlorothiazol- 4-yl 


0 


H 


H 


5-Trifluoromethyl- 1,3, 4-thiadiazol-2-yl 


0 


H 


H 


l,4-Dimethyliinidazol-5-yl 


0 


H 


H 


l-Phenyl-4-methoxycaxbonyl- 1,2, 3-triazol-5-yl 


0 


H 


H 


1-Diflluorometliyl- l,2,4-triazol-3-yl 


0 


H 


H 


l-Diflluoromethyl- l,2,4-triazol-5-yl 


0 


H 


H 


4-Diflluorometliyl- l,2,4-triazol-3-yl 


0 


H 


H 


4, 6-Dimethoxypyrixiudin-2-yl 


0 


H 


H 


4, 6 -Die thoxypyri m 7 ri i rr 2 -yl 



wo 



02/062770 



PCT/JP02/01015 



152 



Me 


Me 


H 


H 


0 


H 


H 


4, 6-Dimethylpyrimidirr2-yl 


Me 


Me 


H 


H 


0 


H 


H 


4-CMoro-6-methylpyrinndin-2-yl 


Me 


Me 


H 


H 


0 


H 


H 


4-Methoxy-6-methylpyriroidin'2-yl 


Me 


Me 


H 


H 


0 


H 


H 


4-Difluor ome thoxy - 6 - me thylpyrinridin- 2 -y 1 


Me 


Me 


H 


H 


0 


H 


H 


4-Phenoxy-6-methylpyriinidiii-2-yl 


Me 


Me 


H 


H 


0 


H 


H 


4^ Chloro - 6- trifluor om e thylpyn m i d i rr 2 -yl 


Me 


Me 


H 


H 


0 


H 


H 


4*Methoxy-6-trifluorometh^ 


Me 


Me 


H 


H 


0 


H 


H 


4-Difluoromethoxy-6-trifluorom 


Me 


Me 


H 


H 


0 


H 


H 


4-Phenoxy-6"trifluoromethylpyrimidin-2-yl 


H 


H 


H 


H 


0 


H 


H 


4, 6*Dimethoxypyrimidin-2-yl 


Me 


H 


H 


H 


0 


H 


H 


4, 6-Dimethoxypyrimidin-2-yl 


Me 


H 


Me 


H 


0 


H 


H 


4, 6"Dimethoxypyrimidiii-2-yl 


Me 


Me 


H 


H 


0 


Me 


H 


4, 6-Dimethoxypyiinndin-2-yl 


Me 


Me 


H 


H 


0 


Et 


H 


4, 6-Dimethoxypyrimi di n -2-yl 


Me 


Me 


H 


H 


0 


Pr-i 


H 


4, 6-Dimethoxypyrimidin-2-yl 


Me 


Me 


H 


H 


0 


Me 


Me 


4, 6"Dimethoxypyrimidin-2-yl 


Me 


Et 


H 


H 


0 


H 


H 


4, 6-Dimethoxyp5oiinidiii-2-yl 


Et 


Et 


H 


H 


0 


H 


H 


4, 6 -Dimethoxypyri m i di n • 2 -yl 


Me 


Pr-i 


H 


H 


0 


H 


H 


4, 6 -Dime thoxypyrimidin -2 -yl 


Me 


Pr 


H 


H 


0 


H 


H 


4,6-Dimetlioxypyriinidiii-2-yl 


Me 


Pr-c 


H 


H 


0 


H 


H 


4,6-Dimethoxypyriinidiii-2-yl 


Me 


CBbPr- 
c 


H 


TT 

H 


0 


TT 

H 


TT 


4, o Dimetnoxypjrriimain Z-yi 


-(CH2)2* 


H 


H 


0 


H 


H 


4, 6-Dimethoxypyrimidiri-2 -yl 


<CEQs- 


H 


H 


0 


H 


H 


4, 6-Dimethoxyp3rriniidin-2-yl 


-(CHsDr 


H 


H 


0 


H 


H 


4, 6-Dimethoxyp5niinidin-2-yl 


-l 


[CHs>r 


H 


H 


0 


H 


H 


4, 6-Dimethoxypyri mi di n -2-yl 


H 


-(CH2)s- 


H 


p 


H 


H 


4, 6-DimethoxypyrimidiTi-2-yl 


H 


-(CH2)4- 


H 


0 


H 


H 


4, 6-Dimethoxypyri rnidin-2-yl 


H 


<CEz)6- 


H 


0 


H 


H 


4,6-Dimethoxyp5^rimidin-2-yl 


H 


-(CH 2 ) 6 - 


H 


0 


H 


H 


4, 6-Dimethoxypyrimi di n -2-yl 


Me 


Et 


H 


H 


2 


h' 


H 


Pirrol-l-yl 


Me 


Et 


H 


H 


2 


H 


H 


Oxazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


Thiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


Thiazol-4-yl 


Me 


Et 


H 


H 


2 


H 


H 


l,2,3-Thiadiazol-4-yl 


Me 


Et 


H 


H 


2 


H 


H 


1, 2, 3 -Ttaadiazol-5-yl 


Me 


Et 


H 


H 


2 


H 


H 


1,2, 4-Thiadiazol-3-yl 


Me 


Et 


H 


H 


2 


H 


H 


1,2, 4-Thiadiazol-5-yl 


Me 


Et 


H 


H 


2 


H 


H 


l,3,4-Thiadiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


1, 3,4-Thiadiazoh5-yl 


Me 


Et 


H 


H 


2 


H 


H 


Pyiidin-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


Pyridin-3-yl 


Me 


Et 


H 


H 


2 


H 


H 


Pyridin-4-yl 


Me 


Et 


H 


H 


2 


H 


H 


lH-Imidazol-2-yl 



WO 02/062770 



PCT/JP02/01015 



153 



Me 


Et 


H 


H 


2 


H 


H 


lH-Imidazol-4-yl 


Me 


Et 


H 


H 


2 


H 


H 


lH-Tmidazol-5-yi 


Me 


Et 


H 


H 


2 


H 


H 


lH-l,3,4-Triazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


lH-l,3,4-Triazol-5-yl 



mi o 



R 2 R" 



>6 



¥ 

S(0)— C-Y 1 
R 5 





R 


R 3 


R 


n 


R 


R 


_j ■ 

Y 


Me 


Me 


H 


H 


.2 


H 


H 


Benzimidazol-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiophen-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


3 -Chlorobenzothi ophen-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


Benzotriazol- 1 -yl 


Me 


Me 


H 


H 


2 


H 


H 


1 -Methylindazol-4-yl 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiazol-2-yl 


.Me 


Me 


H 


H 


2 


H 


H 


Benzothiophen-3 -yl 


Me 


Me 


TT 

H 


TT 

H 


2 


TT 

H 


TT 

H 


5-Chlorobenzothiophen-3-yl 


Me 


Me 


H 


H 


2 


H 


H 


Benzoxazol-2-yI 


Me 


Me 


H 


H 


2 


H 


H 


3 -Methylbenzothioph.en-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


3-Bromobenzothiophen-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


Benzofuran-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


2-Methylbenzofuran-7-yl 


Me 


Me 


H 


H 


2 


H 


H 


3 -Bromobenzofuran-2-yl 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiophen-7-yl 


Me 


Me 


H 


H 


2 


H 


H 


1 -Methylindazol-7-yl 


Me 


Me 


H 


H 


2 


H 


H 


1 -Difluoromethylindazol-7-yl 


Me 


Me 


H 


H 


2 


H 


H 


3 -Methy lb enzo furan-2 -y 1 


Me 


Me 


H 


H 


2 


H 


H 


3-Chloro- 1 -methylindol-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


Benzimidazol-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


Benzotbiophen-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


3 -Chlorobenzothiophen-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


Benzotriazol- 1-yl 


Me 


Me 


H 


H 


1 


H 


H 


1 -Methylindazol-4-yl 


Me 


Me 


H 


H 


1 


H 


H 


Benzothiazol-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


Benzothiophen-3 -yl 


Me 


Me 


H 


H 


1 


H 


H 


5-Chlorobenzothiophen-3-yl 


Me 


Me 


H 


H 


1 


H 


H 


Benzoxazol-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


3-Methylbenzothiophen-2-yl 


Me 


Me 


H 


H 


1 


H 


H 


3-Bromobenzothiophen-2-yl 



WO 02/062770 

■ ' 154 



TV/fa 


IVlC 


TT 

xx 


TT 
XX 




n 


TT 

IX 


R ATI 7n "fi TTfltl — 9 -Vl 
X? C1X£>U X UI (IU ^ Jr I 


xvie 


jvie 


TT 
IX 


XT 

XX 




n 


TT 

XX 


9 JKA AtVivlTien wvfi rr^in - 7— vl 
"IVlC UUY iUCllZAJiul ail / yx 


XVlC 


Me 
ivxe 


t_t 
in 


TT 

XX 




XX 


H 

I X 


*3 -RrnTTioHenzoiLrran-2-vl 


ivxe 


IVlC 


TT 

n 


TT 

XX 


1 


XJ 

IX 


TT 

IX 


X> 7nfVi i nnH en -7 - vl 


Up 

1Y1C 


Me 

1VXC 


TT 

XX 


H 

XX 




H 


H 


1 -Metlivliiidazol-7-vl 


Me 

1V1C 


Me 

IVXC 


TT 

ri 


H 

XX 




H 

IX 


H 


3-MeiTivlbenzofuraii-2-vl 


Me 

1YXC 


Me 

IVXC 


FT 
n 


- XX 




H 

XX 


H 

IX 


3-Chloro- 1 -methvlindol-2-vl 


Me 


Me 


FT 

IX 


H 

XX 


0 


H 


H 


Ren 7i m i H a 7n1 -9-vl 


Me 


Me 

IYXw 


FT 

XX 


H 

XX 


o 


H 


H 


BeiizothioDxieii-2-vl 


Me 

lYXC 


Me 
ivxc 


xqr 

XX 


FT 

XX 


o 


1 1 


H 
ii 


^-Phl oroben7T3thionheTi-2-vl 


Me 

1V1C 


Me 


XX 


XX 


o 


H 

XX 


H 


BenTTitriazol- 1 -vl 


lYlC 


Me 

IVlC 


TT 
XX 


XJ 

XX 


o 


H 

XX 


H 

I X 


1 -MethvHn(ia2:ol-4-vl 

1 IVXW HI T ilUUCLbVl I Jr A 


Me 

XVlC 


Me 

IVXC 


FT 

XX 


H 

XX. 


o 


H 

. XX 


H 


ReTiznthiazol-2-vl 


Me 

lYXv 


Me 


FT 

X X 


H 

XX 


o 


H 


H 


BetizotiiioDxien-3-vl 


Me 

XYXv 


Me 

IVXC 


TT 

XX. 


H 

XX 


o 


H 


H 


5 ~ChlorobeiizotiiioDhcxi-3 -vl 


Me 
IVXC 


Me 

IVXC 


FT 

XX 


TT 

XX 


o 


XX 


H 

IX 


RenT'oxazol -2-vl 


Me 
lVlo 


Me 
IVXC 


TJ 
XX 


FT 

XX 


o 


II 


H 

XX 


^ -MethvlHenzothi onheii-2-vl 


Me 
1V1C 


Me 
IVXC 


FT 

XX 


XT 

XX 


o 


TT 
XX 


H 

XX 


7 -Rrnm oh erizo fhioDhen-2- vl 


ivie 


Me 
IVXC . 


TJ 
n 


TT 

XX 


o 


H 

XX 


XX 


R en 7/>fiTra n -2 -vl 


Me 
lvlc 


Ma 
IVXC 


TT 
XX 


XJ 
XX 




TT 

XX 


TT 
1 1 


9 -Meth vlhen 7ofi5ran-7-vl 

,£,— IVXt' III V I U^LUjUi LU CL1J f Jl 


iVlc 


Ma 
JVlc 


T_r 

XX 


TT 

XX 


o 


xr 

XI 


FT 

XX 


^ -Rmm nben 7*nfi Iran- 9 - vl 


Ma 

xvie 


Ma 
IVXC 


FT 

XX 


XJ 

XX 


n 

\J 


TT 

XX 


TT 
1 1 


RenTntriinnben-7-vl 

U wllAA/tlXIVJLJIXWlI / J 


Ma 


Ma 

ivxe 


FT 

XX 


XJ 
11 


0 


TT 

XX 


TT 

XX 


1 -MethvHnHa7nl-7-vl 

1 -IVlwiXIJ'IIIIU.CIt&iV^I / T* 


Ma 

xVlc 


Ma 
IVXC 


FT 

XX 


FT 

XX 


o 


TT 

XX 


FT 

XX 


7 _]v/Tpfhv1 h en 7Dfiiran -2 -vl 

_> IVIC/ UIIY A \J &UI<VJ 1 ULL CUi X< Yx 


M*» 


Ma 
IVXC 


T_T 
XX 


XJ 

XX 


o 


FT 

XX 


FT 

XX 


^-Phlnro-1 -methvlindol-2-vl 


Me 


Ft 

XwL 


FT 

XX 


H 

XX 


2 


H 

XX 


H 

X I 


Renznxazol-2-vl 


Me 
lYXC 


Ft 


xt 

XX 


XX 


9 


H 

XX 


H 


4-Chl oTobeiizoxazol-2-vl 


Me 

iVXC 


Ft 


FT 

XX 


H 

1 1 


9 


H 

XI 


H 


5-Chlorobeiizoxazol-2-yl 


Me 

lYXC 


Ft 


H 

X X 


H 

IX 


2 


H 


H 


6-Chlorobeilzoxazol-2 -vl 

\J Willi VX W W VlXiWV V i T* 


Me 
ivxe 


Ft 


FT 

XX 


H 
1 1 


2 


H 


H 


7-ChlorobeixZoxazol-2-yl 


Me 

1VXC 


Ft 


FT 

- XX 


H 

XI 


2 


H 


H 


4-Fluorobenzoxazol-2-vl 


Me 

1VXC 


Ft 


XX 


H 

X I 


2 


H 


H 


5 -Fluorobenzoxazol-2-yl 


Me 

lYXC 


Ft 


H 

X X 


H 

XI 


2 


H 


H 


6-Fluorob eiizoxazol-2-vl 


Ma 


Ft 


FT 

XX 


XJ 

IX 


.0 


FT 

XX 


H 

XX 


7-F1 1 i nrnben 7TVxa7 , ol -2- vT 


ivie 


X?t 


T_T 

XX 


XJ 

IX 


9 


TT 

XI 


FT 

XX 


4-l\/retbv1ben 7 , f»ra7o]-2-vl 


Me 
XVXC 


Ft 


TT 

XX 


TT 

XX 


9 


XX 


H 

XX 


S -MetbvlbeTizoxazol-2 - vl 

•/ lYlvLU T I WwUxix/AltXjVi x- J^ 


Me 


Et 


H 


H 


2 


H 


H 


6-Methylbenzoxazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


7-Methylbexizoxazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


4-Methoxybexizoxazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


5-Methoxybenzoxazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


6-Metboxybenzoxazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


7-Methoxyberizoxazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


Benzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


4-CMorobenzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


5-CUorobeiizothiazol-2-yl 



WO 02/062770 



PCT/JP02/01015 



155 



Me 


Et 


H 


H 


2 


H 


H 


6-Chlorobenzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


7-Chlorobenzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


4-FIuorobenzotbiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


5-Fluorobenzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


6-Fluorobenzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


7-Fluorobenzotbiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


4-Methylbenzotbiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


5-Methylbenzotbiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


6-Methylbenzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


7-Methylbenzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


4-Methoxybenzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


5-Methoxybenzothiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


6-Methoxybenzotbiazol-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


7-MethoxybenzothiazoI-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


Qnolin-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


Qinolin-6-yl 


Me 


Et 


H 


H 


2 


H 


H 


QuinoxaIin-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


Benzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


3-Chlorobenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


4-Chlorobenzofiiran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


5-Chlorobenzofuran-2-yI 


Me 


Et 


H 


H 


2 


H 


H 


6-CMorobenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


7-Chlorobenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


3-Methylbenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


4-Methylbenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H " 


5-Methylbenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


6-Methylbenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


7-Methylbenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


3 -Methoxybenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


4-Methoxybenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


5-Methoxybenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


6-Methoxybenzofuran-2-yl 


Me 


Et 


H 


H 


2 


H 


H 


7-Methoxybenzofuran-2-yl 



WO 02/062770 



PCT/JP02/01015 



156 




[8 ] •• TM5 [5] 




(Stf, R\ R\ R\ R\ R\ R e R^Y^mmtmC»M^U X'li^ny 
(181) 

10 .-jRS;[5DT?*$iLS^/V7w KH^W:,-JKS:Cl]T?*$tL5^^^, 



WO 02/062770 



PCT/JP02/01015 



157 

T? (&£L< teS^fc^*) > *ttO#£T^£*SwfcK:J:0— «=* [3] 
•C**tt5^/^7 p ^>'©«[SrSJiS3flrtt?a!l3tb/t^ ^;^^^S [3] Sr. 
¥llH-3££fc<— «5fc [4] T**$tt5^ny^^i:S:SJ5&$^§-i: (» 
5 ^ICi;cttt7^/™ Mtlfo^y * Kf§Jn B n£) : CH 2 (OH) S O z 

Na • 2H 2 of] &ma1-&ztifi-v%Z>)'K.3:'3XW&£-tZ>z.bifi"?%Z>o 
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S^t^f^tt, 110. 5~3Mp*re&5. 
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15 ^^itmt^mm, n, n-^ ^r-t hr s h\ n, n-s?* 5: k 
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is. TkSMb-^ h y TKiMk* y !>Af©7/^!)^i*ift^> im.vc*^*s 
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(5£<k x\ r 1 , r 2 , R 3 RtfR^m<mtmr,n$K*mir 0 ) 

[1 2] Xtf [1 3] T^^^^ytH^y^Wi, — «^ [1 

5 o] — jftS; [1 1] X*m£tiZ>3r*i'J±mmWb 

itCct i:^x^5 0 aU R 3 , R 4 ^M#^*7K^J1^^ 

^-Icte-is^ [1 2] T'g^^S-f yt^rt/D W^i^I^tt^^s, 

10 0 < C~8 0 o C^ja^^HT*fe!9, £OSB#rora:> {fc-frtttCJ: 3 ftfc5#6. 5B#P^~ 
2®P^T?fcS 0 

R«tft$^5^J©lii-^ [11] X-m&tiZik&mi SittLt, - 

[i o] -e*$ti,5{b^tti~3a*t?fc-5o 
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^©7;^ y ^lit^, 7 yfls-t* b y !>Axtt7s'fls* y >)Af©7;^ 
©7y*flriiD*v'»r±tr y s?^\ b y 5 ^xft i , [5. 

5 4.0] -7 ism<Dm%mmm&mf btiSo 

rtTJK(0 1 |>(D&/BV^J&S Xtts ^-fS/T-ft (Wittig) SU£*f©<&fc]<Z>Kj&fc£ 9 
»l3ti-5wfc^-et5 0 X, — JK^S [1 ll T^£;ft 5 testes W^-lis Liebigs 
Annalen der Chemie, 985 (1989) fcfaftO^Sffcfll DT^5ti"5 - i ^"C* 5„ 

10 — Ci] t?**ti/S-fb-g*tt % SutB^ufc-^ [12] -e^tus-fb^ 

<fe*»feetTo*fek: £ o mart- a r. * % 0 




(st^K X 1 , R\ R\ R\R 4 RZfR^t.ffimk.mCM$ii*$t-fo ) 

15 — [i 5] -e*^^a<b-a'^(ifilBiB«fe^x@5, [i 6] -c*s*l 

5{fc£-4&M:t&flBlBfJtf>I©2, [1] -C££jfr3te^»*fb£-4* [15]^ 
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mm. mM&xmitmtvxtt. H2> x^3, xn4;*tex§5-efE«cLfc 

5 — jRS: 14] T?**tt5-fk'g'4*'1 :, OR 6 *S**iR^-Ot><D-CfcS, -*SS [2 1] 
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R 8 -0-OY 
[17] 

HO-5U . HO-CHR 5 -Y X 1 <3HE B -Y 

[is] [20] [21] 

xmn. xmi2 

K II 

R 5 -C-Y 
[19] 

(S^K R B > X^^YttSffflBtRC^Sr^b, R 8 {iT^^S^^-r o ) 

am) ; 

10 — JRSC [2 0] fb-g^fe [17]', [18] XI* [1 9] i 

£<DRJ&ttjiJir, KJftia£-6 0~1 5 O'C-C'l 0#~2 4B#ra£J&£-£5 0 
RJE&K:#3*u$W3W©*H:, -fb^ [17], [i 8] xtt [1 9] l m^KM 

15 itTO5„ 

StTn&Ji: tttt, [17]^b [2 0] ©«at-Cf4, WjLHT**^^ y^/V 

j*T/v*-t7^<o&mi£%^\&w. [i 8] xw: [i 9] a*e> [2 o] £>s 
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— [2 1] C2 0] £^n^vfl^J££Jg|ft* 

£ (DRfottMn, 50 — 100 'CT* 10 #~ 2 4 R^ISHt 5 . 

10 RJSt!l**ttS«Sy^>*W:, ft^fe [2 0] l^itttt, 'M^I^bM 1 ~ 



20 — «:£ [41 •vmtSfrZfc&mft, tt&m [2 21 ^n^^b*!******, 
££>®£tt:i§fi{\ S^^3 0~l 5 0tflO^~24P#FM^S, 

Rft?fc«4tu»WWo*»±, fl:^* [22] lStmuT, ^n^<fb#Ji~ 
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ttoifio. 0 1~0. 5^4TrS>6 0 

LTIi, M*-&&? nni^y, E3ifrft&*, * n o^yfyxii^^ a 
n^^i*V*©'NP^J'fl^bfc*SJU N, N-^^/VTir h 7 ^ K> N, N-v 5 
^ f;^/H7 S KXttN-^ -f/l — 2 - fa !) y*©7 S KSt v 5 ^ ^v^* 

10 (fbtvSo 

* [2 4] x~i0t£tiz>4b&mz, KTo^fefcioaBfirt-s^t^-c**. 

H-Y X^CHa-Y 

I5H14 

15 [23] [24] 

— Jft* [2 4] -eftSHS-ffc-fi-Wtt, Org. Synth. ,111, 557 (1955) Xi* 
J.Am.Chem.Soc. ,72, 2216(1950) ^ISicO^fetC^DT, \Y&m [23]'i/NO^y 

. t> U< l4^STtK^$*5^ SfeV W. Am. Chem. Soc. , 97, 6155(1975) \Z.*m.<D 

%mzmcT, K&m [23] t^*?; t^^— r^t^mm*. 

^os^fiii^x Rj&ia£-4 o~i 5 o"£-ei 0#~2 4B#P#fr5„ 
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BLmzmistiz>nm<Dm*, it^m [23] l^t^tT, ^n^yft^ 

b7t Ko7 7^x-f;H, f^^o^7/^^m^> —fifc'fb^j&VMS^ 

10 h<om&mi$mi bins* 

o 

If-Y HC-Y 

[23] X§15 [25] 

15 (5$^ Y{iftrlBtllC#*^*-f-o ) 

-|£5£ [25] X*m ZtiZik-km*. Org. Synth. , IV, 831 (1963) twiEm<£> 
-^^•V- (Vilsmeier) fefcJp^T N {b^ [2 3] ^N,N-^f/^M7^ 
K££*&fb***y/K ^^Xte^b^-zH^T, »*Xte}£^<^# 
&TX*KJ&£"&Z>-Z>\ ^V>«Chem.Ber.,93,88(1960)^|a«i(D^fe^!pDT^ -fb^ 

20 ^ [23] i ^n^y X^/^— ^A'fcSrSB&'K /W^^R^T^ ^JS^fc 

^ (DRfci-tmiSs .sj&mM- 4 o ~ i 5 o °c-e 1 0 &~ 2 4 r#f^?t 5 o 
S^&fc^^ix^^J^*^ {b^ [2 3] lSli^Lt, ^b/^^^y/K 
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H^iiuttt, «*.f*Eg*ft:^^ M^x, ^b» n \ ^t;T/w5 = 

10 -^[17], [18], [1 9] RXf [2 0] XmZfrZfc&mZ, gTO 

O 

Mg^m ,» „ „ R 8 OCY [17] 



[27] ^ . HOS-Y [18] 

[26] X ®1 6 . Li-Y "' XH17 R »ft.y [19] 

[28] HOCH 2 Y [20] 

15 **JJ^f-&£i- 6 ) 

— Jtt^C [17], [18], [1 9] Xtt [2 0] T*S*u5l f b£#W\ J. Org. 
Chem., 65, 4618(2000) Jd|B^*fe^2pCT, [2 6] ^ > V Af*Jg 

b $r«gK<P Xfi»^#4T, ^J&£-£T>fb^ [2 7] *«^KSI 

J&VMiSynth. Commun. , 24(2), 253 (1994) te*Btt#ifcfc:3P CT, 
20 fc-g-fc [2 6] i n-yf;^ f ^^»«HTUfe [2 8] 
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;OSJ£fiIt, SJ&i&^- 1 0 0-1 5 0°CT* 1 0 2 4 BtPMfT 5 . 

[4] , [17], [18], [19], [20], [22], [23], 
[2 6] , [3 2] Xtt [3 4] X«m£tlZ>ik&®*s — H&t [3 1] "C^ci^S 

L x -R 9 

[30] _ 
Y-OH- Y-OR 9 

20 - fe91 [31] 
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$ *TTC V ^ «fc V n £ iT/T V «£ V ^7 si ^/l^/V* 
5 »fi«tfe£;h,T^TfcJ:V^^^w£%&U LUi^oy^JR-^s C1~C4 

10 JKffSSr*^. M t C H F 2 S(7)S^|j:tiI^ XttA^I^ C H 2 C F 3 

— [3 1] -eSESJxSfb^ftli, ib&® [2 9] £4b^ [3 0] iSr««E 
15 £ £>S/&teiIit^ 0-120 t Ct!"l 0 #~ 2 4 B#WJfT 5 . 

..s^^stL5*^Hio*tt, ns-a^ [2 9.3, l ysit^UT-fb-^ [ 3 o] rti 

\>**sYmv>TA'jJ yiI7/^7- :"K*V*ttl , 8 -^Tif tfv^ n [ 5 . 
4.0] -T-^^^^O^flKtt'^JffeilS. 

25 ^sm<D%*m&{tokmm* ^^xtt^^^mtommm^mm. r± ^ 
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-ttSC [4] , [173. [183, [193 s [2 03 , [2 23 s [2 33 , 
[2 63 s [2 93 Xfc [3 13 •&tk£Mtt&to^ — Jtt* [3 4] 

,10 



L R 

[32] [34] 



nr/v^/i'S, T/v^-=-^Ss 7^sA*, : 7;^;^^7^=;i'S, TV^A 
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[3 4] T*$*t5flS*»tt, 'fc^tt> C3 2] bil&m [3 3] £ frjgft 
4\ i&g#£T-e^£-£5 cities tpMit-r^- t^-et^o 

£;h,5K#J©*tt*te^[3 2] lS*^UT-fb#«j[3 3]|j:l~2 0Sl, 
5 &£tel~3 ^#T*feS 0 

ffiWi: UTtt, «aj?LH!— Jft^S [2 9] [3 1] OJKatifSgflft 

Ytd h y ^/W^-n^^vS^^Al-S^T&t IT, J.Chem. Soc. Perkin 
Trans. 1,8, 2293-2299 (1990), J. Fluorine Chem. , 50(3), 411-426 (1990), 
10 J. Chem. Soc. Chem. Commun. , 18, 1389-1391 (1993) , J. Chem. Soc. Chem. Commun. , 
1, 53-54 (1992) , Chem . Lett. , 1719-1720 (1981) , Chem. Pharm. Bull. , 38 (9) , 
2446-2458 (1990) , J. Chem. Soc. Perkin Trans. 1, 921-926 (1988) , Heterocycles, 
37(2), 775-782 (1994), Tetrahedron Lett. , 30(16), 2133-2136 (1989), J. Chem. 
Soc. Perkin Trans. 1, 2755-2761 (1980), Heterocycles, 22 (1), 117-124 (1984), 
15 Eur. J. Med. Chem. Chim. Ther. , 24, 249-258 (1989) , Acta Chem. Scand. Ser. 
B, 38(6), 505-508 (1984), J. Fluorine Chem! i 21, 495-514 (1982), J. Chem. Soc. 
Chem. Commun., 10, 638-639 (1988), J. Fluorine Chem. , 67(1), 5-6 (1994), J. 
Heterocycl. Chem., 31(6), 1413-1416 (1994); Chem. Heterocycl. Compd. , 30(5), 
576-578 (1994), J. Fluorine Chem. , 78 (2) , 177-182 (1996) , J. Heterocycl. Chem., 
20 34(2), 551-556 (1997) , - Tetrahedron, 55(52), 15067-15070 (1999), Synthesis, 
. 11,932-933 (198Q)\Z.Wm<DttXfc&\^tt#&mffbtlZ>~ , J 

X, [4] , [17], [18], [19], [2 0], [2 1], [2 

2], [23], [24], [25], [26], [2 9] M [3 1] ft 

V /^SO^-g-fiMethoden der Organischen Chemie, E6a, 16-185 (1994) , Y 
25 ^fx-/Vg©it f±Methoden der Organischen Chemie, E6 a , 186—555(1994) , 
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Y& t°a J) /VS^#-n-f£Methoden der Organischen Chemie, E6 a , 556-798(1994) , 
Y^fc: 0 ^^ V /VX<£>^H3:Methoden der Organischen Chemie, E8 b , 399— 
763 (1994) „ #H§ 5 p2000-219679-§-<k$g, Y^xf y df-Jry* y yv£(7)^(iMethoden 
der Organischen Chemie, E8a, 45-225(1993). YtfS-J' yf7/D 
5 Methoden der Organischen Chemie, E8a, 668-798 (1993) , Y&tt f-y y /V3£tf>» 
-£-f±Methoden der Organischen Chemie, E8a, 891-1019 (1993) , Y^fTj/ !) 
O^g-fiMethoden der Organischen Chemie, E8 b , 1-398 (1994) , YtfW ^^yy 
/l^OSHHiMethoden der Organischen Chemie, E8 c , 1-215 (1994) , Y# bf V 5? 
/I^gtf5$§^ii:Methoden der Organischen Chemie, E7a, 286-686 (1992) , Y^ fc° y 

10 ^v^/l^O^-g-teMethoden der Organischen Chemie, E9a, 557—682(1997) , Y2$ 
bTJJ 5: v^^/^ScO^-n ^Methoden der Organischen Chemie, E9 b / 1 , 1 — 
249(1998), Y# s t? yi^=- /\'&<D%k'£r JiMethoden der Organischen Chemie, E9 b / 
1,250—372(1998), Y# s b )).T /V£<^#^f3:Methoden der Organischen 
Chemie, E9c, 530-796(1998) , Y& hVT^V /^©##(iMethoden der Or- 

15 ganischen Chemie, E8d, 305-405, 479-598 (1994), Yi***WT*/V 

4§-8i2Methoden der Organischen Chemie, E8c, 397-818 (1994) , Yti^T i?T V V 
A-gtf^^teMethoden der Organischen Chemie, E8d, 59 304(1994) , Yi^^y 
7 y /Vg<^-£-teMethoden der Organischen Chemie, E6bl, 33-216 (1994), 9BR 
WFffiK<&M<&#WCM997/29105-£\ Y^^v'^— A-3£0*^t4llethoden der 

20 Organischen Chemie E6bl, 217-322 (1994), Yifi^f > K V /VgO^-giiMethoden 
der Organischen Chemie, E6bl, 546—848 (1994), Methoden der Organischen 
Chemie, E6b2, 849-1336 (1994) , H8R#Wtti0^W^«WO-1997/42188-Al-§- % Ytf 
s<^l/3-^D-y y /VgOSH^ttlfethoden der Organischen Chemie, E8a, 1020 — 1194 
(1993), Y^^^fTi/y /VitDtp {^Methoden der Organischen Chemie, 

25 E8b, 865-1062 (1994), Ytt^l^M % ?V V A-SO#-g-k£Methoden der Or- 
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ganischen Chemie, E8c, 216-391 (1994), Y#-OyV V*^/ ]) /UMcDl&g-fe 
Methoden der Organischen Chemie, E8a, 226—348 (1993), Yt^^V >i V f-T 
V V /^SO^-g-fiMethoden der Organischen Chemie, E8a, 799-852 (1993), Y& 
-f I^^V V /ls&<DWiit ^Methoden der Organischen Chemie, E8b, 764-864 (1994) , 
5 Y#S=¥/ V A-gCD^-^teMethoden der Organischen Chemie, E7a, 290-570 (1991) , 
YJ&S^ V /^^^#fiMethoden der Organischen Chemie, E7a, 571 — 

758(1991), Y^7t7^- /V-SO^-^fiMethoden der Organischen Che- 
mie, E9a, 744-789 (1997) , Y&*S 3rf- V =/>SO^#fiMethoden der Or- 
ganischen Chemie, E9b/2, 93-265 (1998), Y^-^y y WMethoden 
10 der Organischen Chemie, E9b/2, 1-192 (1998), Y&S/ S S/ V =■ /Vj£<&SHH4 
Methoden der Organischen Chemie, E9a, 683-743(1997), X, Y^-O'V hJ)7^ 
y /^CO^-^fiMethoden der Organischen Chemie, E8d, 406— 478 (1994) IS^O^fe 

<§sati£2> 




[35] [36] 



R 1 , R 2 , R 3 , R\ R 6 S^R 6 fif&f2illDS*^-r o 

. . y*-/um<Dfcmm*ns mmtm^M^mmmma ±0^3*1,3, i~2fl© 

20 — JK=* [3 6] t?«*n5**Mfls**tt, «3ffifelK:J;0«3tr*^l:*-e* 
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w (OKitnmn. sjfci&M 0-120 ■ct 10^24 mmn 5 . 
Rj&\z&£ti&#ffl<o-attt. \\&m [35] i^*tcMUT, ii-i on§*# 

^irbTfis *<bzk«m> by 7Ar*nfm##mtf hfrZ* 

P-^^^c^/NpyWb^fbTK*^ N, N-v^^/KT-fe h75 K> N, N-v? 

10 <M3tfe 3 > 




[36] [37] 
(5St\ n, L\ R\ R\ R 3 , R\ R 6 ^ R 6 £tfR 10 fiii&!E t R 

r. <ow&* t"7 /^©jftftw^tt* stria t m cfttftomtfexn « * t> 5itR£n 

[3 7] T?«*tU5*»W<b^tts C3 6] i-^5C [3 

tms. .. 

20 3 3 ] 1 ~ 3 ^it'fe !9 > ISS, l~3 3ttfe5o 

mmtvxn, witf^tyxiiff7t kp77^ (thf) *$<d^<-? 
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ttyf^A^yyp tvv7^ Kf©7^y^i7? nil, t*ys^ by^ 

^7^X141, bfi/^ n [5.4.0] - 7 - ? V^ir y^Ot^SS 

io & % jkgHb-*- h y •> A^ftTk^k* y ^ y ^m^ski^ imfcXA' 

15 -<£KS&4 > 
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[44] 



Gfcf, R\ R\ R\ R\ R%tfR 6 teiiufB^CS*£^U R n f±7fc^X« 
v^v^/^/^^/^ N M&^ftT^Tfc iv^^^-YA^ t^^^/^^= 



r 
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fctlMk £ fix V i V n y s s ao* A* =. a* Sr * U Z ttlfcS? ^Hr^W^, 
N = CR"\ CR"»=N % CR llB =CR nb XfiN-R 16 ^^b, R 16 te*ift JC^Xfi 
tul£tl^C^^R 10 ^*U> R"\ R Ub teR n <^CSBfc£*To ) 

— [40], — «SC [42] [44]T*S Jh^^SBEtt^ W\ 

5 — «5* [ 3 8 ] T* $ tlZ>*ftWfc<&® £ -ZtL^Mk&to [39], fb£^ [41] 
Xl±^» [4 3] £ «r«*ablf±ifflfc e K ^fcJCtaatfiqSTicKJS***^ 
tfcJ:9ig5tTSwidST#S 0 .... 

r(75Sf&fiii#s sifiaU62 0~2 0 O'C, &£L<te3 0 — 1-8 OtTl 0# 
~ 4 8 B#ffi \ /&g D^DJEETT'fT 0 . 
10 K*&lC^$*L5WWO*tt % ffc-fr* [3 8] lifl^tt, fb^Gb [3 9] , 
[4 1] XWtfb-g^ [4 3] f±l~2 -OaitfcS. j&KlOSCTflWBSiX 
Ltil 0a*.tf7kSMb;fr y *AXtt#JMfc;-*- h y $Am<OTA>* i) 
IHbft* 7KSf<fb# y # ^xti**-^ h y ? &mTjv* y &JK*atffc4i^ 7- b y 7 

15 ^7ftf^n [5. 4. 0] - 7 - V ^T-t^CO&ffl&Mtimif ^5. 
<M5t&5>. 
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R 




R 




[45] 



[46] 



Ofctu r\ r 2 n r\ r\_r\ r\ r 8 n R n RvzteMmt m ) 
r. oRjtsraa*, s&fflj? o ~ i 2 0 °ct? 1 0 #~ 2 4 i#M*f 5 . 
wt&xmmt Lttt, »anste2 tn***>o*sai*»f fens. 

<«JS8f6> 



(5£4>, Y, R\ R 2 , R\ R\ r\ R\ R'atfLHiWiairlRlU^SrSi-o 



[4 8] ■C^SnS^JSWft^tt, if&Wik'&m [4 7] £Yfc£-4S> [3 

z<Dfcjfcnm%, ©safto-i so'c-ci o#~2 4R#ng?T5o 
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<mmm7> 



Y, R\ R 2 % R\ R\ R s RXfRfi±mtd.tmCM^.mU R 17 teT/V 



i ©s^ttiiflfx o ~ i o o °ct? i o #~ 2 4 b#m?t 5 . 

^1 ~2^*^g^ lv^s, Ctfff (if {b^ *5 r i 5, 

©««tJt 1, S-i?TWs?u [5. 4. .0] I 




[50] 
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<M5tfe8> 




R 4 R 6 

-s— c-y-cor' 



NH 2 OR 18 (^^.{iSt^) 
[52] 




S— C-Y-CH=NOR : 



mm 



5 C£<K Y, R\ R=\ R\ R\ R 5 , R 6 &tm 8 f»13£ C^Bfc&Sc U R 18 te 



-JttS: [5 3] ■C**tL5a|c»?9{b'&*tt, *»Wb-&* [5 1] [5 

10 ioSf&filf, RJfciatfb~l o o°CT-l 0 #~ 2 4 B$|HtfT 5 » 

Rfc\£&£tiZ>1*ffl<oMtti. \t&m [5 1] iaii:^Lt, \*&m [5 2] © 

ttattttixtifimfi i ~ 5 ^4, Mi~io aftj&sa* lv># % sj4?©««h:jes c . 

Kfcttl, [5.4.0] - 7-!>yrtyf ©fMS^If 

flfj: Ltfi, ^ * y -/k / -/i4©7;v=-;^ fh7tKn 

20 ftbvm&m&m-f btiz>c 
<m&& 9 > 
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*f r Lr 4 .6 soa 2 r2 r 3 ^ ^ 

-coci 

[50] [55] 



R 5 



HNR 19 R 20 
[56] 



R 3 , 



R TVs-C-Y-( 



_ „ _ . . -CONR 19 R 20 
[57] 



(^^, y, r\ r 2 , r\ r\ RSRVR'&mzkmvmMitmu r i9 rur 

5 Ilia J: VM&LZtiZ, 1~5«|*t*oW— Xtttt*jfc536-e«ftStbTV^t> 
£v\ ) 

[5 7] «$fr5#*9Hb^tt/;«Efc^tt [5 0] tVLitT*- 
/V [5 4] i 5rtIfXI«I* T^f5$tt^i [5 5] SrMii Lfc#, <fb 
^« [5 5] fc-fb^to [5 6] b&miZ*xtiimm*^Btt£&&ZkizJ:*)s 
io J^tsrims. 

[5 0] [5 5] ©Rj&te, SJCSfflff 0~1 0 0°CT*1 0^24^f 

4] i~i o o^s^a^uv^ KJtfc©^fcri?Dr^*»i:st<b$*5i 

15 #3 0 



WO 02/062770 



PCT/JP02/01015 



[5 5] [5 7] (Dfcfote, KJfciBJ:0~l 0 O'C'Cl 0#~2 4B# 

. s^ic^^tL^K^jostt, it^-m [5 5] lati^tt, [5 6] it 

timt\,Xt*m*.t£ [5 0] [5 5] ©SJSfcRI*>fefc©*S*»f btlS. 

<KatifelO> 



10 




[5 9] x«m£ftz*&w<k&m*s *&m4k&m [3 8] ^b<^#> [5 

n ©KJfcttaiflff* 0-10 0 < CT* 1 0 #~ 2 4 B#|HJ?T 0 o 

Ej&teftsjxawaii©***; ik-tm is 8] iatK»LT, fb4* [5 8] » 

Ltl± N 011 ■k. KfS^f^ifVx fix h7t Kn7 7 y (THF) T 
20 A** y ^mvmmk&l®, T± b IsXlZ 2-y*S ^m<0^r Y T±b~bV 

<igat&ii> 
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(5£«K Y, R\ R\ R\ R\ R s RVR B t$Mmtmzm$iZigtl^ R 2l H$T;V 

— IB&i [6 1] T?*$ix5^:5S^b'^tt, ^IHfl^tfe [4 7] <Hb^ [6 

O^-fe (Synthesis, 1-28(1981)) Icip CT^5t1-5 - £ 5 B 
r.CDSJS^iiS, K«0-1 0 O'Ctl 0#~2 4^W=ftPo 
KJ£fc#f£;fr5W3Ja>a:«\ [4 7] lSi^tt, <ffc<£^ [6 0] 1 

gti: UTfl «itf^*t>Xttf Kn77V (THF) f©x-f 

nyvftKft*!!, N, N-S^ ^/WTir >T ? h\ N, N-^ ^sV*;VA,T 5 
KXkfcN-^ 2 - If n V ^©7 S: K2S> ^ ^/^/K*.^ KXte*. 
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<mmm 1 2 > 



[62] [63] 



X\ n, R\ R\ R\ R\ R\ R 6 RVZteffimbmCM& : ££iV. m 

— jr* [6 3] ^$tts*^^b^(i, ^mmit^m [62] ^s#^t 

c o^fiiiit, ^j&ig^ 0-120 °c-c 1 0 #~ 2 4 mmn 0 0 
&mzmt$tiz>nM<Dm:tt. — [6 2] -e^^^s^^i ^*^*fU-C, 

ftfcCl— C10T/^^^-SXitCl~C4^M3T/^=¥/^^-St?S^^tbTV>5 
K^S^/V^Wb^^iSit-rSw 5. 
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<mmmi> 

3-(5-^nn-l-7x=;V-3- h V 7 jVJru. **?->V- 1 H-fc°^y— jV 
-4 — < ;v*=5->v=5-3r) - 5 , 5 -i?* f-A*- 2 ( VHr^-/ ]) >- (^eJHb-S- 
3-0 0 0 1) comk 
5 , 5 - 5?* ^/V- 3 - ^ 2 — { y ^-^rih^ JJy2.3g(13. 

1.5 y^)©N, N-v^^vWJvKA7 5 K-2 Om 1 TK^t-fb^" h P ^i** 

?P#7 2 . 1 g (#E^F 7 0%, 2 6 . 2 5 y -=E-/U) SrAD^. 2 ^F^$i# Lfc„ ^<£>^ s 

?A1.8g(13.15 y^/Vh n^tfy 5/ f 2. 0 g (1 3. 1 5; V^r/V) 
%.X£4—zf&^:J^/U- 5—? n n — 1 —ys.=^?v- 3 - h V tf-jV— 
lH-t B 7/-^3. 6 g (10. 5 5 U*A-)frin*. x JEfcM-Cl 5l$ilB»#Ufc. 

Tit§gU &&#NI (B^8 9~9 0'C) C3.-(5-^pp-1 -7^=-/V- 3 
- h y n ^ 1 H- tf 7 /^/V- 4 - /f f ;Hf -5, 

f/v-2--fytWyy2. 7g (IMS 6-5. 5%) &&iz 0 

l H-NMR(CDCVTMS, 8 (ppm)) : 7. 55-7. 50 (5H, m), 4. 33 (2H, s), 2. 83 (2H, s), 
1.45(6H, s) i 

<mw.ffl2> . . .... .. .... ,.. ... ... .. , , _ 

3 - ( 5 — ^ n p - l -7 ^=-jV- 3 — h y 7/W^-p> "ShAf.— 1 H- y— ;V . 

58fbfr*#-3-3 - 0 0 0 2) <DWk r - 

3 -(5-^no- 1 _ 7ct 3 _ j. y -7,1^,3 y. 1 H- t°7 
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.- 5, 5-^^-2-^yt^t/!)y0. 4 g (1. 
6 3 g (Ht7 0%, 2. 6 5 V^M&Mz-, m&T'2 2WmW^\^ti 0 KfolfeT 

Kfemmz^'pizSLg? oa^/uj^x^tavtco ^^titc^mm^mmm^m 

i£U SfeStjH 3 2~1 3 3°C) tf>3-(5-^PC- 1-37:^/^-3 

- bV 1H- t°7/— A— 4 — (Vl^ ^vW^/ft -5, 5 

-^y?vV- 2->T y^-^j/JJ >-0. 4 g (JR^ 8 3 . 2 %) £r#fc 0 
'H-NMR(CDC1 3 /TMS, 8 (ppm)) : 7. 60-7. 51 (5H, m), 4. 73 (2H, s), 3. 14 (2H, s), 1. 53 (6H, 
s) 

<mmm3> 

3-(5-^nu-l 3 i h— f^y—zV- 4 — -f/vy. 

?-/u;*/K7-f =. /v-) -5, 5-^y^/v-2— < y^iT-yy v (^js^-fb^fl** 

f3-0 0 0 3) <6®S3i 

3 - (5 -y P P— 1 -y f^-3-7x=A'- 1 H-t 1 7/-/l'-4 -^/M 
fvl^;*-) -5, 5-^f^-2-l'yt= 3 ft/yyO. 8 5 g (2. 5 3 § V * 
;l/)©^PP*/>A3 0mI», 3JCJfrT\ m-y n PjlS&AMfcO. 8 7g« 
« 7 0 % s 3 . 5 4 ^ V ^E/v) SrflQ*., fflt 1 B#fiBSl# Lfc c KJ£**Tlfe* 'siS* 

***As£y&m\sitoftbfttt#m&wmmfrmi- b v y^ 

W - CHHttft : ^*1^-S»:*^^a*il) U JfcfcJCW 3 - 

(5-ynn-l— y 3vV- 3 -7i^- 1 H- fc°y y— /U— 4 —J A** fsVX 
;V7^=.;V) -5 I 5-^f/l/-2-^ytWyy0.48g (IR$5 3. 
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9%) £#fc 0 

'H-NMRCCDCVTMS, 6 (ppm)): 7.63-7.60 (2H, m) , 7. 48-7. 37 (3H, m), 4.29(2H, q), 
3.9K3H, s), 3. 12 (1H, d), 2. 79 (1H, d), 1.4l(3H, s), 1.35(3H, s) 
<mfoM4 > 

5 5, 5 -^^vW-3 -(5 -Z7/\s$-u- h V yjVjru**?- 

;V- 1 H — 1° 7 > r - — ;V — 4 — ■f/K* f-^^r) -2-4 Vtt^S ]) x (#.$£Wfc 
3-0 0 2 1) tf>ag$i 
5> 5 -^^^- }V - 3-*=r;V*;l>-fo~j\ — 2 — ( V Jr^r^J V 1/ (fr^Wt^ 

1) 18.7g(105.7$y */V) <DN, N- v 5 ^ ^vVjJvV^T 5 K 3 
10 0 0 m 1 m&X.s OMtelr hVV A7XfB^) 9 . 3 g-GKft 7 0%, 116.355* 

1 -7a= /V- 3- h i> 1 H— if 7 0.3g.(93.85 

D^ON.N-^fMMT^ K2 0 Om 1 ^^?r^P^ OtJt? 3 0# 

f-AW&itm x~mm u j*fe*i*wfest© 5 . 5 - $^ ^v- 3 - c 5 - - 

1 ^^-/u- 3 - h y ^/W- 1 H- 1° 7 y — /I — 4 —JM* T^JVf- 

Or) - 2— < y^-drf-y 5 VI 3 . 1 1 g («3 7.4%) 
20 OH-NMRfltt (CDCI3/TMS 5 (ppm)) : 7. 65-7. 39 (5H, m) , 4.24(2H, s), 2. 81 (2H, s), 
. 1. 43 (6H, s) .. . ... ~ ..... . - .... ,- .... .... 

,<H*«5> ......... . ...... 

5, 5 - 3 - ( 5 -ai^/V-^^-- 1 - 7 ^ 3 - M)7/Vto^ 

^/v-iH-tf^y— /v-4-^^^u^) -2-^y^-^ri^yy >- 

25 3-0 0 2 2) cDMit 



WO 02/062770 



PCT/JP02/01015 



188 . 

a: ^r^^— jUO. 2 5 g (4. 0 5 l/^ON, N-^fMM7 5 KlO 
ml»»fc % .*IWb-?-M? ?J=sO. 2 g (4.0* y^/V) s TKlml SrlQ*., 
T?3 OftfflffiWl,1t 0 5, 5-v ? ^^/V-3-(5-^/V^-n- 1 3- 
h V Z7jV^-u **f->V- l H— A--4 — f /k* ^vl^-;*-) -2 — f y^-^r 
5 -^l/y^O. 5g (1. 4;!)^) ©N,N-^f/V*/VA7U'5mlM 

^J£T2&8££Wi:U 5, 5— ^y -(5 -xf/l/7 t t-l-7x=;V- 3 

io *-y-y yyo.6g mm 100 %) &#fc 0 

('H-NMRflC (CDCI3/TMS 5 (ppm)) : 7. 62-7. 47 (5H, m), 4.44(2H, s), 2. 83 (2H, s), 
2.50(2H, q), 1.45(6H, s), 1. 02 (3H, t) 

5, 5 — ^Vl'- 3 -(5 — ac^vl^yUfcs. /V— 1 -^^^A— 3 - h V 7 
15 Hrvi^^-tV— 1 H-fc 9 ^/— /V-4 — f/wy ^vw*^— 2 — f VttW 

' yV (j»iiftmt3-o o"o 4) (Dmt 

5,5 — s^y ^vi — 3 — {s—^^jv^Jr- 1 -37^— a— 3 - hyy/i^ny 
f /v- 1 h - ^7 ^-/v- 4 -^f/v^ f t) -2 — f y^iJ-yy ^0. 6 g 

( 1 . 3 5 !i ^/l') n p*/P^ 10ml Ml:, MT, m - * o n 
20 1 . 7 g (HSI 7 0 6 . 7 ^ y ^EvW) ^*P^, M"C 1 6 B#|H]jf # Lfc„ ^iS^T 

#U &jl£.Jl*S 158~160t;) ©5,5 fr— 3 - ( 5 — ^^/V 

25 ^A-^-A— 1 -7x-;P- 3 - h J) ^ f l H- t°7 ^-/t— 4 - 
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<< frt^J^Asib^fV) -2— f y V SO. 6 g (J&^9 3. 0%) £r#fc 0 

('H-NMRfit (CDC1 3 /TMS 5 (ppm)) : 7. 58-7. 54 (5H, m), 5. 16 (2H, s), 3. 18 (2H, s), 
3. 15 (2H, q),l. 55 (6H, s),l. 24 (3H, t) 

<mmm 7 > 

5, 5-^f;V-3-(5-^W;;-l -y^—;V- 3 - hp 7 
ny iH-t°7>^— /W- 4--Y/V-^^9 1 ^-) - 2 — i y^^-^V 1/ 

^{b^3#-S§- 3 - 0 0 2 3 ) OlJJit . 

5, 5 — ^^"/V- 3 - (5 1 3 - > y yAo^n y. 

1 h- y— 4 -wvuy 5vi^#) - 2 — r y^iT-y y^o.5g 

(1. 35!) ^/k) <£N, N--^y =5-;var,)VJ*T. % K 1 Q m 1 j^fc, i^y ^vi^T 5 
^4 0 %7K*M 0 . 8 g ( 6 . 7. 5: I) ^/V) %J)U7i s m'gX* 10 0 °CT* 9 L 
fc e S^y f-AsT ^40 3.0g (26.65y *JU) ZMx., H#Pp5 

/Mffi4«j^T?*lflRU 5, 5-^7 c />-3-(5-^^l/75/-l-7x = 

?v- 3 - h y y/^sfv y *f-?v- i h- \fy y— a— 4 --f/vy ^^^^~) — 2 - 
y ^-driJ-y !Jy0.4g (ft* 80.6 %) *#^t D 
OH-NMRM (CDC1 3 /TMS 6 (ppm)) : 7. 58-7. 38 (5H, m), 4. 35 (2H, s), 2.82(2H, s), 
2. 77 (6H, s), 1. 45 (6H, s) 

, ..<^1M8>.. .. , ..... ... .' 

5 , 5 - i?y 3 — ( 5. - i?y 3vVT 5 /- 1 -7 /k- 3 - b y. 37/1^ 

py^/v- 1 h - t*7 4 - ^f ;m f;vx^*-^) -2 — fy^^-^y 

y s (**9S{b«fr*#*3— 0 0 0 5) ^st 

5, 5 - v 5 ^ f />- 3 - ( 5 - v^^ f ;V7 5 ; - 1 - 7i^-3- h y "7 fV* 
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n * 5vV- lH-f7 /V- 4 — f A-P* ^/U^^-) - 2 — f "Jtt^V ])^0. 
4 g (1. H !)^)0^nn*;Hi Omlfc zk^T, m-^noiigg 
#^ 0 . 7 g (fcfi£ 7 0%, 2 . 7 5 y ^A) 2 0 B#ffl&# Ufc 0 

■egfe^b, fi-fe^ (§t£ 15 0~15 1t) ©5,5-^ f-lV- 3 - (5 - i?* 
f-JVT 5 7-1 — ^rcp/P- 3 - by * 1 H- t°y 4 - 

>f /lo^/fc^A-tt^AO -2-^ y^if-l/y i/0. 2 g (W5 2. 0%) «r#fc 0 
10 (HHWRlS (CDCI3/TMS 5 (ppm)) : 7. 61-7. 38(5H, m), 4. 75(2H, s), 3. 13(2H, s), 
2. 76 (6H, s), 1. 53 (6H, s) 

<$mm9> 

3 - (1 -t- Zf^-/V- 5-^nn-3-H 1 H- tf^— 

A*- 4 — f-A^f-Hf) - 5 , 5 -^p< ^-/V- yj-*rW ]) 1/ &mm<t& 

15 %#-§-3-0 0 0 6) ' OfilaS 

5, 5 - ^ f /U- 3 f 2 - -f y t^t / y y 2 4 . 1 g (1 

36.05D ^E-AO ON, N- v 5 ^ 5 K 2 0 0 m 1 HiMift h 

y ^A2 1. 8 g (M^7 6%, 2 7 2.5 5 V &Jn*. 1 B#[Wii#L;/fc 0 *<b8U 
y 8. 8 g (1 3 6.25 V *A) 4 n JJ j/ h 2 1 . 0 g ( 1 3 6 . 

20 2 ^^>)^P^ It2BfFWI, 4-^P^^^A-l-tert-^A- 
5-^nn-3 - h V 7/|/tn> f /P- 1 H - ? /-^4 0 g (1 2 5 5 y * 

25 n-e h^9 7^-CRW^:^*V-B»^/^^i^^*ftKU *«Sfett 
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A(1L£7 9. 0~8 1. 0 e C)O3-(l-tert-^^-5-^nn-3-by7 
/u&u * *f-jv— iH-t°7 4 — 1 =5->v*fir) -5, 5 - ^vi'- 2 

— r ytt-v-y v>23. o g 57.1 %) <gr#7b 0 

('H-NMRffi (CDC1 3 /TMS 6 (ppm) ) : 4. 24 (2H, s) , 2. 80 (2H, s) , 1. 71 (9H, s) , 1. 43 (6H, 
5 s) 

<wno> 

3 — 3-MJ 7 AoJ-n ^ 1 H- fc°^ M- 4 — OVp< ^ . 

5-i?*^-2-4y**D-yV ^ 3 - 0 0 0 

7) <D|git 

10 3 -(1 -t-^^vW- 5-^nn-3-KD "lH-.tT^^ 
/V-4-^^^>^)-5 > ytWD^l 9. 8 g 

(5 3.4 5 J) ^E-/U) % 2 5 %JWfc**-ftBiaStt 17 0ml teJD*., 4 O ~ 5 0 °C 

15 iteT*&ttES:«*U &Jt£igrA'(lR& 1 2 0 . 0~ l 2 2. 0<C) © 3 - (5 u 

u-3-hl) y 7M* P * ^"/V- 1 H-t" ^y—A— 4 ->f f-A'tt-) -5,5 

2 --r y ar*i-y yyi2.o g ors* 6 o . 6 %) ^#fc D 

CH-NMRM (CDCVTMS 5 (ppm)) : 4.26(2H, s) , 2. 81 (2H, s) , 1. 44 (6H, s) 
<Jfe&fe#<Jl 1 > 

20 3 - (5-^ n p - 1 - ^7;vtn^f 3 - h D ^ 1 H- 1° 

7>f-/^-4.-^/v./^/k?-^).- 5^5.-^..^v-.2.-<CX«:^./ y.^(£#§. 

mit^mm^- 3 - 0 0 0 s) ko!3 - (3 : ^ p p - 1 - ^tn^f ^- 5 - 

h y y/vocv * f-?v- 1 h- z°7 — ,4 — f /i^ ^/^^-) - 5 , 5 *f~ 
/w-2-^yt^t/D ^ (^0J{b-^#;#-§-3-o 0 0 9) <^Mit 

25 3-(5-^pd-3- M) n ^ f /I/- 1 H - ^7 /-/^- 4 - -^ f 
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^«-)-5, 5-s^5vi — 2 — r y^f-yy >2. 3 g (7.33: y^)©N, 

N--;^f^;VA7^ K5 Om 1 H^3.1g(22.5^ 
y^&/v)^n^>^ nni^/i^ny * ^«:KJfc*&ifcfc:5fc#&3K 130~140'C 

^^-BsB|aL^/Ha^«fiK)-C|ftHU ^m^ H B a(i!tl^4 1.0~42.0°C)O3 
-(5 — y n n— l -^7;^^^- 3 — h y 7^to>f;V- 1 H— tf^y 

— / v_4_^ / ^^/v^)- 5, 5 -v^^vv- y^-tf-yy yo. 6 9 g 

10 (Jfc2£-2 5. 8%)feJ;rj?e#,^(I$^;8 9. 0~9 0. 0°C) O 3 - ( 3 - ^ o n - 
l-v?7;Vtn^f/V-5- hi> 7/Vtn^f/l'- lH-tf?/-^-4 — f/V 
y ^/V^) -5, 5 - -^y 5vW- 2 — 1* y ^"^rf-y y >- 0 . 5 4 g (JtSiajS 2 0 . 
2%) £#fc 0 

3 — (5 — y p n - 1 - ^7;vtn^^- 3 - h y 7;i^to>f/v- 1 H — 1° 

15 7/-^-4 — r^y^/^^-)-5, 5-^7 c /v-2-^y^t^yy 

OH-NMR-ffi (CDCI3/TMS 6 (ppra) ) : 7. 22 (1H, t) , 4. 25 (2H, s) , 2. 80 (2H, s) , . 44 (6H, 
s) 

3 -(3 -y b p- 1 - i?.7;l/tn>f;l/- 5 - h y 7;Vtn>f^- 1 H- 

t'^y— ^-4-^/vy^/^^-)-5, 5-^^-2-^ y^f /y ^ 

20 ( l H-NMRfit (CDCI3/TMS 5 (ppm) ) 7. 19 (1H, t) , 4. 28 (2H, s) , 2. 80 (2H, s) , 1. 44 (6H, 

s) , _ .. 

<-mm 1 2 > 

3-(5-ynn-l -i?7;l/tPyf/V- 3 - h y 7/l'tn>f/l'- 1 H- fc°. 

7 y— /v- 4 — ivwy -5,5-^ f-fls— 2 — r y^tyy 

25 ^ CWWfc<fi*#-*3--0 0 1 0) ©«JS 
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3-(5-^pp-1 y 3 - h V 7 jvirxi y f-/V- l H- fc° 

7*/— >V- ;V*=5-;V*f-jr)-'b, 5-i?*^;U- 2 — < y^f-yy ^0. 6 

9g(1.90 *M <D? n n 2 0ml ?k%tTs m-y p nil^S 

mm i . 4 g (#s* 7 o %, 8 . i? j) «:jpjt i m^mwi,tc 0 ^<d^ jeic 

**W*U #b*Wt@#£n e£&5fc(Bt£l 2 6. 0-1 

27. 0t)©3-(5-^np-l - v^y/l^n y f-fV— 3 - bV 7;Pto^f/P 
10 - 1 H- 1^7 /-/I'- 4 ^^f - 5, 5 -v>y ^TU— 2 — ^ V 
V y0.4g (llR* 5 3.3 %) £#fc 0 
OH-NMRflt (CDCI3/TMS 5 (ppm) ) : 7. 26 (1H, t) , 4. 68 (2H, s) , 3. 11 (2H, s) , 1. 53 (6H, 
s) 

<£MM13> 

15 3-(3-^na-l-i?7/Vin^f/V-5 - h y 7^to>f^- lH-tf 
# y— /V- 4 — 1* ^y fvl^l^^A-) - 5 , 5 - i*y 2 - ^ y ^f-y y 

V (*^PJ^%#"§-3 - 0 0 11) (Dmm. 

3-(3-^PB-l-^7/^P^f/W5 - h y y/P^-czy^/u- lH-t° 
7/- /v- 4-^T^y 7->v=f-ir)- 5, 5-^f;w-2-^ytW!J yo. 5 

20 4 g ( 1 . 5 5 U ^V)©^ o P*/VA 2 0m iSSfc, *ftT, m-ypPji^,ft> 

. fpi. 1 g 7 q%, . .6... 4 $ .y %.to&.im$mw.utc 0 ^<nm, . 
taut. #btLfcwaii^M»7jc^^ b y mwnkm-f- v v ^atk^ 

25 «CSr®*U #bnfc@{*$rn— ^-^y-CSfc^U ai&»*(lfeAl 3 6.0-1 



WO 02/062770 



PCT/JP02/01015 



194 . 

37. 0 < C)<D3-(3-^nn-i — S^/l^n t^jV- 5 - h V 7 jvirv. 

— 1 H- fc°7 "f — A* — 4 — f >vy ^-jv^;V^=.;V) - 5, 5 - i^^ ^A— 2 — ( y 

or^y yyo.47 g ok* 79.7 %) £#fc„ 

('H-NMRfltt (CDC1 3 /TMS 6 (ppm) ) : 7. 23 (1H, t) , 4. 71 (2H, s) , 3. 11 (2H, s) , 1. 53 (6H, 
5 s) 

<H»J14> 

5, 5 -i?yj-jV- 3 -(3-y h^iX- 1 5 - MJ 

-lH-f7/-^-4-^;Mfm) -2 — f y^-^f-^y y (*3S9Hb'fr 
Wf3-0 0 2 4) ©Mit 

10 5, 5 -i?* ^-;V— 3 -^jV?,?Vfo~)V- 2 y^-drf-y P ^3. 3 g ( 1 7. 
3 5 y ^e/Vj^N, N-'^f/^AT?; Kl Oml»,«tf y £-Mc 
fP%3. 1 g 0%, 22.05 y^/V)£^*2P#M!Jl#Lfc:. HtK 

^S?^y <7A3. 1 g (2 2.0 5 U^),ny^!j 5/ h 2 . 7 g ( 1 7 . 5 $ JJ ^ErAO 
S:U t 4-i5'C2uy^/V-3-^ h^i/- 1 h V 

15 1 H- hT 7 /-/M. 0 g ( 1 7 . 5 5 y ^A) ^PXL, Hfc^ife 2 B$|HJSfc# Lfc e 

-C*»®lU 5, 5-v^^A—3-(3-y f^-l-^f^-5-HJ7;Vtn 

20 y^/v-iH-t'^y— /v-4-^^y ^/^^-)- 2-^ yt^-t/y >-2. 8 

g (ItZ^5 2, p°/o) 

<MMWi 5 > 

5, 5-S^^W-3 — (3-fc Kn^r->- 1 -y ^yu- 5- MJ7/VtP^f 

/v- 1 h- 1^7/-^- 4 /vy ^-jv^ht) - 2 ->f y^-tf-y y cwswfls 

25 ^#-9-3-0 0 2 5) «?3»3f 
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2 5 %£:4k7k%mfem®&. 2 0mlC5,5-^ 5vV- 3 - ( 3 - y Y 
1 -y 5 - b y y/l-^ny 1 H- \f 7^/- /V- 4 /Wy ^/l^^). 

-2— f y^ij-y y ^3. 3 g (i o. 6 s: y ^/^)£3jd?u 5 ot;f3^F B »t 

5 fctlL7b^ H B a ^^L7k^^L, SW^f* 5, 5-v^?vl— 3-(3 -t Kn 
1 -y fvP— 5 - h y 7/l^-ciy ^/V- 1 h- t°=7^/—;V— 4 
-2-^VW/!)y3.1g Ofc*9 6.0%) £#7to 
<klfe#ill 6 > 

5, 5-^y^/V-3-(3-^K3r>'-l-y?vl — 5- b V ^^-/U 

10 - 1 h- ✓r-/i'- 4 -^y ^/^^-) - 2 y^t/y ^ (^ej^ 

4£>## 3-0 0 2 6) O^ot 

5, 5-v J ^^V—3-(3-t Kp= 3 tv'-1-^^-5- h!)7^tP^f 
;v- lH-t , 7 , /-;v-4 — f^yf\n^;t). 3 0 g 

( 1 . 0 ^ y *M (ON, N-^y ^jVft;\sJ±T 5 K 1 Oml .^^Tk^^y £ 
15 A0.20g(1.3§ y ^vl^&tfH *<ffcp:*7K). 2 0 g (1. 5 5 y ^-/^)^P^ N 

5 0°cT'3^«#ufc o Kj&**TgL fcfofem&Tk^K&gmm^/isX'ttimv 
frrmmz^i^ n&)k-tz>5, 5-^^r^-3-(3-^h^>'-i 

- 5 - h y Vtvirv y — \YL-\fy y— A— 4 -4 f-;vf-ir) — 2 — f 
20 y^i^-^y ^0. 3 0 g .OK* 9 2. 0°/o):,^#7t 0 ■ ... 

<H»Ji 7 > . 

5, 5 5VV-3 -(3.-31 h=3riy- l -^/i— 5.- f rj ;7/K*-ny ^/V 

- lH-t'^y— /u— sv*^;v*;v-fc=. ;v) — 2 — << y ^a-^f-y y V C£B 

3 - 0 0 1 2 ) <7>§Sat 
25 5, 5-v^y ^/V'- 3 -(3 — 31 1 -y ^VP- 5 - h V 7/Vtn>f/l' 
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-iH-t o 7/-^-4-^^fm) 3 0 g 

( 0 , 9 2 v!) ^/H n n *M 1 0 m l gjSii:, tK^T, m-*nniS£&# 
®0.68g OBflE 7 0%, 2.765 V^rM&MZ., M^X* 5 B#fB£#Ufc 0 KJfc 

T?tfc*£U (@L£l 2 4-1 2 5*C) tf>5, 5 fvl— 3 - ( 3 h 

1 -t^/U— 5 - f y 7^P^f;l/- 1 H-f^y— 
Av^jJwV-) - 2 — f y ^-^r-^^ y >- 0 . 2 4 g 7 3.0 %) £#fc 0 

10 ( l H-NMR'fifi (CDCI3/TMS 6 (ppm)) : 4. 50 (2H, s), 4.27(2H,q), 3. 86 (3H, s), 
3. 04 (2H, s) , 1. 49 (6H, s) , 1. 39 (3H, t) 

<mmm 1 s > 

5, 5 — ^7U— 3 — (5 1 -^^/l^- 3 - by 7;l/to^f/V 

- 1 H - 7 4 ->f ^ f /^t) - 2 V t*t / !J y C*3B9Hb£- 
15 4fe#& 3-0 0 2 7) ©2R5£ 

5, 5-^^-3-^^/^y^n/V-2 — < y^f-^y ^2 1. 3 g(l 
2 0. 3 5 K/V)ON, N-^f^*;UA7 5 K2 0 0m 1 femz. 7kmti~ h 
y !7A1 9. 3'g(#fifi?7 01 3 4 4. 6 5 V *MtL 1 B»|R)!ll #Ut B *<D^ 
&7k8tWt*)) 1 6. 7 g (1 2 1. 0 5 y^^), n>-^y yM8.6g(12 0. 
20 7 5 y ^AOSrJq*.* JEte2?tHIHJH£li s 4-7*B^f/V-5-7/Vtn-l- 
3 _ M y^xi 1 H- If 7^-/1^3 1.4g (12 0. 3 5!) 

25 ^^-/u- 3- (5 — — 1 fvV- 3- h ]) 7 JVjrv t^fr- 1 H~ fc* 7 
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y— A — 4— <4jV**5-jV*f-i>r) -2-4 y^-^rih^y ^2 9. 0 g 013^9 O. 
3%)£r#fc 0 

OH-NMRfiS (CDClj/TMS 5 (ppm) ) : 4. 24 (2H, s) , 3. 90 (3H, s) , 2. 78 (2H, s) , 1. 42 (6H, 
s) 

5 <mMm i 9 > 

• 5,5 -S?y 5vV- 3 - (5 — * f^r->- 1 - t^jV- 3 - hi) 7A»*-u*?'A' 

- 1 H- If 9 V—jV- f-jV^^r) -2-j VJr*^V*])ls &&&&&& 

3-0028) <Dmm 

5, 5 — 3 -(5 -y/l^n — 1 5vV— 3 - h y 7^o^f/V. 

io -lH-t'^y— /v-4 — f yv^ w - 2 y t^ty P ^0. 5 g(l. 

6;;p^;V)W^;^2 0ml^ h y *Ay. h^KO. 7 7 g (4. 

o ^ y ^-/w, 2 8 %y * y —A&m) zn*., atasT, 4 Lfc 0 s^nnr 

15 ^5, 5 3-(5-^ h^-l-^fvV-3- M)7/^a^ 

^■/p- 4— r/v^^/v^)-2— fy^t/y ^0. 5 g 

OfeS* 9 6.7 %) £#fc D 

CH-NMRjfi (CDCI3/TMS 6 (ppm)) :4.26(2H,s), 4.07(3H,s), 3. 72 (3H, s), 
2.80(2H, s), 1.43(6H, s) 
20 <H»J2 0 > 

5 , 5-v>y 3 ; — ( 5 - * > 1 -> ^VV - 3 -_h y .7 JVir n y 5vW 

- 1 H- fc°9 y-/P- 4 A** ^;V7*;yM~)\>) 2 * X&ftfr*/ D.2s &mm 

<k&mm-%- 3-0013) ©jgat 

5, 5-i?*^/U- 3-(5-y 1 -y^vV-3- MJ7/^P>f;V 

25 -iH-t°9^-^-4— r/i-y^/^^:)-2— r y^-^r-^^yvo. 5 g (i. 
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3 g GHft 7 0%, 7. 5 $ V */U>) Zm*. 1 H£lffl«#Lfc. Il^Ifif 

U #b*Wi@#3:n — ^U-^-Ti^U 6fe^(fii^;i 1 3.0-1 14. 
0*0 0 5, 5 -^^.^/V- 3 - (5 - y bdr^- 1 3 - h y 

1 h- tr^y*— /^-4 -^r A-y ^vi^/i^— ao — 2 --r y^i^yy ^0. 

3 1 g mm 5 8.2 %) ^#fc 0 
10 ('H-NMR-fifi (CDClj/TMS 5 (ppm) ) : 4. 60 (2H, s) , 4. 1 1 (3H, s) , 3. 79 (3H, 
s),3. 10(2H,s), 1.5K6H, s) 
<H»J2 1> 

3-(5-(2-^PP7i;^)-l-^fyV-3 - hy ^/V^-ci^^/V-i 

H-f7 y-A— 4 — r A-y t/^-*) - 5 , 5 - ^y ^/v- 2 — r y ^if-y y 

15 V (#^flr£4fc##3 -0 0 2 9) 

2-^np7iy-/U0. 4 4 g (3. 4 5 V^r^)<DN, N-^fM/VA7 5 
K 3 0 m 1 &m\C 7$<.m<k-f b!)!>AO. 2g(8.35U ^/V, #&& 6 0 %) 

Tt'Jpi, i mmmwi*tc&, Xfc: 5 , 5 - ^y ?vv- 3 - ( 5 - — 1 - y 

^•a— 3 - h y y 5vv- 1 h - y— a— 4 ->r ^y ^^^-) - 2 - 
20 y^if-y y yo. 7 g (2. 2 $ y ^MZtinz., 1 2 o~i 3 o c ct?5 8#w^ 

^ 7 A ^ n v F / y 7 ^ - (li^l : ^IfX-f^ 

=^»^Sf3K) -CflKH U #tfi*tt»0 3-(5-(2-^pp7x/^)-1- 
25 y ^A~ 3 -by y ^/V- 1 H- y*— A— 4 -^T/^y tf-ivf-ir) - 5 , 
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i 

5-^^-2— f y^lT-y V ^0. 6 3 g OR* 6 6. 7%)£#fc e 
<H«ll2 2 > 

3 — (5 -(2 — ^ n D7x7 *»— 1 — *^yU- 3 - MJ 1 

5 f-y y ^ 3-ooi4) o^at 

3-(5-(2-^^n^^/^v-)-l-^ ^vv- 3 - h V 7 tvOru y =f-jV- 1 

h- if 7 y— 4 — f ^w^-ao - 5 , 5 - >>y f-jv- 2 -a y ^-^iT-y y 

^0. 6 3 g (1 . 5 ^y^)©^ n n/hyV-A 2 0ml JgffiKl, t1<^~1v m-^ no 
iB^A#K 1 . O g (MA 7 0%, 5 . 8 ? V ^:JV) %Mx. 1 B#MJ*# Lfco 
10 35fc:M.T 1 2 H#RHt# Lfc 0 £f.J»Ti»^ SJtS^Sr*t-a^^ p n 

7 0. 0t)©3-(5-(2-^PP7x/^)-l -y^/V- 3 - h y T^A^P 

15 y 1 h- t^y-A- 4 — f/vy ^/k^/v^^/v) - 5 , 5 2 

y^-^rf-yy >-0. 3 1 g (JJX^4 5. 7%) ^#7to 
('H-NMRfc (CDCI3/TMS 8 (ppm) ) : 7. 50-6. 91 (4H, m) , 4. 45 (2H, s) , 3. 71 (3H, s) , 
3.03(2H, s), 1. 47 (6H, s) 
<MMM2 3 > 

20 3 - ( 5 -->y n^O^^-drv-- 1 -y ^ry>- 3 — h !)7;^n^ f/V- 1 H 

-.t°7 y — /v- 4 — r /vy ^^^-) - 5 ,~ 5 - i^y 2 — < y ^ij- y y v 
(&mwfc&mm-f§r3 - 0.0.30) .............. .... .... 

h y 7x=;^7>7^>'0.4 3 g (1. 6 5 y OVO-ifi/ 1 0 m 1 S&Rfcl 
is? S—jUO. 1 4 g (1. 6 5 JJ^A-), 5, 5-^y^/V-3-(5~t K 

25 p^-V— 1 -y ^A— 3- h !) 7/Vtn ^ f 1 H - 1 ( 7 /-/V- 4 - 
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t-a^-*) -2 — r yar^^/v >o. 5 g (i. 6 s: v^a), RxFrSifx/m*' 

^t^=f-jU3L^ju 0 . 7 g (4 0 % 1 • 6 5: y ^AO «r^3P^ N 3fflL 

^v-i^^^A^l^rjWfiKU M&SWifttt*© 3 - (5 - w 

/l^-^Sx- l 5vV- 3 - h ]) 7^n ^ f ^- 1 H - 1^7 '/-/V- 4 -'f /V 
5, 5 —itjl.'f-A'— 2—<i ytt-Vr^V >0. 5 2 g OR* 8 5. 

2%)£#7c e 
10 <^»!l2 4> 

3 — (5— ^ a^^/^dr^- 1 - hy 

- \f=7 y—As— 4 ->f ^/l^/Ufc^AO - 5 , 5 -i?* 2 -4 Vit^ 

y*vis (*mmfc&m&-%- 3-0015) owtm 

. 3 - (5 -*s-7 v<y*f-;Vjr-*~s- l-y-^/v-Z- h!l7/vtoW-lH 
15 -tf7^/V-4 — T/Vp<^/^^-)-5, 5 - ^^ f 2 - ^ 7^t/y y 
0. 5 2 g (1. 4 5 D^)©7an*/l/A2 Om 1 $&fc\Z s 7k#?T, m-^nnJS 
3fcA*IfcO . 8 5 g 0K& 7 0 % 4. 9 5 y ^e-aO SrJq^. 1 B*WHi#Ufc. ^£>^ N 

■Cttffi bfe 0 #6>tLfc*«Ml«rlE«ibjc*-^ h y *^tM«. ^^tJc^-7" h y !7 A 

T*MIE*«*U #fenfc@#:^n-^f-^-e^#U efe«&*(®&^l 1 3. 
0 ~ 1 1 4 . 0 *C) <p 3 - ( 5 - ^ P^^f"^.*^^— 1 - ^ ^-3 -by 
^-n y. *f~/\s — 1 H— \fy ~y—jV— 4 -4 A** - 5 , 5 f7U 

-2-^y^-^fi^-^y ^0. 2 g (M3 5. 5%)<H#fc 0 
25 ('H-NMRffiC (CDC1 3 /TMS 6 (ppm) ) : 5. 03 (1H, br) , 4. 60 (2H, s) , 3. 73 (3H, s) \ 3. 05 (2H, 



WO 02/062770 



PCT/JP02/01015 



201 

s), 1.88-1. 70 (8H,m), 1. 50 (6H, s) 
<HJfe^!l2 5 > 

3-(5-i/7/-l -ff-JV- 3 - hV 7 As***?- As- 1 H-fc'^y— /V- 

4 — f/vy 3vi^a-)-5, 2— r y^f-yy w^iPJHb-a-^ 

5 f3-0 0 3 1) 0>2R3t 

5, 5 -i/^^/V- 3 - (5 1 — y 3 — h y 7yV^"n^ ^yV 

-lH-f^y*— /v-4-^/v^^^)-2-> r y^-tf-y i> >-q. 5 g(i. 

6 $ U^)©N,N-^f/^M7^ K3.0m 1 ^fClv'T h V <} J* 
0. 2 g (4. 0 5 y 4 0°CT-l^a#L7t o S^Tffl^s SiS 

— >7V— 1 - y ^vV— 3 - h y 7/Vtn>^- 1 H-t'^y— ;V- 4 -^/V 

y -5,5--^^ 2 - ^ y #^r.ihy v xomt^ o . 9 g 

CH-NMRji (CDC1 3 /TMS 6 (ppm) ) : 4. 30 (2H, s) , 4. 08 (3H, s) , 2. 81 (2H, s) , 1. 43 (6H, 
15 s) 

<^»!I2 6> 

3-(5-^r;-i -y^-3- h y 7^0 ^f/u- 1 h- t°7 
4 -^vvy ^/v*;vib=-jV) -5,5 -s?y 2 y^-y-y y :x (*3giJHfc; 

-&^)#^- 3-0016) <Dm& 
20 3-(5-^7/-l -y^-3- h P 7^ta > f/W^- 1 H - t e 7 

4 -^y -5, 5 - i^y ^/v- 2 r y #=¥ir- y y 0 . 9 g (Ms-g- 

%)©7op zfc/l^ 5 0ml 7k^T\ m-y o n jfiSATO 2 . 1 g (ttft 

7 0%, 12.2$ fcJn*.n^wa#L/t. Hi-^s-ei 2n#ra 
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ibflfcm^n-^ -^r-^VT-Sfc^L, 6fe$&5£(ilL&l 05.0~108.0 < C)O3 
-(5->7y - 1 -y^vV- 3 - h y y/M"ny tVU- 1 H—ify V — A*— 4 — 

5, s-^y^vi — yo. 4 3 g (ox 

5 $7 6.4%) £#fd 0 

OH-NMR-fl (CDCVTMS 6 (ppm) ) : 4. 73 (2H, s) , 4. 16 (3H, s) , 3. 14 (2H, s) , 1. 53 (6H, 
s) 

<^»J2 7> 

3 -(3, 5 —*?9xi n— 1 H- VyV—jV-A—* 4 )V*=f-)V*f-Jr) 

10 -5, (*M^#f3-0 0 3 2) © 

5, S-a^/l^/Ujftis. /V- 2-4 y^r^D-yV >-0. 7 g (3. 

ON, N- v>y f/^/^7^ K 3 0 m 1 tKM^ MJ7-iO. 

6 g gk& 7 0%, i o . 7 =• y ^-/v) stj&px. i mmmw v± a %<d&, m^mm* 

15 9^0.51g(3.75 y^/V), P>-^y y h 0. 5 6 g (3. 6 5 y ^A") 

^y— /K). 9 g (3. 5 5; V*M%7k%iTMz-tz. 0 -fcOffe. £i&-C2R#ra»#U 

U 3-(3,5-^bb-1 1 H - 

y*-/v- 4 -xr ./i/ ^jv^) - 5 , 5 - ^a— 2 -^f y ^u-y y v o . 

8 g (JR# 7 0.8 %) Sr#fc 0 

CH-NMRflC (CDCVTMS 6 (ppm) ) : 4. 14 (2H, s) , 4. 14 (2H, q) , 2. 81 (2H, s) , 1. 43 (6H, 
25 s),1.42(3H, t) 
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<^»J2 8> 

3 — (3, -zl^-a,- lH-lf7/'-;i'-4->f;Mf;W 

- 5, 5 - i?* ^/is- 2 ->r y^f-y y ^ (aWS^b-&*#*3 - 0 0 1 

7) 

5 3 -(3, 5 - i?^ n p - 1 1 H - If 7 /-/V- 4 --f f t) 

-5, 5 As— 2-4 y^-^ff-yy y0.8g (2.65 HWbb* 

M 2 Om 1 *?&T, m-^ n nii^lf »2. 0 g GK£7 0%, 11. 

-^*^T*«Bj*U e€,©3fe(»j£l 0 5. ,0-1 0 7. 0°C)<D3-(3, 5--^ 
pu — 1 — -n^/l — l H — y*— A— 4-r-^/^y ^/V^/1^/Jn=/V)- 5, 5 — S? 

y^/i— 2— r y^f-yy vo. 4 1 g (i$4 6. 6 

15 ('H-NMRffi (CDCI3/TMS 5 (ppm) ) : 4. 48 (2H, s) , 4. 19 (2H, q) , 3. 05 (2H, s) , 1. 51 (6H, 
s), 1.45(3H,t) 

<MMM2 9 > 

3 — (5-^PP-3 - 1 f-;V— 1 H- t°7 y— /U— 4 

-'f^f/^t) -5,5 - ^ 2 ->f y t*ty 5 y (#3S9Hb-£«># 

20 ^3-0020) ^igaf 

5,5 -v?y 3 -^;V*jVfa=.;V- 2-4 y*^-y y V 1 . 9 g ( 1 0. 

o ^ y ^/v) on, n - v>y z. s k.3. o m i mmz., frmt-r h v 

. i . 2 g mm 70%, 15.05.P ^ ao. s^q £ 2 i$Nift& -t as* 

y7A2.1g(15.0.^ ^A-) % P ^13 !lyh2.3g(15.0§!) ^/V) 
25 Sl)!4-7*n^f;V-5-^PD-3 -i?7/Vtn^f/V- 1 -^f/W- 1 H 
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- \Z=7 2.6g(10.0O ^A) ^Mz-s XfcMT 1 5 Wm&& Ufc 0 R 

5 "CttSlU «SfeJ|*Wffi«j#: (n D 20 =l. 5 18 3) 03-(5-^nn-3-^ 
t n ^ f ;V- 1 1 H - If 7 /-/V- 4 — < As^^^Or) -5, 5— 

^f/i'-2-^y^t/!Jy2. lg (1151*6 8.0%) «r#fc 0 

OH-NMRjft (CDC1 3 /TMS 6 (ppm) ) : 6! 70 (1H, t, J=54. 2Hz) , 4. 24 (2H, s) , 
3. 86 (3H, s) , 2. 80 (2H, s) , 1. 42 (6H, s) 
10 <HJ£$I3 0> 

3-(5-^nn-3 -*J7/Vjrv * 1 ^A— y— A— 4 

-^/w^/v^/v^=/v-) -5, 5-v^9vw-2 — r ya-^-jj-yy ^ c*3S9Hb 

3-0018) Oil . 
3-(5-^nn-3 - 5?7^*o> 9vV- 1 ?7U— 1 H— tf 7 A'— 4 
15 ->f Av^A-^) -5,5-i^^A-2 — fytW!)yi.8g(5.85 
!) */U)<Dfi P P 15ml ?K^T, m- * n Pig£S#^ 3 . 6 g (ft 

^7 0%, 14.5 5 P*A-)SrJP^-*fflT?2 2^a#U7t„ KJfcJI&TgL KJfc 

#J£iH (M^C 7 8 ~ 7 9 °C) (p3-(5-^PP-3 - i?7/V^n^ ?7U— 1 -y 
1 H - y — /I- — 4 -- f/Wy 5vy* A3fr~A) - 5 , 5 - 2 - 

-r y a-aMJ-y yyi.7g (w 85.9 %) £#fc 0 

PH-NMRfflC (CDC1 3 /TMS 5 (ppm) ) 6. 80 (1H, t, J=54. 8Hz) , 4. 60 (2H, s) , 3. 91 (3H, s) , 
25 3.08(2H,s), 1. 51 (6H, s) 
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<$mm3i> 

5, 5 -v'^^/V- 3 -(5-^^/1—3- h^/^n^Wy^t/-^ 

3) <D$m 

5 5, 5-i^?Vl^-3-^5vW*/W*=,k-2 — ry^f->^y >-0. 4 g(2. 
3 5 V*/WN, N-^fMM7? KlOml ^{c:, zk^fc-T" h y !7i»7k 
fP#)0. 4 g («^7 0%, 4.6$ ])W)*p\Z.2i%mffi&VtCo ^©t, 
y^7^0.3g(2.35:y N PVif!)?K0.4g(2.3$!) ^/V) S.U?4 - 
^P^E-^^/l— 5-^^V—3- h^/VtP^f/KV^t^O. 5 g(l. 
10 8 $ V ^) &to?L, XicMt? 1 4 «fRK#.Lfc, Rf£?*»E&** 

-3-(5-^^/V-3 - h y 7/Vto ^ f/W y^rt/-;V- 4 -^/l'^ f /I'f 
15 -2— fytW^O^g (IR* 7.0.0%) £#fc e 

CH-NMRflC (CDC1 3 /TMS 5 (ppm)) : 4. 11 (2H, s), 2.77(2^ s), 2.54(3H, s)., 
1. 42 (6H, s) 
<5fe&S#l3 2> 

5, 5 -S^gvl'— 3 -(5-^^/^- 3- MJ7/Vtn^f^y= i lft/-/l' 

ooi) o^at 

5 , 5 - ^/V-3 - ( 5 3 - b y.7/l<^-n.^ 5vW V dp^^— /V 

-4 — r^^/v^^-) - 2-^r y^-^r-iT-^y.^o. 4 g (1. 3 5 y^e/v)^ p 

p tx/l'A 10ml mm^, tK.^Ts m- i7 p Pii^,&#^0 . .8 g (MM 7 0 %, 3 . 
25 2^y^)^P^, £ffl^4B#K«#Lfc 0 50»T^> K^^TK^^ar 
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5~136t)©5, 5 - =2* ^-;V— 3 - ( 5 — y *r;V— 3 - b U ^/v^-n^^/W 
5 y^ri^y— jV- A-4 JVfr;V*/V-fc=-;\s) -2 — (" yt^t/U V0.4g (l£ 
$9 5.0%) &#7c 0 
(^-NMRiit (CDCI3/TMS 6 (ppm)) : 4.54(2H, s), 3. 11 (2H, s), 2. 61 (3H, s), 
1. 52 (6H, s) 

10 [(5 - ^ p n - 3 - ^ f /V-'f yf 7^-^- 4 -^^) - ^ f - 5 , 5 

fA*- 2 -> < vir^v v * (*mmfc&®&-%4 -0004) comm. 

5, 5-v ? ^^ L /V-3-^^/V^/^^^/l—2 — < VJr^W y0.89g(5. 
0 0 $ y ^/V)<DN, N-v*y f/V*/^7 $ Kl 0ml i&SEK:* ^ffl-CydcfllEfc"?- h 
^A0.82g (MM 7 0 %, 1 0 . 0 0 ^ y ^) £#Q;l 2 BfflMt#Lfco -?r^# 
15 y^A0.70g(5.00^ *M „ 

8 g (5. 0 0 5: y ; e;U)M5-^nn-4-^oo^f^-3-^f/Kyf7 
y*— A-O. 91g(5.0O; I> ^-/WtrflD*., J5K:MLT!— Lfc. K*»T* 

20 -ir'/V^^A^a^ h^y^f-t^HU [(5-^Pn-3-^fWyf7/ 
—/I — 4 — Ci^-^/v^^-S, yt^rt/yyi. 3 

8g(H5l$:Sp)^ffc.... 
<HJfeM3 4> 

[(5-^op-3-^ ^v— 4 y y — ?v- 4 - - y ^a-x/i^—zv] 
25 -5,5-^y^v-2 — r ym^D y (**^st4-ooo2) © 
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mm 

[(5-^PP-3-yf/l — <f -^^)-^^^]-5, 5 

3^/1— 2— 4 ytt-tyV yi'.38g(5.005 y *£jl>)(D? n n*;i/A 
2 OmlMlu, m-^nPj8SAS»2. 9 6 g OKA 7 0%, 12.00^1)^ 
5 M^^TX^Mtl, H#W«8»U IlcM."?— *3M$Lfc. KJtS*T«, 

g£Jf£)|&* 1 3-1 1 4°C) 0[(5-^nn-3->f 

10 ;v — i y y*— /v— 4 — iA*)—* ^jv^jviSs—jv} - 5 , 5 - >>y ^-A'— 2 — f 

y k-^i^ />lyO.6 5g(W4 7.0%) Srfcfc. 

( l H-NMRlit (CDC1 3 /TMS 8 (ppm)) 8.89(lH,.s), 4.67(2H, s), 3.05(2H,s), 
2.59 (3H, s), 1.5l(6H,s) 
< ^86003 5 > 

15 5,5- i^y ^/l— 3 - [ 2 -, 5 - i?* ^-/V-A- ( 1 -y > * ^ ^ / ^fV) - 

-0 0 0 2) <7>§g3i 

3-(4-Tir5vl— 2, 5-^fm7xy-3- f /vy f;Vft) -5, 

5-^y^/v- 2->r y^t/yyi. og(3.4? y ^e/ioo^y — ^5 0 

20 ml^CO-yf/H: Kn^^T^IitO. 5 7 g.(6, 8 ? y ^A-) £ 
m-i- hi) V A 0 . 5 6 g ( 6 . 8 ^ y ^/V) tr*b;t v »«ET, : 5 #!W8W*bfc. 
TW, ^iSttfc*^^ Wixf^fflUfc. #e>Hfc*«IJiSr**S.«fc. 

25 jTC^HpU n&ti}ftV0P5 z 5-¥A?;k-3-i2^5-i^t;U-4-il-. 
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!)V0.4g(36.4%) Sr#fc. 
OH-NMRffi (CDCI3/TMS 5 (ppra) ) : 4. 21 (2H, s) , 3. 95 (3H, s) , 2. 76 (2H, s) , 2. 38 (3H, 
s) , 2. 34 (3H, s) , 2. 13 (3H, s) , 1. 42 (6H, s) 
5 <H»»J3 6> 

5, 5-^5v>-3-[2, 5-i^TVV-4-(l-^ h^rW^y^^/^)- 

#-1-2-0 0 0 1) <DWfe 

5, 3-C2, 5- 9 S*TA"-4-{l-* KW^if/V)- 

10 ^^-7^^-3-^/v^^y^^-]-2-^y^-^ri?-> r i; ^o. 4 g ( 1 . 2 5: y ^E- 

/V) o ^ n n 30m l')S8fcK: % m- ^ a nii^,ft.#^ 0 . 6 1 g 7 0 %, 

3. 5 0^) 4r*?frT-C*D?Lll*Mti^U JEtafia-C 1 2 W#Lt. S 

&fefef B (1^9 5. 0 — 9 6. OtjOS, 5--yy^A—3-[2, 5 — 5?* 

4 — (1 -y h^W 5yxf;w)-ft7iy- 3 — fyk* ^v^/v^^/u] - 2 

->r y^iT-y y >-o. 3 5 g (s o%)&#fc„ 

20 OH-NMRffi (CDC1 3 /TMS 8 (ppm) ) : 4. 79 (2H, s) , 3. 95 (3H, s) , 2. 93 (2H, s) , 2. 42 (3H, 
s) , 2. 37 (3H, s) , 2. 17 (3H, s) , 1. 47 (6H, s) 

<H»J3 7 > ... ... 

5, 5 -i^ ^vv- 3 -(4 - b y y/l^ny gv^-f y — <>V*=$~;V 

f-*-) - 2 r y^iJ-y y v i^mm^mm-^ 7-0003) osgat 

25 5, 5-^^^V-3-^^/^/^^-/^-2-^ 3 g (1. 
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6 5 !)^)©N, N-^f;V*;Vi>7 5 K2 0 m 1 ttB&£.s Tkmfct b!)!>AO. 
2 6 g (#fiS 7 0% N 4. 6 5 y ^/U) £AD*l 1 B#Pi3»#Lfc e ^£<D^ ftzk&tt* 
y.^0.22g(1.6?!) , n U y HO. 2 5 g (1. 6 $ !) ^-/V-) £Aq?L, 
35»w2^MUM^«, 3-^**7^-4- h V ^/i^p^/i— t°y v^O. 3 
5 g(1.3$!) **?&T*Dx.7t. ^?£T' 2 ^F^«# U S*»T5£ig 

10 3 -4/** ^A^-*) - 2 -> f V ^"D-y y >- 0 . 4 5 g (ifcifc 9 8,9 %) Sr#fc„ 
('H-NMRfft (CDC1 3 /TMS 5 (ppm) ) : 8. 98 (1H, s) , 8. 70 (1H, d) , 7. 51 (1H, d) , 
4.47(2H, s), 2. 79(2H,s), 1.43(6H, s) 
<M1MM3 8> 

5 , 5 - ^JV- 3-(4-bU fc° ]) i^- f-)V 

15 ^l/*=/l/)-2-^y^ty!J ^ (*3SWfl5-&*»*7-0 0 0 1) *5«ktf 
5, 5-v^5vV- 3-(4- hy ^-N-^$/ K- 3 

-^/v^^/v^/v*c=/v)-2 — r y v * (*?s^b^#-§- 7 - o o o 
2) (Digit 

5, 5 -v^ 3 - (4 - h y ^/^P^^/V-t°y 3 —4fi'*?-A' 

20 ^t)-2-^y^t/py 0.4.5 s (1.65!)^)^pp*M20 
m 1 fi^t!l % tK^Tx m- ^ p p 3fi&&$& 0 . 7 7 g (|KA 7 0 %, 4 . 5 ^ y ^ 

25 7kmm-ry*^?j»-?&mvito msT&m&m&v. mm&^VAr/y*?*? 
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7. 0~8 0. 0X:)(D5, 5 3 - (4 - h y 

-\?y — f^^^/vx^*^/i')-2-^y^-=¥i7-yy yo.o6g or^ 

1 2. 0%) 6fefeF B (ilL&l 14.0-116. 0*00 5, 5-^y^VV- 

5 3 - (4 - MJ !7/M-n y — t°y v^-N-^v' K— 3 — < 
-/U) - 2 y zt^VS V y0.12g (IRS* 2 3.1 %) £#7t„ 

5, 5 3-(4 - b P -y/v^-u^^/v- t°y v 5 ^- 3 -^f/w-y ^/P-X 

- 2 < y^iT-y y ^ 

('H-NMR-fit (CDC1 3 /TMS 5 (ppm) ) : 8. 98 (1H, s) , 8. 84 (1H, d) , 7. 64 (1H, d) , 4. 92 (2H, 
10 s), 3. 09(2H,s), 1. 52 (6H, s) 

5, 5-v ? ^/l'-3-(4- h y y/M-n^/V-fc°y v^y-N-^iy K- 3- 

-f ^y - 2- -<y^-^ri7-yy^ 

OH-NMRiit (CDCI3/TMS 6 (ppm)) : 8. 50 (1H, s), 8. 25 (1H, d), 7. 59(lH,d), 

4.8K2H, s), 3. 12(2H,s), 1. 53 (6H, s) 
15 <H«J3 9> 

5, 5-^y ^A~[(4-y hy7;^n^f/VfD *i?>--5- 

jv) - y 2 — r y^t/yv (^fg^-fk-a^s-i- s - o 002)0 

mm 

5, ^/v-3 -y^/^/^=^-2— Yy^f-yy yo. 3 5 g (2. 

20 0 0 5 y ^/V) (Di/jt f;U*;VA7 5 K 10ml ^tS.Tv.kfifS'fb-?- h y 17 A 

0.32 g (M7 0%, 4. o o s; v*;\')*mx.2wmm#¥i'tc 0 zo'&gimmm 

*fcg*^*!J I7i.0. 28 g(2. 0 05 9^), P^yyF0.3 1g(2. 
0 0 5 !) ; t;i/)XtJ t 5-^np^^-4-^ - h y 7/VtP^f;Hf 

25 t«, 7K^^^r^oi^/v-ettau7t 0 #fe.nfc*mii^7XS^^7K-ejiii 
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y*^>*7A^n?h^77^-«U 5, [(4-^ 
-6 - MJ 5^y-5-^;v)-^f;vft]-2 — f 

t^yyO. 5 5 g 0W8 5. 9%)£#fc 0 
5 (^-NMR-nt (CDCI3/TMS 6 (ppm)) : 8.81(1H, s), 4. 44(2H,d), 4. 1 2 (3H, s), 
2. 8K2H, s), 1.45(6H, s) 

<mmm4 o > 

#««... 

no -y ^vi^/vjjwi-] - 2 — ry^-^f-y*y^ (^^#^#-5!- 8-000 

10 1) c?«3t 

5, [(4-^ h^iX-e- h y 7/^n^^t°y $v^-5 

— </u)-^f/t^t]-2 — r yt^t/yyo. 55g(i.7U y^e/vo©* 

b b 2 0ml ffi&K, 7K^TT'm- £ u Pjg^A#BE 1.05 g.((K& 7 0 % 

4. 2 8 5; y^^)^*P^lB#ra»#U ■JEteMLT? 4 B*IHHW*Ufc. Ef&fcTfk 

?7-7 ^--CafiKU (Mkl 7 5~1 7 6°C) <D5, 5 

20 /V^/V]- 2— < y^"=¥f-)/y >-0. 4 5 g..0Rl#7 5. 0%)fr#/c o . 

OH-NMRfit (CDCI3/TMS 5 (ppm)) : 8.89 ClH,s), 5.00 (2H,d), 4.11 (3H,s), 
3. ll(2H,s), 1. 53(6H,s) 
< 1116084 1 > 

3- (5, 5-^f^-2-^.yW/y >--3 — — h 

25 y ^/V^-B^^/V-6, 7 S?fc Ko-5H-t°7/D[5, 1 - b ] [ 1 , 3 ]^"#1^5? 
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V $3 <f 3-0 0 3 3) (D$m 

7k0fc1- M)!)ao. i i g(2.8$ y^e^)coN, n-^^^^*^^t$ ki 

5 m 1 3-[5-^QD-l-(3-t Kn^v'7 , n fcf/U-) - 3 - h V ~7 ;v 

a-vji^jU- 1 H - t e 7 4 /V - > f t] - 5, 5-^ ^^-2 

5 — f Va-^-y-yr— /VO. 8 2 g (2. 3 5 y ^E-/l-) <DN, N-^fMM7^ K 

xf/K'ttHltt ^IfcfciSfcu ^^7kT'i5fe^#, 

T^bfc iflETil^^i 3- (5, 5-i>^^U- 2-^ y^-^^V 
10 V- 3 f ;>) - 2 - M) 7;vt n ^ f 6 , 7i^t Kn-5H-t° 

7^n[5, 1 -b][l, 3]^^v?^0. 7 7 g (HX^ 1 0 0%)&#fc o 

OH-NMR^fi (CDC1 3 /TMS 6 (ppm)) : 4. 37(2H, t), 4. 19(2H, t), 4. 15 (2H, s), 
2. 80 (2H, s), 2. 31(2H,m), 1.42(6H,s) 
<mMM4 2> 

15 3 -(5, 5 -^^^/V-2-^y^-= 3 r-^^!;^-3-^7^/V7}s^^^^)- 
2 - h y 7/M-tM : ?vl'-6, 7-^fc Kn-5H-t°7/n[5, l-b][l, 3] 
**c-9-*» (*^b^ff 3-0 0 1 9) co^it 

3 -(6, 7-i?K Kc-3- h y 7A'*ti*?A>— 5 H- tf7 ;/p'[ 5 , 1 - 
b][l, 3]**W^- 4 — f /V-p{^/V^)-5, 5-^^/V-2-^ VOr* 
20 t/pyO. 77g (2.3^y ^E-A-) <D? p p 2 0mlt, zk^Ts m 

- * n Ptt&MK 1 . 2 5 g (JKft 7 0 %, 5 . 1 S V *r/V) 1 l*|HHft# U 



i 
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U (®L&1 51.0-152. O'C) <D3-(5, 5-^^-2 — fy 

^^•^yiJ 3 — i J\s?.;V-fo—;V - 2 — h >> 7Ao$-p ^ fvl— 6 , 7 — 
S?fc Kn-5H-t°7/n[5, l-b][l, 3]^1t-^V0. 3 6 g (JR$S4 3%) 

('H-NMR-fit (CDCI3/TMS 6 (ppm) ) : 4. 47 (2H, s) , 4. 40 (2H, t) , 4. 23 (2H, t) , 
3. 09 (2H, s) , 2. 34 (2H, m) , 1. 50 (6H, s) 

0fci5«i-5 o m, it&m^fc±mmi&MfcmmLith<D\cttifcsirz> 0 
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H 


CI 


CH 2 CF 3 


CF 3 


112-115 


3-0118 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 OMe 


CI 


87-89 


3-0119 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 OMe . 


CF 3 


125-128 


3-0120 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 OEt 


CI 


97-98 


3-0121 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 OEt 


CF 3 


128-129 


3-0122 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CH 2 OH 


CI 


79-81 


3-0123 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CH 2 OH 


CF 3 


93-94 


3-0124 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CH 2 OMe 


CI 


102-104 


3-0125 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CH 2 OMe . 


CF 3 


118-119 


3-0126 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CH 2 OEt 


CI 


56-59 


3-0127 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CH 2 OEt 


CF 3 


118-119 


3-0128 


Me 


Me- 


H 


H 


2 


H 


H 


CF 3 


CH 2 SMe , 




103-105 


3-0129 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 SMe 


CF 3 


♦ 128-129 


3-0130 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CHjSQzMe 


CI 


157-159 


3-0131 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 S0 2 Me 


CF 3 


165-166 


3-0132 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CH 2 S0 2 Me 


CI 


155-157 


3-0133 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CH 2 S0 2 Me 


CF 3 


166-168 


3-0134 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CN 


CI 


128-129 


3-0135 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CN 


CF 3 . 


117-118 


3-0136 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 C(=0)OEt 


CI 


127-129 


3-0137 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 C(=0)OEt 


CF 3 


143-145 


3-0138 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 C(=0)NH 2 


CI 


173-174 


3-0139 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 C(=0)NH 2 


CF 3 


182-183 


3-0140 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 C(=0)N(Me)2 


CI 


142-143 


3-0141 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 C(KD)N(Me) 2 


CF 3 


181-182 


3-0142 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 C(=0)Me 


CI 


148-149 


3-0143 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 C(=0)Me 


CF 3 


163-164 
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3-0144 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CH 2 C(=0)Me 


CI 


89-91 


3-0145 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Ph 


Me 


140-141 


3-0146 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Ph 


ci 


124-125 


3-0147 


Me 


Me 


H 


H 


2 


H 


H 


Et 


Ph 


CI 


112-113 


3-0148 


Me 


Me 


H 


H 


2 


H 


H 


Pr 


Ph 


CI 


122-123 


3-0149 


Me 


Me 


H 


H 


2 


H 


H 


Pr-i 


Ph 


CI 


116*117 


3-0150 


Me 


Me 


H 


H 


2 


H 


H 


Bu-t 


Ph 


CI 


100-102 


3-0151 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


H 


111-112 


3-0152 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


Me 


129-132 


3-0153 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


CF 3 


112-113 


3-0154 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


F 


90-91 


3-0155 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


OMe 


104-106 


3-0156 


Me- 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


OEt 


129-131 


3-0157 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


OPr-i 


86-88 


3-0158 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


OPr 


117-118 


3-0159 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


OBu-t 


105-108 


3-0160 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


OCHF 2 . 


90-92 


3-0161 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


S0 2 Me 


167-168 


3-0162 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


Ph 


CN 


113-115 


3-0163 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


(2-Cl)Ph 


CI 


153-154 


3-0164 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


(3-Cl)Ph 


CI 


106-107 


3-0165 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


(4-Cl)Ph 


CI 


142-143 


3-0166 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


(4-F)Ph 


CI 


135-138 


3-0167 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


(4-OMe)Ph 


CI 


136-138 


3-0168 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


(4-Me)Ph 


CI 


129-130 


3-0169 


Me 


Me 


H 


H 


2 


H 


H 


CFi 


(4-N02)Ph 


CI 


145-147 


3-0170 


Me 


Me 


H 


H 


2 


H 


H 


CF* 


(4-CN)Ph 


CI 


91-93 


3-0171 


Me 


Me 


H 


H 


2 


H 


H 




(4-C(=0)Me)Ph 


CI 


133-135 


3-0172 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


(4-C(=0)OMe)Ph 


CI 


121-124 


3-0173 
3-0174 
3-0175 


Me 
Me 
Me 


Me 
Me 
Me 


H 
H 
H 


H 
H 
H 


2 
2 
2 


H 
H 
H 


H 
H 

h: 


CF 3 
CF 3 
CF 3 


Pyrmidin-2-yl 

4,6-Dimethoxypyrmidin- 

2-yl 

S0 2 Me 


CI 
CI 
CI 


148-150 
117-118 
146-148 


3-0176 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


S0 2 Ph 


CI 


145-148 


3-0177 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


C(K>)Me 


CI 


130-131 


3-0178 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


C(=0)Ph 


CI 


114-117 


3-0179 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


C(=0)OMe 


CI 


104-106 


3-0180 


Me 


Et 


H 


H 


2 


H 


H 


CF 3 


Me 


CI 


108-110 
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3-0181 


Me 


Me 


H 


H 


0 


H 


H 


CHF 2 


Me 


CI 


1.5183 


3-0182 


Me 


Me 


H 


H 


0 


H 


H 


Ph 


Me 


CI 


76-77 


3-0183 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


Bu-t 


OMe 


1.4831 


3-0184 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


CH 2 C(=0)NH 2 


CI 


179-180 


3-0185 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Ph 


CI 


58-60 



mi 4 







R 2 


R 3 


R 4 






R 31 










Q 




^S(0)5-C- 


H 


















R 6 


R 32 






#•§• 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


Z 3 


R 31 


R 32 


20.. 

(n D ) 


4-0001 


Me 


H 


H 


2 


H 


H 


O 


CF 3 


Me 


135-136 


4-0002 


Me 


H 


H 


2 


H 


H 


s 


Me 


cr 


113-114 


4-0003 


Me 


H 


H 


0 


H 


H 


o 


CF 3 


Me 




4-0004 


Me 


H 


H 


0 


H 


H 


s 


Me 


CI 




4-0005 


Me 


H 


H 


2 


H 


H 


0 


Me 


Me 


178-179 


4-0006 


Me 


H 


H 


2 


H 


H 


o 


CF 3 


OEt 


89-91 


4-0007 


Me 


H 


H 


2 


H 


H 


o 


Ph 


Me 


81-83 


4-0008 


Me 


H 


H 


2 


H 


H 


s 


Me 


OEt 


109-111 
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Si 5 



©33 




# 




R 2 


R 3 


R 4 


n 


R 5 


R 6 


Z 4 


R 33 


R 34 


®^(n D 20 ) 


5-0001 


Me 


Me 


H 


H 


2 


H 


H 


Nme 


CI 


Me 


• 114-115 


5-0002 


Me 


Me 


H 


H 


2 


H 


H 


Nme 


CI 


Et 


107-108 


5-0003 


Me 


Me 


H 


H 


2 


H 


H 


Nme 


CF 3 


H 


142-143 


5-0004 


Me 


Me 


H 


H 


2 


H 


H 


NCHF 2 


-(CH 2 ) 4 - 


123-125 


5-0005 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


OEt 


Me 


1.5397 


5-0006 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


OCHF 2 


Me 


1.5339 . 


5-0007 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


CF 3 


H 


99-101 


5-0008 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


OCH 2 CH=CH 2 


Me 


87-90 


5-0009 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


OCH 2 CH=CH 2 


Me 


1.5702 



*16 



R 2 R 3 R 4 



R' 



36 



R 



N S(0)nC — (x 




R' 



35 



N' 



# * 


R 1 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


Z 5 


R 35 


R 36 




6-0001 


Me 


Me 


H 


H 


2 


H 


H 


NCHF 2 


-(CH 2 ) 4 - 




6-0002 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


H 


OEt 


107-108 


6-0003 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


H 


OCHF 2 


1.5383 


6-0004 


Me 


Me 


H 


H 


2 


H 


H 


O 


Me 


H 


100-102 


6-0005 


Me 


Me 


H 


H 


0 


H 


H 


NCHF 2 


-(CH 2 ) 4 - 


1.5264 
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mi 7 



R 2 R 3 R 4 



L i y Y ' 6 r88 r 3b 





R 1 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


R 37 


R 38 


R 39 


R<° 






7-0001 


Me 


Me 


H 


H 


2 


H 


H 


H 


CF 3 


H 


H 




77-80 


7-0002 


Me 


Me 


H 


H 


2 


H 


H 


H 


CF 3 


H 


H 


N-oxide 


. 114-116 


7-0003 


Me 


Me 


H 


H 


0 


H 


H 


H 


CF 3 


H 


H 






7-0004 


Me 


Me 


H 


H 


2 


H 


H 


H 


H 


H 


H 




130-131 


7-0005 


Me 


Me 


H 


H 


2 


H 


H 


H 


H 


H 


H 


N-oxide 


166-168 


7-0006 


Me 


Me 


H 


H 


2 


H 


H 


CI 


. Ph 


H 


H 




118-120 


7-0007 


Me 


Me 


H 


H 


2 


H 


H 


Ome 


Ph 


H 


H 




105-106 


7-0008 


Me 


Me 


H 


H 


2 


H 


H 


. CI 


Me 


H 


H 




115-116 


7-0009 


Me 


Me 


H 


H 


2 


H 


H 


Ome 


Me 


H 


H 




134-135 


7-0010. 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 


H 


H 


N-oxide 


198-199 


7-0011 


Me 


Me 


H 


H 


2 


H 


H 


Ph 


Ph 


H 


H 




161-162 


7-0012 


Me 


Me 


H 


H 


1 


H 


H 


H 


H 


H 


H 




97-99 


7-0013 


Me 


Me 


H 


H 


0 


H 


H 


(2-Chloropyridin- 
3-yI)methylthio 


H 


H 


H 




154-155 
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Scl 8 




S(0>s-i 




#^§- 


R 1 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


R 41 


R 42 


R 43 


®^(n D 20 ) 


8-0001 


Me 


Me 


H 


H 


2 


H 


H 


H 


OMe 


CF 3 


175-176 


8-0002 


Me 


Me 


H 


H 


0 


H 


H. 


H 


OMe 


CF 3 




8-0003 


Me 


Me 


H 


H 


2 


H 


H 


H 


CI 


CI 


119-120 


8-0004 


Me 


Me 


H 


H 


2 


H 


H 


H 


OEt 


CF 3 


94-95 


8-0005 


Me 


Me 


H 


H 


2 


H 


H 


H 


OMe 


OMe 


186-187 


8-0006 


Me 


Me 


H 


H 


2 


H 


H 


Me 


OMe 


CF 3 


143-144 


8-0007 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


OMe 


CF 3 


144-145 


8-0008 


Me 


Me 


H 


H 


2; 


H 


H 


SMe 


OMe 


CF 3 


160-162 


8-0009 


Me 


Me 


H 


H 


2 


H 


H 


S0 2 Me 


OMe 


CF 3 


144-146 


8-0010 


Me 


Me 


H 


H 


2 


H 


H 


NH 2 


OMe 


CF 3 


208-209 


8-0011 


Me 


Me 


H 


H 


2 


Pr-i 


H 


H 


H 


CF 3 


112-113 


8-0012 


Me 


Me 


H 


H 


0 


Pr-i 


H 


H 


H 


CF 3 


1.4986 
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*19. 

















R 2 


R 3 




A V R 6 
n sto^c-y 1 

R 5 


# ■§• 


_ 1 

R 


R- 


R 


R 


D 


R 5 


R 


Y 


S#f5£(n D 20 ) 


9-0001 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-2-yl 


1 1 118 


9-0002 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-2-yl 1 -oxide 


ItU- I'tJ 


9-0003 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-4-yl 


lOO IK 

Ijj-Iju 


9-0004 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-4-yl 1 -oxide 


110-113 


9-0005 


Me 


Me 


H 


H 


2 


H 


H 


l,2,4-Oxadiazol-3-yl 




9-0006 


Me 


Me 


H 


H 


2 


H 


H 


3 -Phenyl- 1 >2 5 4-oxadiazol-5-yl 


153-154 


9-0007 


Me 


Me 


H 


H 


2 


H 


H 


3-Benzyl-l ,2,4-oxadiazol-5-yl 


108-109 


9-0008 


Me 


Me 


H 


H 


2 


H 


H 


2-Chlorothiazol-4-yI 


110-112 


9-0009 


Me 


Me 


H 


H 


2 


H 


H 


l,4-DimethyIimidazol-5-yl 


163-164 


9-0010 


Me 


Me 


H 


H 


1 


H 


H 


Pyridin-2-yl 


81-82 


9-0011 


Me 


Me 


H 


H 


1 


H 


H 


Pyridin-4-yl 


94-96 


9-0012 


Me 


Me 


H 


H 


1 


H 


H 


1 ,4-Dimethylimidazol-5-yl 


138-140 


9-0013. 


Me 


Me 


H 


H 


0 


H 


H 


1 ,4-Dimethylimidazol-5-yl 


1.5427 



WO 02/062770 



PCT/JP02/01015 



226 



i20 















R 1 


R 2 


t 4 
















a N A 'S(0) 5 -9-Y 1 
R 5 




# * 


R 


R 


R 


R 


n 


R 


R 


Y 


J3i^(n D 20 ) 


10-0001 


Me 


Me 


H 


H 


2 


H 


H 


Benzimidazol-2-yl 


171-174 


10-0002 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiophen-2-yl 


181-183 


10-0003 


Me 


Me 


H 


H 


2 


H 


H 


3-Chlorobenzothiophen-2-yl 


109-112 


10-0004 


Me 


Me 


H 


H 


2 


H 


H 


Benzotriazol-l-yl 


206-207 


10-0005 


Me 


Me 


H 


H 


2 


H 


H 


1 -Methylrndazol-4-yl 


128-130 


10-0006 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiazol-2-yl 


142-143 


10-0007 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiophen-3-yl 


188-191 


10-0008 


Me 


Me 


H 


H 


2 


H 


H 


5-Chlorobenzothiophen-3-yl 


129-130 


10-0009 


Me 


Me 


H 


H 


2 


H 


H 


Benzoxazol-2-yl 


127-129 


10-0010 


Me 


Me 


H 


H 


2 


H 


H 


3-Methylbenzothiophen-2-yl 


161-163 


10-0011 


Me 


Me 


H 


H 


2 


H 


H 


3-Bromobenzothiophen-2-yl . 


118-119 


10-0012 


Me 


Me 


H 


H 


2 


H 


H 


Benzofuran-2-yl 


123-124 


10-0013 


Me 


Me 


H 


H 


2 


H 


H 


2-Methylbenzofuran-7-yl 


135-137 


10-0014 


Me 


Me 


H 


H 


2 


H 


H 


3 -Br omobenzofiir an-2-yl 


107-108 


10-0015 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiophen-7-yl 


95-97 


10-0016 


Me 


Me 


H 


H 


2 


H 


H 


1 -Methylindazol-7-yl 


89-90 


10-0017 


Me 


Me 


H 


H 


2 


H 


H 


3 -Methylbenzofuran-2-yl 


111-112 


10-0018 


Me 


Me 


H 


H 


2 


H 


H 


3 -Chloro- 1 -methylindol-2-yl 


162-165 



<##mi> 

V ]} ^ vvl^T^ F^-dr is J*. 18 2. 7 g (2.05 ^/v) <Dl,2-iS* 

It&m^ 6 5~7 O'CtN-^DP^lKt^ 5 K 5 3 4. 0 g (4. 
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4 0. 0 g (14. RlFfr 10ml &MZ.1t&* 2-y5vPy e n-<^3 6 0 . 

og (6.4^/w) &&j&mmz.imz^ iat*2 4W#it s^t^^t 

5 ffi^3-^nn-5, 5 -S^^vV- 2 — f y^f)/yyi 0 7. 7 g (lRap4 
0. 0%) €r#fc« 

( l H-NMRffi (CDCVTMS 5 (ppm)) :2. 93(2H, s), 1.47(6H,s) 
<###]2> 

u-5 5 —ff-)\>- 2 y^3ff-y I) >©$git 

10 ^ U ^-^^/UgfT/V Kt^^A 20.6g;<231.7^y © 1 , 2 - 

0 0ml Sg^M, 6 OttNr^OPr|±<i6^ 5 K6 1. 9 g (4 
6 3.4^^) fcffc*H^jn*.fc. *P»^>^fc^, 1 oa>Mao*8K«Ufc. * 

?K^T> 2-y^/l — l-7*fy50ml (4 6 3.4 5 1)^) , 
*y^98.9g(1 6 2 2 O^^Xtfcfcl Oml^Ml 2^IH«#bfe. 
15 . 5&agm&*. «f n ^"Cttffi L'fco # b^fcffls/i 

*ant£&#<& 3-^pd-5 5 -y. ^/v- 2 --f y ^f-y iiyi 3. 

9g O«4 0.6%) &mc 0 

CH-Nmm (CDCI3/TMS 8 (ppm) ) : 2. 91 (2H, ABq, J=17. 0, A v =46. 1Hz) , 1. 73 (2H, q) „ 
20 1.42(3H,s) N 0. 96(3H,t) 
3 > 

3 —^isVa^*- 5 , 5.->?y ^/v-2->r yw/y is<om& 

^^v ? /l^y/^7 0 ^^2. 8 g (22.5^ y^/V) ON, N-^f/V-*/^7 
5 K5 0ml», i*^llTs m*fflgt*V ?J±3, 2 g (2 3. 2 5 17 ^) 
25 ^t; 3 - ^ a p - 5 , 5 - i?^ f ^- 2 -V y;t^r t ^/ U y 3 . 0 g (22.55!) 
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77^-t*«ii, n&mvtyon d^n^i.5521) ©3-^>^f 

5 ^--5, 5-^f/W2-^vm/!)^3. 1 g (I»6 2. 0%) Sr#fc. 
CBrWBML (CDCI3/TMS 8 (ppm) ) : 7. 24-7. 39 (5H, m) > 4. 26 (2H, s) s 2. 77 (2H, s) % 
1.40(6H, s) 
<##0IJ4> 

3- (2, 6 - ^7^0^^7/1/7^ s/V) - 5 — xfvV- 5 -y 

10 2— f y^-^yy vo$g5t. 

3- (2, 6 -V^frirri^i/y/v^jr) - 5 -^/i— 5 -y 5vv— 2 
y^-df-^y P V4.1g (15,0 5 y ^/W pp*/I/A 5 Om 1 S^fcs 7k^ 
T, m- t n nlggfi4. 6 g (JKft 7 0%, 18.85!) ^/V) %M*L 1 

ft : ^^-^y-^^i^/W^^) TSfrjR U ' mk 3 0 <C£TO © 3 
- (2, 6 - ^7/Vtn^y^7;l/7^=^) - 5 — ai^yP— 5 -y ^Vl--- 2 - 
20. ^yt=3rt/U>l. 5g :(JRsfS 3 4 . 8 %) £#fc 0 

OH-NMRflt (CDC1 3 /TMS 5 (ppm) ) : 7. 39-7. 28 (1H, m) „ 7. 03-6. 94 (2H, m) , 4. 38 (2H, s) s 
3. 04 (1H, ABq, J=17. 2, A v =85. 7Hz) +3. 12 (1H, s) , 1. 75 (2H, m) „ 
1. 44 (3H, s)+l. 41 (3H, sK 0. 97 (3H, m) 
<###|5 > 

25 3- (2, 6 — i^/W^n^VS^W^/U*:^) /P-5-^f/l/-2 
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— f yj-*rD~sv >-(DMm 

3— (2, 6 — v?7;Vtn'<>'i?;^;V7^ —JV) — 5 -z^^-jv- 5 — * 
2-<j ytt-y-V}) ^0. 8 g (2. 8 5 y ^/l^) ^np*;^50ml^ 
7K^T^ m-^ cr nlglfil. 0 g (M^ 7 0% 4. 1 5 y *A0 ^Mtl 1 B# 

nn^VA-cifflLfc. #fc*Lfc*^$:lBiffflfcJcaW- h V 7A«, 

: -C*»3RU e^.B* 4~6 5<C) 

10 <£>3 — (2, 6 — V-7 /V-arv^l/itjV^jV-fo—tV) —5—=z=f-;V—5-* : f-/l'—2 
— I/O. 6 g (JJK* 7 5.0%) £#fc e 

( l H— NMR-fiS (CDCI3/TMS 5 (ppm) ) : 7. 36-7. 46 (1H, m) % 6. 98-7. 04 (2H, m) N 4. 73 (2H, s) N 
3. 04 (2H, ABq, J=17. 2, A v =51. 1Hz) N 1. 77 (2H, q) s 1. 46 (3H, s) % 0. 97 (3H, t) 
<#%#I6 > 

15 5, 5-i>*^;V-3-*^;i'X/i<fc—/v-2-'(ya~*-9-y*}) l/<oW£ 

3-^nn-5, 5 — =5~}V- 2 -< f V itrttV V >1 4 3. 0 g (1.0 7^ 
/V) <D~N, N-^f;V*/^7^ K5 0 Om 1 *#Tx ^^^^7 P 

^V^-hi; Okg (-g-41 5%, 2. 1 4^v) SrftTU 

ia-e 1 2 R»RQit^ b7t 0 S»T^> Rft*«Sr*'f'li:atfftlfc3i^-T?tta Lfe e 

i&ii&«*u 5, 5-^^-3-^^-^-2—1' y^f-j/y v£i 1 

5 . 0 g 7 4.1 %) #fc 0 (741.251? ^E-AO t^on xh/VA 

1 1 »U MT, m-^nni$Ift3 9 2. 0 g (il7 0%, 1.5 9 
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^ (MA 8 2~8 4 C C) ©5, 5-^f;v-3-^f/i'^=;i/-2-'f 
W!Jy77.6g (JfiZ* 5 9 . 1 %) 
5 OH— NMRffi (CDC1 3 /TMS 8 (ppm) ) : 3. 26 (3H, s) % 3. 12 (2H, s) % 1. 51 (6H, s) 
<#%«|7> 

5, 5— 3 -3i^/V^^— 2-^ Vir^V ]) ^<D%m 

/Wzf* is 5 6 o. o g (9. ozEMtek-aTkmik-f m^seo.o'g 

10 (9.0^)©*}Stl 5 0 0mlS:JDtt. 6 0~7 0 t CT*16« 

g£%©5feu ^#fe»^c^5, 5-^^-3-31^^- 2 — ry^-^-^y 

!J is&fflk'&Qo 2 7 0 . 0 g #fc 0 
15 <#ti8> 

5, 5 -v?^^/v-3-^.^/w^/v^^^-2 — ry^f-y y ^otsat 

5, 5 -^y ^vv-3-^5vv^;r-2— * y'a-^u-y y ^Oft.»tt*2 7 0. 

0 g(l. 7^;P)ar^nn*/vi» l i. 0 1 WgjfcU *JfrT\ m-^una§^S§^ 

1 0 5 0 g («S70%, «rJDx.m*IHHt#U SE^Mt? 
20 12 mmm&Vtc. SJ&^Tittf^ flffctiLfcm-* u P^A«tt«rttSU U ttffi 

^^rf-^-egfe^t, 6fe|&*©5, 5-^^-3-^^/^/^=^— 2 — T 
y^-drf-y y >133.6g (IftafS 6 5.4 %) Sr&fc. 
25 <###i9> 
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l-7i=;V- 3 - hi) 7/^x2 * 1 H- \fy V—>\ — 5 /MDM 

b y 7;U^-D7t M^^^^/Vzc^^^ 3 4.1b(184.95 V^M<D^^ 
/— /V5 0 Oml M(C7x-;Vt K7^2 0 g (l 8 4. 9 $ U i EvU);RT*jfct& 

5 £TvhT«#>L*:^ ^|LT, Jf±£,feH<Z> 1 = — 3 - M; 
^ l H- t e 7 5/—^- 5 ^3 7, 1 g (W8 7. 9 %) £#fc 0 

('H-NMR-fit (CDC1 3 /TMS 6 (ppm)) : 7. 68-7. 41 (5H, m), 5.86(1H, s), 3. 71(lH,s) 
10 <#f«SJ10> 

5-^nn-i 31^/1^— 3 — h V 7 /Virxi * f-jV— 1 H — tfy -/ — As— 4 

N, N- v 5 ^ f/V-*^7 5 K7.7g(105.2§!> ^/V) fc, Tk^T, 
mtV>3 3. 6 g (2 1 9. 1 5 V^l-) tMK.tZo JSfeiC 1^1-7x^-3 
15 - h y 7;l/tn^ ^7U— 1 H- ifv 5 /V 20g(87.7^y =EM 

20 TitSgU e-fe^ B B B C0 5-^nn- l -7x=^ 3- M)7;^n^f/V-1H 
- 1°7 /u- 4 -#/V3}?7Vi^fc Kl 9. 1 g (J&sp 7 9.1%) $r#fc„ 
('H-NMRffi (CDCI3/TMS 6 (ppm)) : 10. 06 (1H, s), 7.57(5H, s) 
1 1 > 

(5-^P.n- 1 3 — h y ^VV- 1 H-f^/— /V- 4 

25 — ' (M-**; — /najKBi 
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**fb!J f^7/K = ^ 0. 2 1 g (5. 5 ^ y ^JOTHF 7 0m 1 ^ 
tr- 3 O'Clc^Spb, 5-^np-i 3 - h y 7;1/^p^^- 1 H 

- V—JV— 4 -^j;V/K7;Vft K3 g (1 0. 9 5 y ^A) h 7 t Fn77 
>-3 0 m 1 KiiPiLfeo JEK3 0^3 O^IBJW^Ufc. gJftj&TgK g£ 

- 1 -7x- A- 3 - h y ^A^n^A- 1 H-t°7/-^- 4 A) ^ 
/-/V3.0g 0M9 9.9%) £r#fc 0 

10 ( l H-NMRjEt (CDCI3/TMS <5(ppm)) : 7. 54-7. 51 (5H, m), 4. 71 (2H, d), 1. 79 (1H, b) 
1 2 > 

4- 7n^^f;V-5-^nn-l-7x=;V-3- h y 7^0^^- 1 
H-fc°7;A-AOS£3£ 

(5-^do-1 -7x-;W- 3 - h y ^/V— 1 H — ^7/- A— 4 

15 — A3. 0 g (1 0. 9 ^ y^)©^f/i/x-7/v6 omi mw. 

o°c^*pu =iMby i^i. 0 g (3. s ^ y ^e-a) &fln*u Htsii-eii* 

20 p^A- 1 H-t e 7/^ A3. 6 g (W9 5. 8 %) Sr#7t. 

( l H-NMRjit (CDC1 3 /TMS 5 (ppm)) : 7. 58-7. 48 (5H, m), 4.48(2H, s) . 
<###|13> 

5- 7/i/tn-l -^ai^/w— 3- h y 7;^P^f/V- 1 H— A- 
4-#A7i?TA7*fc Koigii 

25 5-^an-l-7x=/W-3-K!)7/Vtn^f/V-lH-t°7y-^-4 
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-Jj/VtfT/l^rK K33.0gd20.l5: V ^rJU)(Diy^^^^jU^iy K5 0 
Om 1 ^(C N ^o<ffc# !)!>A10.5g(180.25 D *JP*., 1 0 O^CC 

U 5 - !7 /M" n - l - ^ = 3 - h V n /• 

f 1 H - f 7 4 - ^7;^*7;^k K2 6. 5 g (ifea£8 5. 0%) 

CH-NMR-i: (CDCI3/TMS 5(ppm)) : 9.96(1H, s), 7. 68-7. 51 (5H, n) 
<#M§-#|14> 

(5 — 1 —^ai^:^- 3 — h y ^-/l — 1 H- f7^- A— 

4 — i }V)—?-& J —J^<T>W& 

7kmfc*$mi- h V ?J*i. 6 g (41.05 y ^-/V) <9y ^7 — A3 OOmll 
I^Cls TkftT, S — y /Vim - 1-7 au=.)V± Z- K!J7;^P^f;U- lH-fc" 
7 , /-/l'-4-*/l'Ji?7/V7t K2 6. 5 g (.10 2.5 5 y ^E-AO <b*# 
0 0ml fimSr*D^. % 0<CT*3 0#«J»#Lfc. SJfc&TtU SJC£^*7fc* K:S 

">*A-Ctt*Lfc. jUffiT*HC*«*U, (5-7/v^-n-l-^^=:^-3-h 
y 7/^n^f/k- lH-t°^y— A-4--fA)-y — A- 2 8. 5 g (i&^l 
0 0%) &#fc e 

(H-NlM (CDClj/TTHS 5 (ppm)) :.7. 65-7. 41(5H, m), 4. 68 (2H, d), 1. 73 (1H, t) 

. <##M1 5 > 

4 — ^n^E-y ^A— 5 -7/l/tD — 1 -7i'=;V- 3 — h y y ^-A- 

lH-t°7^/^lt 
(5 1 -7i-;V- 3 - h y 7>tn^f;l/- l H-fc^y— A- 
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4 — <A')-*#/—JV2 7. 5 g (1 0 5. 7 5 V ^;V)(D^ s f-?V^— T/>3 0 0 
m 1 0 £ C^?££P U HJ|<fb OA/10. 0 g ( 37. 0*V *M Itl 

5 ^J£T££]fe^cU 4 - y pt^ f /I/- 5 - 7;^d - 1 - 7xr;i/- 3 - h y 
^ ^yV- l H- tf 7 y— /V 3 0 . 3 g (Jfc^K 8 8.8 %) 
('H-NMRfi (CDCVTMS S (ppm)) : 7. 66-7. 42 (5H, m), 4. 44 (2H, s) 
<#%#Il 6 > 

1 -tert-^/W- 3 - h V 7 JVirvL^^/V- 1 H-t^i/— /V- 5 -ir~)^ 
10 ^Mst 

h y 7^tn7t h§^p^/Wn;*-7vU5 5 2. 3 g (3. 0 ^E-AO / — /U 

1 5 0 0ml ^^fcltert-^Afc: K9i?>iWltt[3 7 3. 8 g (3. O^V)S.TJt 
»tttt5 Oml SrjQ*.fc«" 2 0M*PS»3a«EUfco EMTt^ *BET#jK3:*«li 

aESrn .^i^T-gfc^-U efe»*0 1 -tert-^A- 3 - h JJ 7/^P^f 

/I— 1 H- \f=7V—;V- 5 -^-—/W3 6 9. 0 g Ofc$S5 9. 1 %) £r#7c: 0 

<##$ji 7 > ; 

1 -tert-^^/V- 5-^np-3-M) 7/Vto^ ?vV- 1 H — fc°7 A- 
20 K©.«at 

N.N-^^f/^AT? K8 7. 7 g(l. 2^MiZ s tK^T^ ^VtfrfbP 
y4 6 2. 0 g(3. 0^-/^)^P^.7Co #CU1 % SHIT? 1 -tert-^A- 3 - M> 7 
A^n ^A— 1 H- t°7 y— /V- 5 — A 2 0 8 . 2 g ( 1 . 0 ^E-A) £r7JP;i7cL 
1 0 ttlHUnfRHltt LTCo leiTf, SJfc&teSr**^^* p d *A^T*« 
25 ttj Ufc 0 # ^nfc^mJl £tK n 5 %7X^b"7- b y $ AjfcSiftRlfifc^WfcJfei*- Lfc 
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m7km&tTf*iyt7J*x~$tmLit e «ET*at*«su matt* v* pa** 

&Mik<D 1 — tert — Zf^-A — 5— ?uu — 3 — h V ^sU^u ^ f-jv- 1 H — 
/-^-4-*;^'7^ft Kl 3 1. 5 g 0&^2 1. 7%) £#fc 0 
('H-NMRfi: (CDCI3/TMS 6 (ppm)) : 9.97(1H, d), 1. 76 (9H, s) 

<mmm 1 8 > 

(1 — tert — Zf^/V- 5-^an-3-hy 7 n .?« ^yu— 1 H- fc^y— 
-4 — ifV)-* $ ;—jv<DWm 

1 — tert— Zf^/V— 5-^ PC i-3-hy :7/M-n^7vP- l H- t°"7 /V 
-4-A;l'**7;V7t K3 9. 9 g(l 5 6. 9 5 i> * / — /V 3 0 0ml 

^^O c C^^SPU7K^b*!>^hy ^6.5g(172.6 
fc#P;t, H^^T*3BfP^#Lfc 0 £:j»T^ Si^^^Tk^^a^^^ 

^Lfc 0 MBET^$££^U (l-tert-^/>- 5.-^nn-3- YV7;Vi>r 
upi^/U- 1 H-t e 7/- #7 — /V3 7. 7 g 01X4*9 3. 6%) 

OH-NMRM (CDC1 3 /TMS 8 (ppra)) : 4. 60 (2H,, d), 1.72(9H, s), 1.58(1H, t) 
<##M19> 

4 -7*n^ 5vl— 1 — tert — Zff-JV— 5— ? vv — 3 — h y ^/l^a ^ fvl' 
-lH-t°7 y — /VO^it 

( 1 -tert-:7*5vv- 5-i7nn-3-h JJ: ^y^n p( ^vv- l H- 
-4— ^/^-^^y— /l^9. 2 g (3 5. 7 5 y ^jV)(D*s^3-j\s=z— OOm 
1 Otl^iL, HJltey >-l 1. 6 g (4 2. 9 =• y^E-/V)^P^ % Hfc 



WO 02/062770 



236 



PCT/JP02/O1015 



P ^A^n^^vU- 1H-1^7^-/H 0. 0 g 7. 3 %) £#7c 0 

<#fM2 0> 

(1 -tert-^^^- 5-^ n n— 3 - h V y/V^n^-^-jV- l H-t°^y— /V 
5 -4 — r/^)-^^V^— ;V(DW& 

Tkfefb^ h )) VJ±7kW%)2 1. 8 g (*fi£7 0%, 2 7 2.2 $ P^/P)©N, N- 
^^f/WtM7^ K 3 0.0 m 1 »4-7 < n : t^^- 1 - tert-^^A— 
5-^pn-3-M> 7Mjru* 1 H-t°7 N /— 3.5g(136.H 

A-e^L7to «JET^«ESrff*bs ( 1 -tert-^/V- 5 n a - 
3 - b y l h- /V- 4-^7V)-^ /is 3 2. 

3 g (« 8 7.0 %) £#fc 0 

('H-NMR-fil! (CDCI3/TMS 5 (ppm)) : 3. 65 (2H, d), 1.90(1H, t), 1. 70 (9H, s) 
15 <##0)J2 1> 

l-tert-^7P-5-^ >^r->-3- h V 7/V^u^f;V- lH-k'7/- 

1 -tert-^7 c /t'- 3 - hV ~7 JV^ru * 1 H— t"7 "S—fr— 5 -sh-zl" 

1 8. 8 g (9 0. 3 5 y^)ON, N-^f;V*;VA7 5 K10 0ml», 
20 i!S«»!)7A15.0g (10 8.4 5D^)M3W^f/H9. 
3 g (13 5.55 y^/V), #iQx. s Htvll 5B#W^Uyt 0 £OS^T^s 

gtgfc^UTtms M**9N'^ r -*^^A*C|Sa»Lfc. j*ffiTi*fc*r**U 1 -tert 
-r/^A—5— h^r^-3- h y lH-t°^y— 7^2 0. 0 g 

25 (JR^S 9 9.8 %) £#7t 0 
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1 — tert — -f^A^— 4— 9 uu^^jV— 5— * b^rv^— 3- h V 7 jVOrxi * 5=- 
/V- lH-t'7 /KDfiljg 

1 — tert-^^vl'— 5 h^rV- 3 - h V 1 H — fc° :/ — 

5 A-2 0. 0 g (9 0. 1 5; V^M&WRStB 0ml mtlfc. /^7^A7;^t K5. 
4 g (*;^7/V7t KiMf 1 8 0. 2 5 y *A')Xa*jiQ|2 0 m 1 6 0°C 

Ufc e ^J£T^^£rW*U 1 .— tert— ^^v— 4 P p 5 h^riy 

10 - 3 - hV 7;^n^ l H- \*7 ^/—/v 2 1 . 7 g (JR^s 8 9.0 %) tr#7t 0 

<##M2 3> 

3-^ h^ri^- 1 -*=?tV- 5 - h y o ^ f^- 1 H - f 7 y-;>©JS 

m 

15 O.Og (6 0. 2^^) ON, N-^f/V*^7^ K5 Omlgfc i 

m."v*&kitait* y^Aio.og (72.35:3) &u*3 «7<fb* ^ 1 2 . s g 

(9 0. 3 ^y^) SrJnjfc, JEteii 5B*W«#Lfc. RjcS^TH, BiJ&m&f7k 

20 1 —*1->V- 5 - bl) 7/V$-v J.'f-A — .1 ¥L- \fv^—jVQ . 8 g (J&SfS9 0. 
7 %) fcfcfcb ' , . , ? . 

<##M2 4> 

3 — * h=3rv-- 1 — ^^/V- 5 - h V ~7 frjrn *=f-/V- l 

H— \?7l/—/V(DW& 
25 3-;* h^v^- 1 5 - h JJ 7/Utn ^ f 1 H - 1°7 1 . 0 
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O g (5. 6 5 9^V)©Sjl2 5ml m&K. /^*^A7/^fc KO. 45g(* 
/W^T/l^t KJfeDE 1 5 . 0 5: V ^»S^Sl!5in 1 Sr^P;! 8 0 tJT? 2 B^RIAP 

: — dri^V-^^X/Wl-^^) 3 - b * 

~y- 1 -t^A— 5 - 1 H-tT^— /WO. 8 3 g (J&^=6 

5 . 0 %) 
<#%0!J2 5> 

10 5— 1 -*=5-;V- 3 - h y 1 H-tfy^— /W-4 

5-^nn-l -^^/W- 3- h U l H-fc 0 ^:/— /W— 4 - 

TJ/V-tfs'TA'Xfc K-6 0. 4 g (2 8 2. 7 § V ^t/V) 05 i?* ^/W^/V*^ K7 0 0 
inl^(^ vS-oYbTJ V !7i»4 2.0 g-(7 1 1. 9 5 U 1 2 0~1.4 

15 0 tJT? 5 l$mft& bfc c R*J|*T«flB1fe; »S»»fe*fcfi£CT«3i^-Ctta U 

ft : ^^^-im^^a-frflSft) -effiJH U 5- p - 1 ^/V- 3 - 

b U 7/V^-p * ?vk- lH-f7 y—Ar- 4 - 3 6 . 8 g (i&2£ 6 6.0 %) £r#fc 
20 <##^ij2 6> 

(5 1 3 - h V y/V-frnt^/V- 1 H-f7/-^-4 

■fcMWtt 17^-7" h y £A3. 9 g (10 2.65 y <D**S — O 0ml 

tK^T, 5-7/V^-n-i-p«^/V-3- b y 7/vtn^f/v-lH-t° 
25 7 /V- 4 -UA'-RTA^f t K 3 6 . 8 g (187.6^1) ^/V) <K>*$ S —tV 2 
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oomi mm^n^.tc e o°cx-3 oftmmwvtc* sjs^THit, Kfotmzz 

5 4 g (Jfclp 9 5.4 %) £#7c 0 
<#*0¥2 7 > 

4 -^n^E-^ 5 -^/v^-n- l - pt^/k- 3 - h V * J-;V- 1 

5 — - 1 - ^ ^VV- 3 - h y :/—/!— 4 
10 — tfS—jVS 5. 4 g (1 7 8. 7 ^ y ^r^)(Diy^f-/U^.—T^5 0 0ml f&fc- 

£-3 0°CW$mi^s H*fc«?A/5 4. 0 g (1 9 9. 5 5 y */V) Sr*Dx.7t 0 

15 by * *f-)V- 1 H- If 7 3 1, 4 g (JRsfc 8 0.8 %) £#7t, 

<##«2 8 > 

TK^bT" h y 7 A 1 2 . 6 g (f$£ 6 0 %; 5 2 5 . 0 ^ y */U) 
7/1^X^07^ ^ h LfcSL i^x^/mi— T^5 0 0ml igftSfc Lfc 0 LT % 1 
20 *&«tT\ 0~ 1 0*CT? x s^ftac^/H 9 4 g (2. 6 *J J; 7J« 3 . 3 - h 
df-ix-T'n t'ty^f;Vx^f^5 0 g (2 6 2. 0 SJJ^/U) ^M^fiL 0 ^©t, 

r-gfe^ Lfc # fctu^TkS Sr^mr* pHit ^pd^ v-etttti Lfce 

25 T^SrS^U »35feJfi^©(ji h^t^/i^^/i^P^TA^fc K©fcfc£ 
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®37.6g mm 100 %) 

OH-MM (CDCVTMS 6 (ppm)) : 9. 09 (2H, s), 5.26(1H. s), 4. 27 (2H, q), 
1.28(3H, t) 

2 9 > 

5 1 H— £°;7 ;/— yl — 4 -^^/^^^^^^^/K^Mit 

(a: h^^/^^)7Dy^7/Vft K27.6g(1925 U ^/l^) (Drc^ y 
15 0ml ^m^Tk^T, 2g(193$!) -=Er/V) £f#n;i N 

10 ft£J£fH£> 1H- ^7^—^-4 -^/W^^^^V^^x/H 9.4g(72. 
4%)£#7c 

('H-NMRltt (CDCI3/TMS 6 (ppm) ) : 8. 08 (2H, s) , 5. 30 (1H, s) , 4. 31 (2H, q) , 
1.36(3H, t) 

15 1 1 H-fc°7 y— ^~ 4 -^/W^i/^^^c^^/K^Mat 

1 H-t c ^>^— /U-4— >^#>Blac5 ! -A'^«Xf l yH. 5 g (1 0. 7 5; ]} =t/\y) 
ON, N-^fM/VA7 5 K5 0ml«*7k»y 7 g(2 6. 

8 $ V , 3 ^kif^4 .'28(26.655 Mt? 2 0 {J#ffl« 

20 SttK*5 J: tje**7k^!fe»1l^ ^* <7 A Tttfll bfc 0 «JET^S8 

m^T/vm-^mm tmm u n^m^mo 1 -^/v- 1 h- e^/-^- 4 - 

^/UjHVfft^^/Uac-^^/H. 6 g 0W8 8. 9%)2r#fc 0 
CH-NMRM (CDC1 3 /TMS 5 (ppm)) : 7. 90 (2H, s) , 4. 28 (2H, q) , 4. 18 (2H, q), 
25 1.51(3H,t), 1. 35(3H,t) 
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<###J3 1> 

3, lH-t*7/- /U— 4 — ^/W^i^a^A-ai;* 

1 — ^^A'— 1 H-t°7^— A*— 4— ^>/^>Wt^T^^^T/>l. 6 g(9. 5 
5 ^^),N-^op;ji<^U' 5.1g(3 8.3^!)^)^7^fl: 
Aft, 1 6 0'C'C6B#raKJfc£-frfc o «Tt^ U SJ^flfe^Egttt 

Sri^y *W7i>^n-7 h^77-f- CSH^K : ^^t^-SRx^jE^ 
10 l)t'iSUlfi»ro3, 5-^no-i-xf;v-iH-^7/- A- 4 
-*/WaK^ift^^/i'3i^^/H . 0 g mm 4 .4. 2%) £#fc 0 
('H-NMR-fit (CDClj/TMS 5 (ppm)) : 4. 36 (2H, q) , 4. 21 (2H, . . 
q),l. 44 (3H, t), 1.38(3H,t) 
<###I3 2 > 

15 (3, 5-^n.P-l-xf;k-lH-f7^- A~4 -^/U)^ — 

m 

J-V&TJV^ — VMO.. 1 6 g (4. 2 ^ V ^tjU) ©7 h7t h'B7?y 
7 Om'1^-5 0«Cfcjfr*PU 3, 5-^PD-l-if/V-lH-I^7/ 
— jv— 4—itj /istfZ/WL^-^A'X-KT'A'l . 0 g (4. 2 5 y^/V)©7 h 7 t H'P7 
20 y^3 Oml^^o< WTU 3EH1- -5. 0°CT 3 WWJtttLfc. 

(3, 5 — n n — 1 — ;c^vv— i H— tf 7 :/>— A— 4 — -Y /V) ^ ^ — /UO. 8 
25 2 g (M 10 0 %) Sr#/t. 
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('H-NMRffi (CDClj/TMS 5 (ppm)) : 4. 52(2H,s), 4. 16(2H,q), 1.43(3H,t) 
<###J3 3 > 

4— -fu^r^^/ls- 3, 5-^ no- 1 -zn^vV- lH-t°7^©Sj| 
( 3 , 5-^dd-1 -oitvIx- 1 H- y—;l— 4 ->T /V) > 9 / —/l- 0 . 
5 8 2 g (4. 2 5 K/>)Cv?xf />x«-f/l'5 Om I ^flr- 3 OlCI^U = 

Ute yyi.3g(4.85!J SrJn*., HtcM-e 1 2 bwojjm^ ufc, S*J*T 

10 9 g OR* 8 1.8 %) 

('H-NMRtfE (CDCI3/TMS 5 (ppm) ) : 4. 33 (2H, s) , 4. 13 (2H, q) , 1. 43 (3H, t) 
<#%#)3 4> 

3— xtv/v-fruff-A — 1 — ^f-jv- 1 H-t^y—zw- 5 ;v<dMM 
iPZ7/V^ruT±. 0.0g(180.65!J / 

15 —7^2 0 0ml ^fclT* 5vVt K7^8.3g(180.6U Xt**£I& 
5ml ZtotLtcm, 2 SIID10*BK*Ufc. SJ»T^ »ETifeBtSr^:Sf|J5Hy*L 

20 v-iwfta^ft^flsaE) x-mm u 3 - s^/wa-p ^ 1 1 h 

- tf7 A*- 5 -tf— /U 8 . 9 g (Jfc* 3 3.3 %) ^#fd 0 
<##0i|3 5> 

5-^pp-3 — ^77V^-t3 ff-jV— 1 — **f-f\,— 1 H-t"^^— A— 4-77 
25 N, N-^7<5vV#/W>>TS K7. 9 g (1 0 8. 0 ^ V *£Ao) (31, tK^Ts 
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mtV >4 1. 6 g (.2 7 0. 1 5 V*rM&tyz.tz 0 M"C3-i?7^tn> 
V-As— 1 1 H- yV- 5 0 g (5 4 . 0 5: y ^-yl^) £ 

a 7A^n7^77^- (mm^t^i^^-iy-wm^/i-m^mm -cits u 

Sfi(Sfi©5-^pn- 3 -v^/l^-n^A— 1 —^=f-A-~ 1 H- fcf^V— yV 
- 4 -A/MfT/Vr* fc K 7. 7 g 7 3,3 %) ^#fc 0 ('H-NMRffi (CDC1 3 /TMS 

5 (ppm) ) : 9. 96 (1H, s) , 6. 90 (1H, t, J=53. 6Hz) , 3. 93 (3H, s) 
3 6 > 

( 5 n d - 3 5vV- 1 ?vv— 1 H — 1°:7 y— yV— 4 — 

As)-*#s — 

5 o n - 3 -5?7^n^ ^yV- l 1H- tf^V— /V— 4 . 

/VstfT/l^fc K7. 2 g (3 7. 0 ^ y -=E-yU) <D> * J — ;V\ 0 0ml StffcSrO'Cfc 
&£PU y 7^2. 1 g (5.5 . 5 ^ y^J^ttx., ^(c^ 

SHttttrS^U (5-^pp-3 —*?-7A'jtxij5-A,— l l h— fc°7 ✓ 

— y^- 4 —<yix) $ y — ^ 3 . 8 g (J&^ 5 2.1 %) Sr#fc 0 

CH-NMR^ff (CDCI3/TMS 5 (ppm) ) : 6. 70 (1H, t, J=40..8Hz) , .4. 63 (2H, s) , 3. 86 (3H, s) , 
1. 79(lH,br) 

<#%M3 7> 

4— ^n^^yl^- 5-^pp- 3 — v^yl^P p< ^yW— 1 — ^^yU— 1 H— 
t'^^—AstDWrn 

(5 - ^n tf- 3 - J?7^tn> f/l'- 1 - 1 H-tf 7)/— JV— 4 
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M — J —A- 2.0g(10.0^ * /V) CD i/rc ^j^zc 5 0ml 
1 0X:ic^m U = H<b 3Vl.0g(3.55!J ^/W JCtcM-C— 

H- f7 /U 2.6g OR* 10 0.0%) £#fc e 
<###!J 3 8 > 

h V 7A>&vT± f7/Vft Kt^^Ax- y- \ — h<DW& 
b V 7/l/tP7t YTASft K-^^^-^^T-fe^— /V5 0. 0 g (3 4 7. 0 ^ U 
10 ^E-/V) (D*? S —;V 8 0ml jgiRK:, t ^-S/yVT § ^Ifclfeifc 2 4 . 1 g (34 
7.0 5: y^E-A-) % * 1 6 Oml %iP^ 7k^T> 5 0%^cBMb"^ b v ?J*&&m 
8 0. 0 g (1. 7=cA>) SrITUfc. »TH*T**ai"C6l*mMt#Ufc 0 S&»T 
1 0%S8SrMtpH6 4: U s^n^oc— ^/vt?flbtti bfc„ «JETS?jK* 

15 7 g (ft* 3 8.0 %) £#7h 0 
<##M 3 9 > 

h V -7/^tiT± h7/Wft K^-drv/A^i— x V— h24. 7 g (1 3 1. 75 P 
^E-/^) ON, N-^^f^*/VA7 5 K5 OmljfiRfc, ?X^T, N - ^ nz ^ - « 
20 < ifM" U*3 8.8g (218.05U CON, N-v^ f/^/VA7 5 K 1 2 

^tc7t ht KairW^T'o 5 Kai— fV- h 3 3. 3 g (!RijS9 5. 0%) 
25 £#fc e 
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eH-NMRltt (CDCL/TMS S (ppm)) : 9. 30 (1H, s) 
<##W4 0 > 

Tir Mfflt^^S. 7 g (51.35 V co*?S—/U8 Om l$g^fc: N ± 

hV VJ** h=*->K2. 8 g (5 1. 3 5 ^il7/^t^7 
■fe hfc KD^^/W7*n 5: Kx-f h 5. 0 g (18.85 D ^/V) coy^y 
-/i/ 2 Oml^tr*q^fc 0 3 B#Mjt#Ufc. KJSJ*T«, «EET$gj&*e 

ft^?Kcc>4 — 3i h^i/TJ/VzJ^/V— 5 — ff-Ar— 3 — h U y'/W^-n y 9VW y ^ 
•^y-/W2. 9 g (JRsf&6 9. 0%) £#fc 0 
( l H-NMRjit (CDC1 3 /TMS 5 (ppm)) : 4.36(2H, q), 2.77(3H, s), 1.37(3H, t) 
<##0)J4 1 > 

(5-yfvv— 3- MJ y/v^ny. 5vW y^rf-y*— a— 4— •'f/i-O-y ^ y — 

zMffty f7^7;V5 = !?^0. 1 6 g (4.. .2 5 !J^)©THF 1 5mllS 
SrO'CtofriPU 4-31 h^^^s^- 5 - ^f/u- 3 - h y y/M-t3y ^/w 
'fydff/- /KD. 9 3 g (4. 2 ill^^THF 1 5ml \zM*-t£ 0 

o'er- 1 ^wufco sjes»t«, mm=z^&mz-x u* e> < m^ufc^, 7k 

*£Sre*U 3- M)7/vtP>f/Wy^t/-^-4 — f/i^) 

-yyy-A-o.sg (te$6o.o%) £#fc 0 
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('H-NMRfit (CDC1 3 /TMS 8 (ppm)) : 4. 60 (2H, d), 2.54(3H, s), 1.66(1H, br) 
<#%£i]4 2 > 

m 

5 (5 -tf-jv- 3 - h V 7/i/tn^f;K y^y— A--4 — |W) — y # J — 
/K>.45g(2.55 ^/V)(D^xf;H-7;H 0 m 1 0 "CiC^SP U H 

I9A/0. 2 g ( 8 . 9 *M %Mx.tc 0 aSat? 1 WfflWB* gJfci|*T«* 

10 ^VV- 5 - ^^-3- h y y/K^-n^/W ydr-^y— /^O. 5 g 0M5 7 4. 
0 %) £#fc 0 

('H-NMRIS- (CDCI3/TMS 8 (ppm)) : 4. 31 (2H, d), 2. 51 (3H, s) 
<##i4 3> 

(5-^pb-3-^ fvv — r y y* — /v— 4 — r ao - y * ; — /v^Mjf 

15 f I?^7/V5-^A0. 4 2 g (1 1, 0 $ y ^)©fTHF 10ml 

mmz, - 3 O'C'CS-y nn-3-^^/V— f yf7^-4-^;v#yfx 
^VPrn^TV^. 0 6 g (1 0. 0 5; P^)(DTHF 10ml t^^MT JSUlP 

20 j|*|«^^'>9A-C«j»Ufc. WET*K«r«*U, mt&isV UFA'*? * 
y D-^ f^7 7^-Tftm (5-y PP-3->f;M V=5-TV—j\ — 4- 

<0) - y y y —a- l.sog 'or* 91.5 %) £#fc 0 

<#;%M4 4> 

4 - y n n y 3vV- 5 -y n cr- 3-y 9VW y y — /KD3Kat 

25 (5-y nu-3-y^v-^y^ry— ^-4-^^)-y yy— /n. sog 
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(9.155!) =£JV°)<T><7 n n 10ml Wfo\^ Sffl-C*fcfb?-;f-=/U 3 . 2 6 g 

( 2 7 . 4 4 5 y *rJl>) ZJJUx. 3 B#P*a«# Lfc 0 SJ&j&TiHBigL Sfcff Ti&«£9S 
U> 4-^nn^f/i.-5-^nD-3-^f;Kyf7/-;H.67g 

<##M4 5> 

4 — hi) p p{ 5vl^ =3 f-l/^fe* f/H^ tvVOMjs 

4 - h y 7^^-n^^/V=a^>^ 4.6g(24.H D^CN, N-^ 
^^;V^7 5: K 7 0 m 1 !i ^6. 7 g (4 8. 6 5 !) ^A-), 

3^f/W6. 9 g (4 8. 6 5 y^-/W)^Jp^, gffl-? 1 2^W»#Lfc 0 SJfclfc 

DT?tSUtM^4- h y 7;^n^^=nfv|? ^vVa^TVl^. 
7 7 g (JR* 5 6.1 %) fcfcfc. 

( l H-hJMRffi (CDCI3/TMS 5 (ppm)) : 9. 11 (1H, s), 8. 92 (1H, d), 7. 6 . 
4(lH,d),3.99<:3H, s) 
<##^4 6 > 

( 4 - h V 7? y Z-jlV) - * # J —/V(Dmk 

zMfrfby^AT/l^-^AO. 3 7 g (9. 7 5 y^)iOTHF lOOmlg 
5 Ot^fd^iPL, 4 - h ^ = f f^x^f^2. 0 

g (9. 8 5: y^/V)(OTHF3 OmlM^o< t>»TU JEK:- 5 0 0 C"e3^ 

SrJp*., S£Uifc<i*#.Lfc„ SJK»#«Sri*£EijaL % SttSrS^lfcac^Ttt 
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*r>V fc° V 3-4 AS) *9 J —;v 0 . 6 g (iRap 3 5.3 %) Srftfc. 

CH-NMR|t (CDClj/TMS 6(ppm)) : 9.00(lH,s), 8.73(lH,d), 7.51(lH,d), 
4. 95 (2H, s) 
5 <###14 7> 

(4 - MJ 7/P^-J3^^-/Hf y v?^- 3 -J /V)* # J— ;V0. 6 g (3.4$!/ 
^V)Oi?if/Vx-7^5 O m 1 3 O'CfeftSJU' HJMfc!) :*M . 4 g 

7< fvV- 4 - h y ^ *f-;v\£ y$?V0.61g (HxafS 7 5.3 %) &#7i 0 

( l H-NMR{fi (CDC1 3 /TMS 6 (ppm)) = 8. 88 (1H, s), 8. 73 (1H, d), 7.54(lH,d), 
4. 63 (2H, s) 
15 <##M4 8 > . 

5-^n^--4-fc: M)7/^n^f/Hf JJ 5; i?^oJSat 

4 — t - h y ^y^np{^/Vt°y 5 v>^4 9. 2 g (3 00. 05 U 

^)®Si6 o o m i assets M-e*K3ksww- h y ^7 7. 5 g (9 4 5. 0 5 

y ^/V) ^Q^LfCo MiC 4 5 *C-CKJCK^?Sf tC** 50.3g(3155y ^E-» % 

^i^^-egfe#-b5-^n^e-4-t Kn^r->-6- h y 7/V^-n^^yVt°y 
y38.9g ORafr 5 3.4 %) £#fc Q 
25 <##i4 9> 
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4-fc Kndf-i/-6- h y yjVirn * *f->\<\? ]) '^2 4. 3 g 
(1 0 0. 0 5 y ^/WSr^i/itfcy 1/1 8,5 g (1 2 0. 0 5; ]) 

1 0 0 o C-r-2R#Ffl^#L/Cc SJ»Tifefi^ S^^^^zMcfctt:? d 

1.5g (W8 2.4%) £#fc 0 
<^J5 0> 

5-^P^E--4 h^rv-- 6 - h y ^ 5vl-fc 0 y 5; v^^igjf 

5-/^-4-^an-6- h y 7yu^-n^^pt p y $$?V2 1. 5 g (8 2. 

2 5: y ^;l>) (D* # y —;v l 0. 0 m 1 f&mz^miB.X-t h V V Y K 1 6 . 
7ml (2 8%^7 8 6 . 4 5 y */U) «riq;ij*# bfe 0 SJS/^T?tm 

h y * ^/Ut'V $i>yi9.2g 9 1.0 %) &#fc 0 

<###|5 1 > 

5 — 3/p-=E-— 4 b%-i/-6 — h y 7/^n^^ L /l't 0 y 5 i^XDMit 
5-/p^-4-^Dn-6 - K y 0 ^ ^vP t* y §-^^3. 0 0 g (1 1. 

4 8 5 !)^V)Oi^/>-/U5 0ml SJSKl, S63lT?-J- h y ^Ax h**>K0. 9 4 
g (1 3. 7 7 5 1) Sra*»^L^^7«IW,t(tET«tt*«4U'fc. 

L7tm, SStMM-v ^ v- ? A -cftjfc L7c.- »ET**«r«* U mt^is V - 
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zr/VJru f/i/f J)v^2.44g mm 8 2.9 %) g 
<#%#l 5 2 > 

4-p< h^rf— 6 - h V Zf/vjru *^;vt°}) 5: 5 -TJA'tffTA--^ fc K<0 

5 5-Zfu^r-4-* Y*i/~ 6 - h y ^ S^l 0. 3 g (4 

0.0$: ]} ^;V)©7 h7tKo77V10 Oml^ll, -6 5 6 0°CT*n- 

•7"^/Vy^r7A3 0. Oml (1. 6mo 1/1 n— 8. 0 5 
^)gr#>!r^D^7c:^, 3 OftmmW^tio MKm^X, ^^a- 3 . 6 g (4 

8. o 5: y^/H^pxifc^, in^T*3^ra^ufco ^^^Tk^fcat^m 

v^^—x^MV. 4-* F ^v'- 6 - h!J 7/^o ^ f ;vf y ^ i^y- 5 - 
^T/^t K 1 . 3 g (JRs$s 15.8 %) 
('H-NMRffi (CDC1 ? /TMS 6 (ppm)) : 10.41(lH,q), 8. 98(lH,s), 4. 18 (3H, s) 
' 15 <#%0||5 3 > 

4- m 6 - h y 7^^-n^^/U-t°y 5: i^>--5 -7J/l^TA-7*fc K<£> 

5- 7-p^-4-if^v/-6- h y 7;VjruJ.*h/V¥}) 76 g (2 
1.3 5!!*^) OTH F 2 5 0 m 1 ii^ - 7 8 U n -^/l^y 

20 2 2.6ml(1.6mol/l n-^t« 3 6. ny^)^TU 
4 O^^bTCo ^^^2. 7 g (4 5. 1 5 y *MtL. 5Rf 

25 *i^-fi£I£^<7Vl^^£0 T'ftM L % 4 -=c h 6 - h y ^ 
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fc°y 5 v 5 ^- 5 -*^*7/Vft K 3. 8 2 g (JRa)8 8 1 . 6 %) £#fc 0 
OH-NMR^ (CDCVTMS 6 (ppm» : 10.41(1H, s), 8. 95 (1H, s), 4.63(2H, q), 
1.48(3H, t) 
<###>J 5 4 > 

(4-^ h y -7)\>Orvi**f-A,\?\) 5i^- 5 — i>V)-*$ 7 — /V 

4-p< 6 - h V 7 )V3rxi**3-jV\?y % 5 -tDViSTjV'T^ Kl. 

3g(6. 3> y^V)©^;?;-/V30.ml^ MTvJc*^^ h V !7 
AO. 2 4 g (6. 3 5 y^)tr^^^n^3^«^U7io S^TItM, 

^n-^ h^:7-r— TitMU (4-^ h y 7/V:*-p fvVtf y 5^ 

y-5-^/W)-^^y-;V0.42g (W3.2. 1 %) £#fc 0 

(»H-NMRffl[ (CDClj/TMS 5 (ppm) ) : 8. 93 (1H, s) , 4. 81 (2H, s) , 4. 13 (3H, s) , 
2.26(lH,br) ' 
<^#M5 5 > 

(4-3: - hy ^/toj-n^A'try 5^-5-^) -p^y — /v 

h y ^i.7g (45.75 y^E-/v) ro^^y— ^5 omim 
K:* 7k^T> 4-^ h y 7/v^-n^>/n^y s: 5 -^/v-^t/v 

K3. 8 2 g (17.25 y ^U) 0^y.-vU5 Om 1 mmZMz., Hi-O'C 

£££W*U (4 -a: h^riX- 6 - h y 7/loj;n f;Hf y 5 5 -4 ,\,) _ 

tfS-jVZ. 7 7 g (IR3JS9 7. 8%) £#fc 0 
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OH-NMRii (CDCI3/TMS 8 (ppnO) : 8. 80 (1H, s), 4. 81 (2H, s), 4.59(2H, q), 
2. 28 (1H, b), 1.48(3H, t) 
5 6 > 

5 (4-^ h= 3 rv'-6- h]) ^f/H^U 5; 5 — f /V) - ^ * / — /U 

0.42g(2.025:U *rJl>>)(D? a u 10ml £ffi-e&fb^;*-=- /U 

1.19g(10.15!) *;>)&to?L 3 B#Wiat#Lfc 0 SJ&i&TfflllBSK i£ET^I 

0 . 4 5 g OfcafS : Jfeftft)" £#fc 0 
10 <##0!j5 7> 

(4-31 h^i/-6- h y 7;VjrvL*^/V\?}) * *J:s- 5 -I'/V) 
3. 7 7g(l 7. 0?!) ^/V)©^if/H-7/V5 0 m 1 O'CfC^^P U = 

$klkiQAs2. 0 g (7. 2 5 y^e/HSrTJB^fCo M"eil*IBHB^b*:. ^DfciftS:^ 

OH-NMRffi (CDCI3/TMS 5(ppm)) : 8.79(1H, s), 4. 61 (2H, q), 4. 55 (2H, s), 
20 1.49(3H, t) 

5 8 > 

3K*teJ> ^fr^T/VS — £A0. 4 g (1 0. 0 5; V^M<DT hyt Fn77> 
3 0mlSSft^ - 6 5- — 6 0Wf/V 2-^PP-4->f/^3^ 
25 1 1 . 9 g ( 1 0 . 0 5 y OTH F 5 . 0 m 1 ^tSr^* idDifct, 3 O^M 
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m b tc e # h tifcnmm t*fetfck -emts&Bfr , > $ a 

3 8.2 %) £#fc 0 

( l H-NMRffi (CDCI3/TMS 8(ppm)) : 8. 19 (1H, d), 7. 08.(1H, d), 4.85(2H, 
s) ,2.49(3H, s) 
<##fj5 9 > 

3 - T ir^vP- 4 - ^ a n ^ ^^-7 a ^<Z)Mit 

3 -Tir^/V- 2, 5-^nnft7xy5. 0 g(3 2. 4 ^ D^O^dd 
^/K* 5vP^— 7VP2 6 m 1 (3 2 3. 0 ^P^^fC, SK^T 1 0 < CT<DE3 
%\\Xf-* is ( 2 m o .3 3 m 1 ( 6 6 . 0 5! 

h 7 w - immem • ^^^/wm^^= 9/1) u t^iio 

3-7tf/V-4-^DP^f/l/-2, 5-^nnft7x>'2.'6 g (IjX^ 3 9. 
7 %) £#fc 0 

('H-NMRfjlE (CDCI3/TMS 6 (ppm)) : 4.70 (2H, s), 2.56 (3H,s), 2.54 (3H. s) 
2. 39 (3H, s) 
<###|6 0 > 

3 - !7* ci 2 - 7" n * * 5vW< V ^ 7 9 ©SBi 

3-ya ; e-2->f;Ky/77i / 2. 8 g (1 3. 3 MJ.^O^/^cb 
^^i?>-3 0 ml^fC N-^b*=^^SK_5- K2. 7 g (1 5. 3 5 V ^ /V) &. 
&T*S\fX'( yy^v~hV/U0. 4 g (2. 7"5 !) ^ AO Srin 8 O^CT'3 0 
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5 $7 9.0%) 

<###|6 1 > 

1 — i?;7/Wn ^ 1 H — if 7 y*— 4 r-^/v^^^^^^^x/K^ 

1 H-t?9y*— A*— 4-^7/P^^^^/^^x/L'3. 0 g (21.4S: JJ*/U) 
10 ©N,N-^f;^M7? KlO Omlfc MfrBiWl* V ^6. 0 g (4 
3. 5 5: y*^)Sr*D^ % ^po-^7/^n^^>-SrS^«^5fc#a^ 13 0- 
1 4 0 3 ^f!S# Lfc. - SJ£^7«, SJ£Stffc&7Mc&^ % m&^^v 

1 H - 7 - 4 -^/^y^f M^f/l' 1 . 6 7 g (i&^3 4 
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J* (Polygonum lapathifolium L. subsp. nodosum (Pers. ) 
5 Kitam. ) T^"fcf-=J- (Amaranthus viridis L. ) x ■ > >nir' (Chenopodium album L. ) N 
/\ 3 ■/< (Stellaria media (L. ) Vi liars) , -Y ^ h? (Abutilon theophrasti Medik. ) % 
7^ frfS^fc (Sidaspinosa).T^ \) Jjy J -f-^J* (Sesbaria exaltata) x 

T-f-&3~ (Ipomoea spp. ) N ^t^^ (Xanthium.strumarium L. ) ^CD/S^Jt^^ 
/'^•v^<>* (Cyperus rotundus L. ) N 3r/^-=?;x -J^ (Cyperus esculentus) x 
10 K ^ ? y (Kyllinga brevifolia Rottb. subsp. leiolepis (Fraxch. et Savat. ) T. 
Koyama) , ^t^D ? ^ (Cyperus microiria Steud. ) > =3 =f^^f^>y]} (Cyperus 
iriaL.) m<£>g>*¥-£.&£TfilS££L* J ryV y^mm^s t"= (Echinochloa 
crusgalli (L. ) Beauv. var. crus-galli)\ ^ t i//^ (Digitaria ciliaris (Retz. ) 
Koeler) , ^/ = n (Setaria viridis (L. ) Beauv. ) , J*Xp< J t) $ \?=7 (Poa 
15 annua L.) N i?3yyy^7^ (Sorghum halepense (L. ) Pers.) „ J t J T 
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yi$>t7 (Alopecurus myosuroides Huds) „ W^.^-"^^^ (Aveua fatua L. ) ^f<D 

^fc N 7kffltC35^i-v5^^^l^3i (EchinochloaoryzicolaVasing. ) , ^^S' 
V (Cyperus difformis L. ) N =^^~^ (Monpchoria vaginalis (Burm. f . ) Presl. 
5 var. plantaginea (Roxb. ) Solms-Laub. ) „ Tif "7~ (Lindernia procumbens) %£(D 

V & V (Sagittaria trifoliaL.) „ (Sagittaria 
pygmaea Miq. ) ^ 5 XJS^y V (Cyperus serotinus Rottb. ) % & n ?V 4 (Eleocharis 
kuroguwai Ohwi) % ;W (Scirpus junco ides Roxb. subsp. hotarui (Ohwi) T. 
Koyama) , ^7 it* Pit (Alisma canal iculatum) i£0#^£*6^L&'B&|&-$~ -5 C t 
10 fef#5o 

15 
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R'&TjtR 2 ^ |H— XttJIfcoT, TkfjWJ 1 , Cl-ClOT/l^r/t^ C3-C8 
tt R 1 fc R 2 £ *§t!L ft o T . C tb b L fcift^JK^ £ Lfc C 3~ C 7 

10 R 3 St5R 4 {i, PI-Xf4R4oT, TkSlUF^S Cl~C10T/V^/V^Xf±C3~C8 
^*m^^*(^^bfcC3~C7£0^t: 0 n^%^b, JE^R\ R 2 , R 3 &TJ?R 4 f£ 



as-g- u -c 1 ~ 4 m u ? ^m^wu £ fix t> «t v ^ 5 ~ 8 £ttm § fr-c v n 




5 S;<K 



WO 02/062770 



270 



PCT/JP02/01015 



n f3: 0 ~ 2 OS^?r^"9"o 

& C3~C8v^ P7;^^^, C3~C8v'^ o7;^C1~C37;^ 

10 W&£tlfzCl~C10T/l'*/l' ! ^*&, Cl~C4/NP7/l'^5 1 t^ C2~C6T 
/l,>r^/^ % C2~C6T/V^— /U^^m, C2~C677t^-/l^> C2~C6T/l' 

ftfOST^ / «gl C 1~ C lOT/W^*/^ -f C 1~ C lOT/^/l' 

^/^^g s «msst7 <£ y m&.zfoz&nomx**: ; ■mm&titcci-cioT 

15 C1~C4ap7/^/V^^7 4-^, W&MM y <£ t> iliR 

^n5^*^S^^^a^^HfcCl~C10T/V=¥/^/^-/l-^-^v'S^ C1~C 
4Aa7/^/^;^=^S, Cl~C10T/l^/W^V*=A':3- : ^v'^ C1~C4 

25 wMZfrx^x-bXv^yyfJ;^ ci~cior^= 



WO 02/062770 



PCT/JP02/01015 



271 

g-Ce&^T^T^ J:V\ ) , Cl~C6Ti//V^-=^iXS> C1~C4ad7^ 
XB^ot, C1~C10T/^^S, B^ftT^T&iV^^^/l^ C1~C 

■ s - - - ■ 

v\ ) 

15 $tLTt> ctV^ v Cl~C10T/V=^v'S % C1~C lOT/l^/V^^g, C1~C10 
TVV^/l^/V/ft^^g, C1~C10T/I^='dr^/V3K=^S, C 2~C 6^ nTVWr 

Cl~C6TiX/VS> Cl~C4^nT^^rA^7/Vj}<=/WS % Cl—ClOT/^/V^/V 

Cl~C4/^PT/^^/V^/V5i}^=/l'S■Ca^ : $i^TV^T 1 ^>=tV^) N 
TVvCfciV'O N C1~C6T^/VS> Cl~C4^Q7f^/V**- Cl~ 
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5 S^*OS"e^-/e^§tbfc:Cl~C10T/V^r/^ N Cl~C4/Mn T/V^A-g, C3 
<^ST^/fi^£*l>fcCl~C10TA'=i= 3 rv'^ Cl~C4^n7;V=^^ C3 

10 ntcCl^ClOT^/^^rMs Cl~C4/NP7/l'^ftS, C2~C6T^^^ 
/l"3£, C2~C6T/V^^>'V : ^- :3 rv^S s C2~C6T/^ :3 r=-^S> C2~C67VV :3 r — A- 

15 TWCfc J;l^#^7 i n^:^iyS > B&£nTV^'b iv^fi^fnlft 

V^^iXVKfrA'^A^ S^nT^Tk.fcV^^-'f'A^ C1~C10771"¥ 
25 /W^/P/ft^/uS, Cl~C4'M3TA-=¥A;*A'2fr~A'g, f^^ilT^Ttj:^^ 



r 
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3. o^pm<Dm-x^nm^^xm^tix\^xh^^'r^m±(Dm^ 

Pa^, ^ny^?s Cl~ 0107/1^/1^ C1-C4ap7/V^S s C1~C 
107^=i =3rv-Cl~C37/P^H, C3~C8^ * 7/MrA-g (Sfe*tt^>t=^^jW 
10 ^fi7^^S-eS^$tLTt cfc^) , Cl~C107/V='^->'^ Cl~C4^M=t 

T^iv^^/ ci~ci07A"*vi'?-;a-& % Cl~ci07/v3vw*/i'/ft=/i' 

S> 7iX/V^ Cl~C4/M=7/Vdr/V*yl'^=/VS, C1~C107/V3 ^"i/^/V^ 

4. R\&t*R 2 ^ l^-Xf«^oT^^VSt)b< R\ R\ R5 

20 5 . YtK mmm.*, mmm^xi^nm^^m^n^Mo^^m^ 
&irz5Mmxte6mm(D^i&^vm&x&zm$:mi, 2, 3xi*4<d\,^-t 
tL^fcis^o-r y^f-y y 

6. Yris, ^==/^> t°7yy/i-s> y>t/y/H, ^yf7/y/^ s 
tr y ^/vsxtttf y. 5: ^-/vST-fesft^s teKttaw y a-*^ y ^fisg# 0 
25 7. ^7*^-3 — f/Hv t e 7y-/v-4-^/H, t^y-zv-s 
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y- 3 -^A-sxtet-y 5 s*y- 5 — ' f/^-e&oit*^6 ^tamo^ y^^-y- 

5 {cs^Lfcit^ 7 icis^coy y^f-y* j> ^mmfco 

9 .' Y t° 7 ^— A— 4 — f ^it*, gglS^ a # f 9 y*— A«<D 3 5 & 

O^T^/fi^£;fr7cCl~C10TA= 3 rA'^ Cl~C^n7;WS, C3—C8 
>>^P7/V^I, C2~C6T/^=AS, C2~C67;^-^S> C1~C10T 

tb5ffilctf>£T^ / tufc C 1~C lOT/v^w* A'*=.yV'3£, C1~C4ao7 

ftBS^r-pSRS. a^^^T^v^^/i^A-*^^ ffm^frTV^Tk 
Jt v ^^M^T p SI — /v3£ N T vv^S* ci~C4ap 7^^/v* /Wai> ^;vS, 
15 *i/r v^T t «t v ^y i^/v;* £ tirv >t t> «t v v/<y y ^ 

Cl~ClpT/W=i :3 rv'^7/V7jK^;^ N tuTV^T t> i V ^ y y'^^"^ /V/K 

20 T, Cl—ClOT/V^/VS, -/R&StuTvvrfc JiV^rc^A-ak TVASs C1~C 

SftTivrfc ^v^yyVA-S, ci~ciot/v= 3 t/w*a*=A'Ss ci~C4/m= 

7/I/^^7/>*=^ gl&^tLT^Tk iV^yvVK*/^— A£Xfi«ife£*l 
TV NT t> i V ^7 ^=./P.*/V7}wVgT@&& tuT t^T <fc> <t V n) Lfcfg^fS 7 

25 ^iB^o^y^-y-yyy^^: 
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10. Yd*, f^y— A*- 5 — T/V-S-C, g^Si^o^tf^y— ;Vf0 4&t, 
HldlttlciTK^^x ci~Cior/^^Ss B8ISS£0 «fc tpji^ftS-fiacoX 

-e^y«^^tLfcCl~C10T/W^S, Cl-C^DT^^r^S, C3~C8>^ 
DT/^S,, C2~C6T/l^— ;H V C2~C6T/V^r=-/^S, C1~C10T/V=¥ 

ffifOit^ / fi^ £ ftfc C 1~ C lOT/l^/l^/l'*- C 1~ C4^ a T 

— x^^Ss «#l£ftT^-Ct> iv^^/i^/v*^^ «^£ft-^-ck £^ 

io M$nx\t^xh ^v^^^/v^^^-zv^ iim^ft-c^-t'b iv^^^-r/^, 

15 Cl~C10T/V^r^Sx S^ftTV^-Ck. iV^^— Ti^Ag, C1~C 

^ft-CV^T^ .fcV^^/V Ag x Cl~C10T/V^/^^=/^Ss Cl~C4^n 
7A/^/u^^*=/i^E, * ftT v ^ t> «£ v ^y^v^;v*-;Hlttii £ ft 

20 kBstto^y^f-^y ^«i»^o . . 

1 1. Y#, y^-^i?-y— Y/VSl?> *mSl¥a^^ y^-y-y— ,y, 

at© 3 tew 5 f&Kism ufcjftjjtfs 7 fciB^'o-r y ^f-V y 

25 13. Y#, tT JJ 5? J'- 3 — - f A-gT% g&BH a&W V^MO 2 4 & 
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16. n^ltfeS 1 — 14 CD V ^•f ^^CfB^OW' V ^ f" ✓ U ^M## 0 

1 7. n^ox'fesit^i-i 4^v>-r^^iBm^y^-^f-^y ^M^o 
i 8 . ft#gc i~i7 (D^-rfrfrKWMwJ y**w v >mmftxizmw:±ff 
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